10/685,921 Page 4 



Element Count : 
Node 29: Limited 
N,N1 



LI STRUCTURE UPLOADED 

=> d 11 




Gl o,s;n,ch2,ch,nh,c 

G2 0,S,N 



Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 10:14:29 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 97 TO ITERATE 

100.0% PROCESSED 97 ITERATIONS 46 ANSWERS 

SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH **COMPLETE** 
PROJECTED ITERATIONS: 1350 TO 2530 

PROJECTED ANSWERS: 514 TO 1326 

L2 46 SEA SSS SAM LI 

=> S 11 SSS full 

FULL SEARCH INITIATED 10:14:36 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 1813 TO ITERATE 

100.0% PROCESSED 1813 ITERATIONS 715 ANSWERS 

SEARCH TIME: 00.00.01 



Habte 



11/28/2006 



10/685,921 



Page 5 



L3 



715 SEA SSS FUL LI 



=> file caplus 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
166.94 



TOTAL 
SESSION 
167.15 



FULL ESTIMATED COST 



FILE 'CAPLUS' ENTERED AT 10:14:42 ON 28 NOV 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (AfcS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26/ 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 28 Nov 2006 VOL 145 ISS 23 
FILE LAST UPDATED: 27 Nov 2006 (20061127/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http: //www. cas . org/inf opolicy.html 



=> s 13 
L4 



32 L3 



d ibib abs hitstr tot 



Habte 



11/28/2006 



10/685,921 
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M AKSVER 1 OP 32 OPLUS OOPYRXGRT 200e ACS on 5TN 
2006: 1005390 CA?LUS 
145:356814 

Preparation of 2-oxo-l,2,4,5-tetrabydro-l,3- 
beQzodlaztpia-S'ylpiparldlnas and related coispounds as 
06RP receptor antagonists 

Kuellar, Stephen George Rudolf, Klaus? Uistenberger, 
Phllippt Stenkanp. DLtk$ Santagostlno, Hareoi Paleari, 
Pablo* Doode, Henrii Arndt, Kicsteni Schaeozle* 
Gerhard 

Boehrlngec Ingelhelm International 0.tt.b.H., Geraeiijrf 
Boehringer Zngelhela Phacu G.n.b.a. k Co. X.-6. 
PCT Int. Appl., 231f)p. 
CODENs PIXX02 
Patent 

5 



A0C8SSXON NtBffiBRl 
DOCUKENT NUNBERt 
TITLE: 

XMVSNTORU) t 

PATENT ASSIGNEE (S) I 

SOUKCB: 



DOCUMBMT TTPB: 
LANGUAGKx 

PAMILT ACC. NUM. COUNT: 
PATENT IHfQIOWnOH: 



PATENT MO. 



KINO DATE 



APPUCATION NO. 



2006100009 




Al 


20060920 


«0 2006-BP2S15 




20060318 




AL 


AM, 


AT. 


AU, AZ, 


BA, 


BB, 


BG, 


BR, 


BV, 


BT, 


BZ, 


CA, 


CH, 


cm! col 


CR. 


CU, 


cz. 


DE, DX, 


CM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


n. 


GB. 


6D, 


on, GH« 


GM, 


HR. 


HU, 


ID, IL. 


IN, 


IS, 


JP, 


RE, 


KG, 


KM, 


KN, 


KP, 


KR, 




uc. 


LR. 


LS. 


LT. LU, 


LV, 


LT, 


MA, 


MD, 


MG, 


MX, 


MM. 


MB, 


MX, 


«• MA. 


N6. 


NX, 


NO. 


MX. ON, 


PG. 


PB. PL, 


PT. 


RO, 


RU, 


SC. 


SD. 


SB. 


SG, SK, 


SL, 


SN. 


ST, 


TJ, TM. 


TN, 


TR. 


TT, 


TB, 


UA, 


UG, 


OS, 


US, 


VC, 


VN, YU, 


ZA, 


ZN, 


zv 






















RV: AT, BE, 


BG, 


CH, 


CT, 


CZ, OB. 


DX, 


EE. 


BS, 


PI, 


PR, 


GB. 


6R, 


HU, 


IE, 


IS, IT, 


LT, 


LU, 


LV, 


HC, NL, 


PL. 


PT. 


RO, 


SB, 


SI. 


SX, 


TR, 


BP, 


BJ, 


CP, CG, 


CI, 


CM, 


GA, 


Of, GQ, 


GV, 


ML. 


KR, 


NS, 


SN, 


TD, 


TG, 


BV, 


GH, 


GM, KE, 


LS, 


K0, 


NZ, 


NA, SO, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


zv. 


AM. 


AS, 


BT. 


KG, XZ, 


MD, 


RU, 


TJ, 


TM 




















2005092880 




Al 


20051006 


BO 2005-EP3094 




20050323 


Vt AS. AG, 


AL. 


RM. 


AT, 


AO, AZ. 


BA, 


BB, 


BG, 


BR, 


BV, 


BT, 


BZ, 


CA, 


CH, 


CM, 00, 


CR, 


Ol. 


cz. 


OS, DX. 


CM, 


DZ, 


EC, 


BB, 


EG, 


BS, 


PI, 


GB, 


GD, 


GB, GB. 


Qt* 


HR, 


BU, 


ID, IL. 


IN, 


IS, 


JP, 


XE, 


KG, 


KP, 


KB, 


XZ, 


LC. 


UC LR, 


LS, 


LT, 


LU, 


LV, HA, 


MD, 


KG, 


MX, 


NN, 


MV, 


KX, 


NZ, 


NA, 


NI. 


NO, NZ, 


OH, 


PG. 


PH, 


PL, PT, 


RO, 


RU, 


sc. 


SD, 


SB, 


SG, 


SK, 


SL, 


SM. 


ST, TJ, 


TM, 


TN, 


TR. 


TT, TZ, 


UA, 


UG, 


us. 


UZ, 


VC, 


VM, 


TU, 


ZA, 


ZH, ZV 


nrt BV. GH# 


GH, 


KB. 


LS, 


MM, HZ, 


MA, 


SD, 


SL. 


SZ. 


TZ, 


UG, 


ZM, 


ZV, 


AM, 


AZ, BT. 


MS. 


KB. 


MD. 


RU. TJ. 


TM. AT. 


BB, 


BG. 


ca, CT, 


CZ, 


OB. 


OK, 


SB, ES, 


PI. 


PR. GB. 


6R. BU. 


». 


IS. 


IT. 


LT. 


Ul. 


HC, 


NL. 


PL, PT. 


MO, SB, 


SI. 


sx. 


TR. 


BF, BJ, 


cr. 


OG, 


CI, 


CM, 


GA, 


GN, 


GQ. GV. 


ML. 


MR, NE, 


SM. 


TO. 


TO 






















2005103037 




A2 




20051103 


VO 200S-BP4104 




20050418 


2005103037 




A3 




20060112 




















«: AB, AG, 


AL. 


AM, 


AT, 


AU, AZ, 


BA, 


BB, 


BG, 


BR. 


BV. 


BY, 


BZ, 


CA, 


CH, 


CM, CO, 


CR, 


CU, 


CZ, 


DB, OX, 


OH, 


DZ, 


EC, 


EE, 


EG, 


ES, 


PI, 


GB, 


GD, 


GB, GH, 


GM, 


HR, 


EU, 


ID, IL, 


IN, 


IS, 


JP, 


KB, 


KG, 


KM, 


BP* 


KR, 


XZ, 


LC, LX, 


LR, 


LS, 


LT, 


LU, LV, 


MA, 


MO, 


MG, 


MK, 


HN, 


MV. 


MX, 


MZ, 


MA. 


NI, NO, 


NZ, 


OH, 


PG, 


PH, PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SB, 


SG, 


SX. 


SL, 


SH, ST, 


TJ, 


TM, 


TN. 


TR. TT, 


TZ. 


UA, 


UG, 


US, 


U2, 


VC, 


VN, 


TU, 


ZA, 


ZH, 2V 




























RVl B8, GH. 


GH, 


KB. 


LS. 


MV, MZ, 


NA. 


SO, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZV, 


AM, 



1 OP 32 
AZ, BY. 
EE, ES. 
RO, SB. 
MR, NB. 
PRIORITY APPLN. INK 



OTHER SOURCS(S)t 
GI 



CAPLUS OOPTRIGHT 2006 ACS on STN 
XS, KZ, ND, RU, TJ, TM, AT, BE, BG, 
n, PR, GB, GR, BU, IB, IS, IT, LT, 
SI, SK, TR, BP, BJ, CP, 06, CI, CM, 
SN, TD, TG 



(Continued) 

CH, CT, CZ, DB. DX, 

LU, HC, NL, PL, PT, 

GA, GN, GQ, GV, ML. 



MARPAT 145x356814 



VO 2005-BP3094 A 20050323 

VO 200S-BP4104 A 20050418 

BP 2005-21283 A 20050929 

OS 2004-10200401S723A 20040329 

OS 2004-102004019492A 20040422 




N— CO-0— CH-CO-N 



Title coBVids. X [X - Ca2, MH. O, etc.i Rl - substituted 

2-o«o~l,2.4,5-tetrafaydro-l,3*benzodlazepln-3-ylplperldlnes, tto R2 - 

S-methylqulnoKalines, 8-methyllmidexotl,2-a] pyridines, etc.i R3 - 

substituted piperidines, plperazlnes, etc.* R4 - 4 to 7-membered 

odcycloalkyl ring with provisos] and their phamaceuUcally acceptable 

salts and fonnulations were prepared Por eaanple, benzodiazeplnylplperldine 

II was prepared from S-amlno-o-cresol In S-steps. In OGRP receptor 

lohibltion assays, coBpds. I eshibited IC50 values £ 10000 IM. 

866086-06-8P 868706-99-4P 910573-16-9P 

910573-17-OP 910573-18-lP 910S73-22-7P 

910573-23-8P 910573-24>9P 910S73-25-OP 

910573-26-lP 910573-27-2P 910573-28 -3P 

910573-29-4P 910573-30-7P 910573-31-ap 

910573-32-9P 910573-33-OP 910S73-37-4P 

910573-38-SP 910573-39-6P 910S73-43-2P 

910S73-44-3P 910573-4 5-4P 910573-46-SP 

910S73-47-6P 910573-48-7P 910S73-49>8P 

910573-SO-lP 910573-51-2P 910573-S2-3P 

910573-53-4P 910573-S7-BP 910573-58-9P 

910573-59~0P 910573-63-6P 910573-64-7P 

910573-65-8P 910573-66-9P 910573-67-OP 



ANSVER 1 OP 32 CAPLUS OOPYRIGBT 2006 ACS oo STN (Oo n tinuad) 

910573-68-lP 910573-69-2P 910573-70-5P 

910573-71-6P 910S73-72-7P 910573-73-8P 

910573-74-9P 910S73-78-3P 910573-79-4P 

910S73-80-7P 910573-82-9P 910S73-B4-IP 

910S73-86-3P 910573-87-4P 910573-88-SP 

910573-89-6P 910573-90-9P 910S73-91-0P 

910573-92-lP 910573-93-2P 910573>94-3P 

910573-95-4P 910573-96-5P 910S73-97-6P 

910573- 98-7P 910573-99-8P 910574-00-4P 

910574- 02-6P 910574-03-7P 910574-04-8P 
910S74-05-9P 910574 -Ofr-OP 910574-07-lP 
910S74-08-2P 910574-09-3P 910574-10-6P 
910574-11-7P 910574-12-ap 910574-13-9P 
910574-14-OP 910574-15-lP 910574-16-2P 
910574-17-3P 910S74-18-4P 910574-19-5P 
910574-20-8P 910574-21-9P 910574-22-OP 
910574-23-lP 910574-24-2P 910574-25-3P 
910574-26-4P 910574-27-5P 910S74-28-6P 
910574-29-7P 910574-30-OP 910S74-31-1P 
910574-32-2P 910574-33-3P 910S74-34-4P 
910574-3S-5P 910574-36-6P 910574-47-9P 
910574-48-OP 910574-49-lP 910574 -50-4P 
910S74-52-6P 910574-54-8P 910574-56-OP 
910574-57-lP 910574 -59-3P 910574 -60-6P 
910574-61-7P 910574-62-8P 910574-63-9P 
910574-64-OP 910574-65-lP 910574-66-2P 
910574-68-4P 910S74-69-5P 910574-70-8P 
910574-71-9P 910S74-72-0P 910S74-73-IP 
910574-74-2P 910S74-76-4P 910574-78-6P 
910574-81-lP 910574-83-3P 910574-84-4P 
910574-85-5P 910574-8&-6P 910574-87-7P 
910574-88-8P 910574-89-9? 910574-90-2P 
910574-91-3P 910574-92-4P 910S74-93-SP 
910S74-94-6P 910574-95-7? 910574-96-8? 

910574- 97-9P 910574-98-0? 910574-99-1? 

910575- 00-7P 910575-01-8P 910575-02-9P 
910S75-03-OP 910575-04-lP 91057S-OS-2P 
910575-06-3P 910575-07-4? 910S7S-08-5P 
910575-10-9P 910S75-11-OP 910575-12-1? 
910575-13-2? 910575-14-3? 910575-15-4? 
910575-16-5? 910575-17-6? 910575-18-7P 
910575-19-8? 910575-20-lP 910575-21-2? 
910575-22-3? 910575-23-4P 910575-24-5? 
910575-25-6? 910575-26-7? 910575-27-8? 
910575-28-9? 910575-29-0? 910575-30-3? 
910575-31-4? 910575-32-5? 910575-33-6? 

910575- 34-7? 910575- 3S-8? 910576-30-6? 

910576- 31-7? 

RL: PAC (Pharaacological activity)! SPN (Synthetic preparation)* THU 
(Therapeutic use)* BIOL (Biological study)* PRE? (Preparation)* USES 
(Uses) 

(prepo. of osotetrahydrobenzodiazeploylpiperidittes and related 
as OGRP receptor antagonists) 
866086-06-8 CAPLUS 

1-PiperidinecarboKyUc add, 4-(l,2,4,5-tetraIiydro-2-oato-3a-l,3- 
benzodiezepin-3-yl}-, (lA)-l-[ (4-bydroly-3,5-dlMtfayi|rtleByl)netllyll-2- 
^-(4-(tetrefaydro-^B-pyraD-4-yl)-l-piperazlflyl]etbyl ester (9CX) (CA i 
NAME) 



U AMSVSR 1 or 32 CAPUIS CQPTRIGBT 2006 ACS OD STN (Continued) . 
Absolute storeochenistzy. 




RN 868706-99-4 CAPLUS 

CM l-PiperidinecarboayUc add, 4-(l,2, 4,5-tetrahydro-2-o«o-3H-l,3- 
benzodia^epin-3-yl)-. (IR) -l-[ (2. 3-dihydro-3,4-dioethyl-2-o«o-6- 
benzokazolyl) nethylj -2-OZO-2- ( 4- (tetrahyd^o-2H-pytaa-4-yl)-l- 
piperad^yl]etbyl ester (9CI) (CA INDEX NANS) 

Absolute storeoebenlstry. 




BN 910573-16-9 CAPLUS 

CN l-PiperidinecarbczyUc add, 4-(2,5-dihydro-S-c«o-3-phenyl-lH-l,2,4- 

triazol-l-yl) -, (IR) -l-[ (4-faydro«yphenyl)Bethyll -2-oso-2- [4- (tetrahydro-2H- 
Fiyran-4-yl)-l-plperazinyl] ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochealstry. 



Habte 



11/28/2006 



10/685,921 Page 7 



M ANSWER 1 OP 32 CKPLUS OOPYMCTT 2006 ACS on STN (Continued) 




m 910573-17-0 CWIUS 

CM l-PlperidiaacarbmanLd*, 4-(2,5-<lllw«lro-5-o«o-3-pl»nyl-lB-l,2»4-tciaiol-l- 
yl) -W- 1 (») -1- [ (4-bydroiiyplMnyl)Batfcyl} -2-a«>-2- (4- (t«trsfayctco-2B-|)/ran-4- 
yl)-l-pip*razinyl]«tbyll- (9a) (C» XMOBX mNB) 

Absolut* st*r*ochMdstcy. 




RH 910573-lS-l CUIUS 

CM Plparazia*, l-{ (2S)-4-[4-(2,5-dlbydco-S-'Ogifr-3-pliMyl-lB-l,2,4-trlazol-l- 
yl) -l-plF«rldliiyl] -2- ( (4-faydR»y|)tiMyl) — thy ll -1, 4-dlcnMfautyl] -4- 
(t*trafaydce-2H-pyraa-4-¥l)- (9CI) (Ok IMOBX MMfB) 

Absolute stecM^amlstTy. 



L4 ANSHSR 1 OF 32 CAPLU5 OOPYlUGBr 2006 ACS On STN (COntlmMd) 




RN 910573-22-7 CAPLUS 

CM 1-PlperidlnecarboxyUc acid, 4-(2,5-dihydro-5-o»o-3-phenyl-lH-l,2,4- 

tdazol-l-yl) -» (lA) -1- [ (4-bydrosy-3, 5-diaetfaylphanyl) nethyl] -2-o«o-2- [4- 
(tatral9dro-2H«'pyraa-3-yl)>l-pip«ruinyl]atfayl aster (9CI) (CA INDEX 
MAHB) 

Absolute steceochealatcy. 




Rl 910S73-23-8 CAPLUS 

CM l-PipetidinacarbosaiBld*, 4-(2,5-dlhydro-5-o»i>-3-phanyl-lH-l, 2,4-tri«zol-X- 
yl) -M- [ <1R) -1- [ {4-l>ydroay-3,5-dim*tliylpheiiyl)Ba thyll -2-oao-2- [4- 
(tatralvdro-2B-pyTan-3-yD-l-piparaziByl]etlvl)- (9CX) (CA ZMOBX MAHB) 

Absolute stsreochevlstcy. 



U ANSnR 1 or 32 OtfLUS caraaoat 200« ACS oo sn (Continued) 




m 910573-24-9 CA?UIS 

CM Plperazine, l-[ (2S)-4-[4-(2,S-dilvdro-5-o«>-3-phanyl-lH-l,2,4-trlazol-l- 
yl) -l-piparldlnyl) -2- [ (4-hydEtBqr^3, S-dlaatbylpbenyl) netliyl] -1* 4- 
dlosabutyl]-4-(tattafaydco-2B-pyraii-3-yl)- <9CZ) (C» ZNDBC MAMS) 

Absolute stetaochaffltstty. 




0 



UN 910573-25*0 CAPLUS 

CM l-Plparldin«carboxyllc scdd, 4-(2,5-dlhydro-S-oso>3-ph«nyl-lH-l,2,4- 

triazol-l-yl) (lR)-l-[ (4-bydroiiy-3,5-dlBethylphanyl)iBathyl] -2-o»<>-2-I4- 
(tatralTydro-2H-pyraA-4-yl)-l-plparaxlByl]atfayl aster (9CI) (CA XNOBIC 
NAME) 

Absolute staraoehamlstry. 



L4 AM5VBR 1 Of 32 CMUIS CDraUGBr 2006 ACS on STN (Continued) 




RM 910573-26-1 CAPUJS 

CM l-Plparidinacacbosanida, 4-(2,5-dihydro-5-cao-3rphanyl-lH-l,2, 4-tri«zol-l- 
yl) -M-I (lB)-l-( (4-hydrolv^.5-dlIaetiylphanyl)Betlllyl)-2-««»-2-^4- 
(tatrafayd^o-2H-pyran-4-yl)-l-piper«ziByl]etivl]- (9C1) (Ok XMDBX NAMB) 



Absolut* stareocbasdstty. 




m 910573-27-2 CAPLUS 

CN Plp«razloa, 1- [ (2S)-4-(4-(2,5-dibydro-S-oso-3-phaayl-lH-l,2, 4-tria2ol-l- 
yl) -l-piperidlnyll-2-( (4-hydro«y-3,5-dlBathylphaRyl) ma thy 1] -1.4- 
dlosobutyl)-4-(tatrabydro-2H-pycan-4-yl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 



11/28/2006 



10/685,921 
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U AN5VSR 1 0? 32 CAPLUS OOPYRICST 2006 ACS on STH 





»0$73>2a-3 CAPUTS 

l>Pl|wridiMcarbcniyUc add, 4- (2,S-dihydro-5-oxo-3-phe^yI-lH-l,2,^- 
t^i•zol-l-yl)-, t4-h(ydccwy-3,5-diBethylph«iiyl)mthyll-2-oxo-2-I4- 
(tatcabydto-a-furanyD-l-piperazlfiyllatfayl •aft (9CI) (CA IMBBX NAMB) 



RN 910573-30-7 CAPLUS 

CH Piperaiino, l-I (2S)-4-[4- (2, 5-<iihydro-5-OKO-3-ph«nyl-lH-l,2,4-triazol-l- 
yl) -l-plp«rldlnyl] -2- [ (4-tiyclrosy-3, S-<llaa tbylphaayl) swtbyll -1, 4- 
diOBobutyl)-4«(t«trabydro-3*furaiiyD- (9CZ) (CA ZMDBX HAMB) 

Absolut* staraoelMBlstEy. 





Rl 910573-29-4 CAPLUS 

CM l-Pipaddloacarbosaalda, 4><2#S-dllxydco-5-e«o-3-phaiiyl-lB>l,2,4-tclazol-l- 
• yl) -1»-C -l-t (4-hyclro»y^3,5-diaathylph«oyX)BathylJ -2-o«o-2-|4- 
(t«trataydto-3-futaiiyl)-l-p^raziiiyl]«thyl]> (9CI) {Chi 

Absoluta stacaoehaMstry* 



910573-31-8 CAPLUS 

l-PlparldlnacarbosyUc acid, 4-(2,5-dihydco-5-o«o-3-ph»nyl-lH-l,2,4- 
tElaiol-l-yl) (IR) -1- E (4-liydKMiy-3, S-dlmthylphanyl) oatfayl] -2-o«o-2- [4- 
(tatrabydro-«-Batliyl-2B-pycaii-4-yl)-l>|ilp«rasiayl]atli!yX astar (9CI> ICk 
INDBX HAKK) 



U AHSVXR 1 or 32 CAPLUS OOPISIGBr 2006 ACS OD STN 
Absoluta stanoehaoistcr. 



(CDatlmMd) 




M AMSVKR 1 or 32 CAPLUS COPTRIGHr 2006 ACS OB STK 



(ContlBuad) 



pb^- 





FN 910573-32-9 CAPUIS 

CM l-PlperidiDacarboBaBida, 4- (2, 5-difaydro-5-oxo-3-pbaByl-lH-l, 2, 4-trlaiol-l- 
yl) -»-{ (110 -1- 1 (4-hyd«»iy-3, S-dlMtbylpbaayl) oatfayl] -2-o«o-2-l4- 
(tatEafayi*ro-4-«athyl-2H-pyraii-4-yI)-l-|ilpata«iiiylJathyll- (9a) (CA IMDBI 
MAHS) 

Absoluta stacaochaBlstcy. 



910573-37-4 CAPLUS 

1-PlparidiRacarbosylic acid, 4- (2, 5-di!iydco-5-ow>-3-phanyl-lH-l, 2, 4- 
trlazol-l-yl) -» (1») -1- 1 (4-bydco«y-3, 5-diaathylpbanyl) matiiyll -2-[4-oaido-4- 
(tatrahydto-2B-pyraB-4-yl)-l-piparazliiyl]-2-oxoatbyl astar (90) (CA 



Absoluta stataocbanistcy. 





rrt 




m 910573-33-0 CAPLUS 

at Piparazina. l-t (2S)-4-[4-(2,5-dihydEO-S-o»o-3-pbalIyl-lH-l,2,4-tElazol-l- 
y^| -l-pipa rldinyl] -2- [ (4-bydtosy^3, 5-dlaatbylpbanyl) eatfayl) -1 , 4- 

dlOBObutyl)-4-(tatrabydro-4-Batliyl-2B-pyran-4-yl)- (9CI) (CA imnx NAHS) 

Absoluta stacaochSHlstty. 



HN 910S73-38-5 CAPLUS 

CN l-Piparidinacarbo«aalda, 4- (2,5-dihyd^o-5-o«o-3-ph•nyl-lH-l,2,4-tciazol-l- 
yl) -N-[ (lA) -1- t (4-hydco«y-3,S-dinathylphanyl>B«thyll -2-I4-o«ldo-4- 
(tatcahydco-2H-pyraii-4-yl)-l-plpaca*inyll-2-o«oathyl]- 
NAHB) 

Absoluts stataochamistcy. 



(9a > (CA ZNDSC 



Habte 



11/28/2006 



10/685,921 Page 9 

U MtSVER 1 or 32 OPIUS OOPTRIGHT 2006 ACS oa STN (Contlnuad) 



1.4 ANSVSR 1 OF 32 CAPLUS COpnUGHT 2006 ACS OD STN 



(Continuad) 




m 910573-39-6 CAPLUS 

CM Plp«razin«, l-[ (2S)-4-(4-(2,5-<llhydro-5-o»o-3-ph«nyl-lH-l,2, 4-trl«zol-l- 
yl) -l-plpcridlnyl] -2- ( (4-hydEtwy-3, S-di«thylpb«nyl) nethyi.] -1,4- 
dlarabutyl]-4-(t«trafaydrD-2H-pyra&-4-yl)-, 4-aslda (9CI) (CA INDEX NMB) 

Mnolute stcrMchMBiatcy. 




o 



RN 910573-43-2 CAPLUS 

Ol l-Pip«cldin«catbo«yUc add, 4-(1.2,4.5-tetr»hydto-2-o«o-3H-l,3- 

bwagdiw«pia-3-yl) ClW-1- 1 (4-hydKav-3- 5-dtmth/lph«nyU aatliyl] -2'Omo- 
2-[4-(t*trml(ydEO-2H-ipyraa-3-yl)-l-pl|Mr«zinyl}«thyl matmr (9CI) {Ch nam 
lUHS) 

Absolut* steraoelMBlstcy. 



M AMSm 1 or 32 CAPLUS OOpnaGBr 2OO6 ACS cm Sn (CoDtlmiMl) 




m 910573-46-5 CAPLUS 

CM 1-PlpacidliMcatbouald*, M-tCUQ-l-l («-liy<l«»y-3.5-<*i«t*>ylp»»*nyl)»»t»Vil- 
2-OK>-2- 14- (t*trafayd£0-2S-pyraD-4-7U -1-plparazinyll atliy ll-4- (1« 2, 4, 5- 
t«trahydco-2-<»o-3B-l,Maasadiaz«plii->^l^- <9CX) (OA INDBK HAMB) 

Afaaoluta atacaodiaalstiy. 




Ha 



RN 910573-47-6 CRPUIS 

CR Plparazioa, l-[(2S)-2-t(4-hydKwy-3,5-dijaathylph«oyl)o«thyll-l,4-dio«o-4- 
C4- (1, 2, 4, S-tatrabydro-2-aao-3H-l, 3-bai«odlaz«fxio-3-yl) -l- 
pipatidiiiyl]butyl]-4-(tatrafaydro-2a-pyran-4-yl)- (9CI) (CA INOBX HAKB) 

Abaoluta staraochaalstty. 




RN 910573-44-3 CAPLUS ^ 
CN l-Piperidin«carbo»aiBtda, N-((lR)-l-l{4-hydro«y-3,5-diBathylphaiiyX)»atliyll 
2-0X0-2- (4- (tatrahydro-2H-pyran-3-yl) -l-piparazloyl] athyl] -4- (1,2, 4, 5- 
tatrafaydro-2-oso-3H-l,3-banzodlazaplii-3-yl)- (9CI) (CA ZNDBX NMIB) 

Absoluta staraocbaBtstcy. 




m 910573-45-4 CAPUJS ^ ^ 

CM Plparazlna, l-[ (25) -2-t (4-hydrosy-3,5-dlaathylpbaiiyl) nathyl) -l,4-dio«o-4- 
[4- (1,2, 4. S-tatEahydro-2-o«o-3a-1.3-baazodiaxapin-3-yl) -l- 
plp*cldiayl]butyl]-4-(tatraliydro-2H-pycao-3-yl)- (9CZ) (CA XWOBX TUMB) 

Absoluta staraocbaBiatry. 



M ANSVSA 1 OF 32 CAPLUS OOPYRIGHr 2006 ACS on STN (Coatlmiad) 




BN 910573-48-7 CAPLUS 

CN 1-PlparidiaacarboayUc add, 4-(l,2,4,5-tatraiiydco-2-o«o-3H-l,3- 

boiizodiazapd.a-3-yl) (lA) -1- 1 (4 -liydroiy-3, 5-dimBthylphaByl) «athyl] -2-o«o- 
2-(4-(tatralvdro-3-fucaiiyl)>l-plparaxliiyl)atfayl aatar (9CZ) (CA IHDBX 
NAMB) 

Absoluta staraodMBlatKy. 




Ma 



RN 910573-4 9-a CAPLUS 

CM l-Pipecidln«catbo»aBiida, H-((lR)-l-[ (4-l^yd^c»y-3,5-dl^I>•thylph•nyl)mathyl]- 
2-oxo-2- (4- (tatrahydco-3-futaiiyl» -1-plpacazlnyl] athyl) -4- (1, 2.4. 5- 
tatrabydro-2-aio-3H-l,3-baittodiazaplo-3-yl)- (9C1) (CA XNDBC HAMS) 

Absoluta ataraochanlstry. 



Habte 



11/28/2006 



10/685,921 



Page 10 



MISWER 1 0? 32 CAPLUS COPYRZGBT 2006 ACS on STN (Continued) 




m 910S73-50-1 CAPLUS 

CH Pip«r«2ln«, l-[(2S)-2-((4-hydro«y-3»5-diMthylphenyl)B»tbyll-l,4-<lio««>-4- 

14- (1, 2, 4, 5-t«tr«hydro-2-cjj»-3H-l,3-ben«odi«z«pd.n-3-yl) -1- 

plpacidiayl) butyl] -4- ( t*ttafaydre-3-f uranyl) - (9CI ) (CA IldlBX MJIMB) 

Afasoliita stanochMistry. 




RK 910573-51-2 CAPLUS 

CM l-PlpatidiB«carbo»yUc add, 4-(l,2,4,5-tatrahydto-2-<ao-3H-l,J- 

tMnzadiazepio-3-yl) (HI) -I- ( (4-bydraiy^3, S-diMthylphanyl) Mttiyl] -2-agro- 
2-[4-<tatraliydro-4-aatliyl-2B-pyran-4-yl)-l-piparasiivll«tlqrl otar (9CX) 
(CA ZMOEX NAME) 

Absoluta stanochandstEy. 



U AMSV2R 1 OP 32 CAPUIS OOPYRIGBT 2006 ACS on STN (Centlnuad) 




cryP 



m 910573-52-3 CAPLUS ,^ „ 

CH 1-Piparldlnacarbe«anida, N- 1 (IR) -1-t (4-hydco»y-3, 5-dli»atlvlph»nyl)«»«VlJ- 
2-OSO-2- [4- ( tatrahydro-4-Bathyl-2H-pycan-4 -yl) -1-plparazlnyl] "tivll-j- 
a,2,4.S-tatrahydto-2-o»o-3H-l,3-baniodiazepin-3-yl)- (9a) (« IKDW 



Absoluta ataraoehaalstEy. 




cyyP 



m 910S73-53-4 CAPLUS . „ . . 

CN Plparazioa, 1-1(28) -2- t(4-hydroay-3, 6-diaathylphanyl)»athyll-l»4-dla»o-4- 

[4- (l,2f 4, S-tatrahy*ro-2-OKO-3B-l»3-ban*odia«^n-3-yl) -1- 

plpatidlnyllbutyll-4-(tatrahydro-4-«athyl-2H-pyran-4-yl)- (9CX) .(CA INDBC 
MMCB) 

Absoluta staraodwnlstEy. 



U AHSVBR 1 or 32 CAPWS COPniGHr 2006 ACS on STR (Cootlmiad) 




Absoluta staraocbamlatry. 




RN 910573-58-9 CAPLUS 

CM l-PlpacidlnacartKwanida, M-[(lR)-l-[(4-hydro»y-3,5-dlMthylph«nyl)B»thylJ- 
2-t4-oaldo-4- (tatrafaydro-2H-pyran-4-yl) -l-piparazlnylj -2-o»oathyll -4- 
(1.2,4,5-t«ttahydro-2-o«»-3H-l,3-ban20dlazapiD-3-yl)- (9CI) (CA IHOEH 
NAME) 

Absolut* staraochesdstry. 



L4 AMSHSR 1 OF 32 CAPUIS COPTItlGHr 2006 ACS oo STN (Omtinuad) 




CN Piparailna, l-[ (2S)-2-[ (4-hydro«y-3,5-dimathylphanyl)B»thylJ-l,4-dio«o-4- 
[4- (1, 2, 4, 5-tatrahydto-2-o«o-3H-l, 3-banzodia2apin-3-yl) -l- 
pipari€JlnylJb«»tyll-4-(tatcahydro-2H-pytan-4-yl)-, 4-o«ida (9C1) (CA INDEX 
NAME) 

Absoluta stacaoehaaistty. 




Ha 



m 910573-63-6 CAPLUS _ 
CN l-Piparldln«carbojiyUc acid. 4-(l,2,4.5-tetrahydro-2-o«o-3a-l,3- 
banzodiazapln-3-yl)-, (IB) -l-[[4-amioo-3-chloco-S- 

(trif luoromatfayDphanyllnathyl) -2-o«o-2-l4- (tatcaliydro-2H-pyran-3-yl) -1- 
piparazinyDatliyl astat (9a) (CA XNOBC NANS) 

Absoluta staraochaaistry. 



Habte 



11/28/2006 



10/685,921 



Page 11 



L4 ANSWER 1 0? 32 CAPLUS OOPTOIGBT 2006 ACS on STN (Contlnii«l) 



U ANSHBR 1 OF 32 CAPLUS OQPTUGHr 2006 ACS on STN (ConUnutd) 




rrrY 





m 910573-64-7 CAPLUS 

CM l-PlperLdiDecarfoouslde, N-[{lll)-l-[[4-»aino-3-chloro-5- 

(trif luortnathyl) phsnyl] nathyl] -2-«io-2- (4- (t«tr»bydro-2H-pyran-3-yl) -1- 
piparazinyl] athyl] -4- (1, 2, 4, 5-t«tr«hydn>-2-ow>-3B-l,3-beittodLMepiD-3-yl) - 
(9CI) (CA INDSX HAMS) 

J^solut* 8t«r«ochMBi8tcy> 



m 910573-66-9 CAPLUS 

CN l-Plp«tldinecarboxyUc add, 4-(1.2,4,5-tetrahydc&-2-o«o-3H-l,3- 
banzodiazeplD-3>yl) (lR)-l-[[4-«alfto-3-chloro-5- 

( tclf luoroa«thyl) phaoyl) B«thylJ -2-o«o-2- ( 4- ( t«ttahydro-2H-pjrrai»-4-yl) -1- 
plparazloyllatfayl astar (9CZ) (CA INDEX NAKS) 

Abspluta staraocha^stry. 




m 910573-65-e CAPLUS 

CM Plparaxina, l-((2$)-2-[[4-aid.BO-3-chlore-5-(trifIuora8athyl)phaeyl]Batliyl]- 
1, 4-dla>o-4- [4- (I, 2, 4, 5-tattahydro-2-o«>-3H-l, 3-baiizodiazapiD-3-yl) -1- 
plpacidlnyl] butyl] -4- ( tatcahydro-2H-pyraa-3-yW - (9CI ) {Ch INDDl NAHB) 

Absoluta stanodMBistry. 



SN 910573-67-0 CAPLUS 

CN l-Piparldloacacbasamlda. N-t(ia)-l-EI4-) _ ^ 

( trif lueraaathyl) phanylj nathyl] -2-oso-2- [4- < tatraliydto-2B-nmii-4-yl) -1- 
plparazinyl] a^l] -4- (1» 2, 4, 5-tatcatvdro-2-cnm-3a-l. 3-baDzadla>apia-3-yl) - 
(9a) (CA INOBX NAME) 

Absoluta starafa^anlstry. 



U AXSiKR 1 or 32 CKPUJS COraa^ 20O6 ACS oa STK (Co ntim ta rt ) 



L4 ANSVBt 1 or 32 CAPLUS COPtUGBT 2006 ACS oa STN (CaatlMiad) 





rrrY 




m 910S73-6a-l CAPLUS 

CN Plparazlna, i.[(2S)-2-[[4-aBlDO-3-ciaoto-S-ttrlfliionaMtliyl)plkafiyl]matlqrl]- 
1, 4-dla>o-4-(4- (1, 2, 4» 5-tatcafaydto-2-oxo-3B-l» 3-ban»odla«apl n-3-y l) -1- 
plparldinyl]liu^l]-4-(tatral9dco-2B-pycan-4-yl)- (9CX) (A INDDC NAME) 

Absoluta staraochamistry. 




m 910573-69-2 CAPLUS 

CN l-Piparidinac«rbo»yUc acid, 4-(l,2.4,5-tatrahydro-2-o]io-3H-l,3- 
banzcdlazapla-S-yl) (1R> -1- 1 [4-aaino-3-chloro-S- 
(trif luonsMtbyl) phaoylJaaUiyll -2-o«o-2- ( 4- (tatraliydro-3-furaiiyl) -l- 
plparaziayllattiyl astar (9CZ) (CA IMDSX NAME) 

Absoluta ataraochaodatty. 



RN 910573-70-5 CAPWS 

CN l-PlparidiDac«rt»om*mida, N-[(lR)-l-t(4-aaiDO-3-chloco-5- 

(trlf luoronwthyl) phaByllnatfayl] -2-omo-2- [4- (tattahydco-S-furanyl) -1- 
plparazlnyll atlqrl] -4- (1,2» 4, 5-tatratrydro-2-oso-3H-l. 3^iizodiazapln-3-yl) - 
(9CI) (Ok INDEX NAME) 

Absoluta ataraochanlatcy. 



a -00 




RH 910573-71-6 CAPLUS 

CM Piperazlna, l-[ (2S) -2-11 4-aalno-3-chlor(>-5-(trlfluoroaathyl)pbanyl] nathyl) - 
1, 4-dio»o-4-l4-(l,2,4, 5-tatrahy(lro-2-o»o-3B-l, 3-baazodiazapin-3-yl) -1- 
pipaEldinyl)butyl]-4-(tatrafaydco-3-futaiiyl)- (9CI) (CA INDEX NAHB) 

Absoluta staraochamistcy. 



Habte 



11/28/2006 



10/685,921 



Page 12 



U ANSVBR 1 or 32 CAPLUS OOPYRIGHr 2006 ACS on STN (Contimiad) 




m 910573-72-7 CWLUS 

ai l-Pip»cldin«c»cbo«yUc add, 4-(l,2,4,5-t«trahydro-2-oao-3H-l,3- 
b«ozodlaz*pln-3-yl)-. <lH)-l-[[4-«aino-3-chloro-5- 

(tcif luoroiwtiiyl) phaayll aatbyl) -2-o«o-2- [4- ( tatt«faydro-4-mtbyl-2H-p]rran-4- 
yl)-l•pl|Mrazlllyl)ttllyl estar (9a) {CK mSBX MMIS} 

Absoliita stanocbaaistcy. 




ni 910573-73-8 OPLUS 

Ol l-PlparidinacartKMMnida. M-C (l»)-l-t[«-«x»l«>-3-€hlo^o-S- 
ttrif luotoMtbyl) phaayl] natbyll -2-ow>-2-l4- Ctatrabydro-4-B»thyl-2B-pyran-4- 
yl) -l-plparazlnyl]atbyl)-4- (l,2,4,S-tatrafaydro-2-aam-3B-l,3-baiizodiazapin- 
3-yl»- {9a) {Ok niDBC mMS) 

Mseluta stacaoefaamistcy. 



M JUISVER 1 or 32 CtfUIS OOrTBIGBT 2006 ACS on STN ' (CoBtlmiad) 




cr3 



RN 910573-74-9 CAPLUS ^ 
CN Plparazina. l-I(2S)-2-[[4-aaino-3-chloro-5-(tcifluoroiaethyl)pbaoylJnathyl3- 
1, 4-dlos»-4-[4- U. 2,4. 5-tatraliydro-2-osc»-3B-l. 3-baiaodlaxapln-3-yl) -1- 
plpacieU.ivllb«tyll-4-(tatr«liydro-4-Batlvl-2H-pyt«a-4-yl)- (9a) (CA INDBX 
NAKB) 

Absoluta staraocbanlstry. 




KM 910573-79-3 CAPLOS 

CM 1-Piparldinecarlxwyllc add, 4-(l,2,4,S-t«trahydn>-2-o«o-3H-l,3- 
baozodlazapin-3<Yl)-, (lR)-l-[l4-a«ii>o-3-cliloco-5- 

(tcif luoconathyl) phanyU Mthyll -2- [4-osido-4- (tatcafaydro-2B-pyTan-4-yl) -1- 
piparaslnyll-2-oxoatfeyl Mtat (9a) (CA INDBX NAMB) 

Absoluta staraoehaaistcy. 



L4 ANSHBR 1 OT 32 CAPW8 OOraUGBT 2006 ACS OR STN (Cdoamtad) 



rrVv 



CffP 



RN 910573-79-4 CAPUIS 

CM 1-Pipatidlnaearbouaida, M-[(lIM-l-[[4-andiK>-3-eliloro-S- 

(ttlf luoroMtliyl) piwiiyl] Mthyl] -2- I4-oddo-4- (tatraliydco-2Brpyraa-4-yl) -l- 
piparaxlivXI •2-osootbyll -4- (1,2. 4, S-tatcahvdEO-2-OKO-3a-l, 3-banzodlazapiii- 

3-yi)- {9a) (CA uam mmb) 

Absolute stacaochamlstcy. 



a' 





RN 910573-80-7 CAPLUS 

CN Plparazina, l-( (2S)-2-t{4-aadBO-3-c!aoro-5- (t^ifluotoaathyl)^*«ayiJaBtbylJ- 
l, 4-dia»>-4- [4- (1, 2, 4, 5- tatrahydto-2-OKO-3a-l, 3-ban*odlazapin-3-yl) -1- 

plpandiiiyl]butyl]-4-(tatrafaydn>-2B-pyran-4-yl)-, 4-oslda (9a) (CA INDOt 
NANS) 

Absoluta staraoehaaistry. 



U AMSHSR 1 or 32 CAPUIS OOPYiaGBr 2006 ACS on STN (Coatlnuad) 




RN 910S73-82-9 CAPLUS 

CN l-Piparidinacarbcayllc add, 4-(l,2,4,5-tetrahydro-2-c«o-3H-l,3- 

bansodia2apin-3-yl) -, ( IR) -1- 1 {3-chloco-4-hydro«y-5-matliyli>hanyX) nathyl] -2- 
o»o-2-t4-(tatrahydro-2H-pytaa-4-yl)-l-pipara»toyllathyl astar (9CI) (CA 



Absoluta staraocbaalstEy. 




m 910573-84-1 CAPLUS 

CN l-Plparidin«carbo3iaiBida. W-l (IR)-l-t (3-chloro-4-hydro«y-5- 

nathylphanyl) »a thyll -2-OSO-2- 14- ( tatrahydco-2H-pycao-4 -yl) -1- 
plparazlnyX] atfayl] -4- (1, 2, 4, 5-tatrahydro-2-o«o-3H-l, 3-banzodlazaplB-3-yl) - 
(9a) (CA 1ND8X NAHB) 

Absoluts staraoehaaistry. 



Habte 



11/28/2006 



10/685,921 Page 13 

U ANSVra 1 OF 32 CAPLUS OOPYRICHT 2006 ACS on STN (CoQtlnuad) 



M ANSVSR 1 or 32 .CAPLUS OOPYMGHT 2006 ACS on STN (CcmUnUttd) 




m 910573-S6-3 CAPLUS 

CM Plp»CMlB«, I- [ (25) -2- 1 (3-chloro-4-bydrtMiy-5-i8« thylph«nyl) mthyl] -1,4- 
dloao-4- [4- (1, 2.4, 5- t«tr«hydro-2-cxo-3H-l, 3-benzocliaz«pin-3-yl) -1- 
plp«rldinyllbutylI-4-(t«tr«hydeo-2H-pyr«»-4-yl)- {9CI) (CA TKDSX HAKE) 




m 910573-67-4 CAPLUS 

Ol l-Piperidlnacart>o«yllc add, 4-U#2,4,5-t«tr«IiydEO-2-o»o-3a-l,3- 

b«nzodiaz«pir>-3-yl) -, (IR) -1-t (3-chloro-4-fcyilr«v-5-Mthylpl»iiyl) mthyll -2- 
[4-a>ldo-4 - ( tatrahydro-2B-pycaa-4-yl) -l-pipatazlnyl] -Z-oamtfeyl •»t»r 
(9CI} (CA ZMOEX MANS) 

Absolut* atftcaoclMaistxy. 




RN 910573-68-5 CAPLUS 

en Piperazln*, l-l (25)-2-t (3-chloro-4-hydroxy-5-lI»thy^ph•nyl)»«thyll-l,4- 
<lio«o- 4 - ( 4 - ( 1 , 2, 4 , 5- ta tcahyd ro-2-oao- 3H- 1 , 3-b« nzodlazapin- 3-yl ) -1- 
pipacldinylJbutylJ-4-(tatrahydro-2H-pyraft-4-yl)-, 4-o«ida (9CI) (CA IKDKX 
NAMB) 

Absoluta Btaraodwsdatcy. 




BN 910573-89-6 CAPLUS 

CM 1-PiparldinacarfooxyUc acid. 4-(l,2,4,S-tatra)iydro-2-aio-3B-l,3- 

faaiizodlazapin-3-yl) - , ( ») -1- [ [4- (f onaylo«y) -3, S-diMtliylphanyl] taathyl] -2- 
OKO-2-[4-(tatrabydro-2B-pyran-4-yl)-l-piparazinyl}tth/l a«tac (9C1) (CA 
INOBX NANS) 

Absoluta staraoehaalstry. 



U AHSaXR 1 or 32 CAPUIS COraUGBr 2006 ACS on STN (Contimiad) 




RH 910573-90-9 CAPLUS 

CM l-?lparidinacartx»yllc add. 4-(1.2.4.5-tatrafaydro-2-OBt>-3a-1.3- 

baiizodiazapiD-3-yl)-, (1R)-1-C[4- (acatylasy)-3r5-dijBatfayl|ib*ayl]natbylI>2- 
aao-2-[4-(tatrahydro-2B-pyraa-4-yD-l-pl|wraziiiyll«tfayl astar (9CX) (CA 
INOSX NAME) 

Absolut* staraocfaanLstry. 




RN 910573-91-0 CAPUIS 

CM l-PlpaddiiiaearbauBida, V-[(lA>'l-II4-(foEvloay>-3,5- 

diaatliylphanyl] natfayl] -2-oxo-2- [4- (tatraliydro-2B-pyrao-4-yl) -1- 
piparazioyl] athyl] -4- (1. 2, 4, S-t«trabydra-2-ara-3B-l, 3-banzodiazapln-3-yl) - 
(9CI) (CA mOSX NAMB) 

Absoluta stacaochasiatcy. 



M ANSHBR 1 OF 32 CAPUIS COmKlCaa 2006 ACS on STN (CoDtlDUad) 




HI 910573-92-1 OtflUS 

CM l-PipaEldinacacbosamlda, N-[(l%)-l-[C4-(acatylosy)-3,5- 

dlMathylphanyl) nstfayll -2-oso-2- [4- (tatrahydro-2H-pytan-4-yl) -1- 
piparaziuyl] athyl) -4- (1,2, 4,5-tatrafaydro-2-«n>-3B-l,3-benzodiuapl0-3-yl) - 
(9CI) (CA XNDBC MAKS) 

Absoluta staraochealstry. 




RM 910573-93-2 CAPLUS 

CM Piparazlna. l-( (2S)-2-tt4-(fo^ayloKy)-3,5-<llBathylphtny^Jaathyll-l,4-dlow>- 
4- [4- (1, 2, 4, S-t«trahydco-2-o«o-3H-l. 3-banzodiazapln-3-yl) -1- 
pip«rldlnyl]butyl]-4-(t«traliydro-2B-pyran-4-yl)- (9CI) (CA INimt NAHB) 

Absoluta atacaochamistcy. 



Habte 



11/28/2006 



10/685,921 



Page 14 



ANSWER 1 or 32 CAPLUS O0PYM6HI 2006 ACS on STN (Continutd) 



M AN5VSR 1 OF 32 CAPLUS OOPYHIGHT 2006 ACS on STN (Continutd) 




cxyP 




m 910S73-94-3 CAPLUS _ ^ „ , . ^4 

CM Hp«ra«ln«, l-[ (2S)-2-tI<-(«»tylo«y>-3,5-dl«*thylphenyllmethyll-l,«-<lio»o- 
4- [4- (X, 2, 4, 5- t«tr«iiy«ln>-2-<wo-3H-l, 3-b«nioeliM«pin-3-yl) -1- 
plp«tldiiiyl]butylJ-4-(t«traliydro-2H-pyran-4-yl)- (9C1> (OA INDEX NAME) 

Absolut* stkraacbaaiatry. 




910573-96-5 CAPLUS 

l-Plp«ridin*cacbo»yllc add, 4-(l,2,4.5-t«trahydro-2-cwo-3H-l,3- 
benxodiat«pln-3-yl) (IR) -1- t [4- (acetylcwy) -3-chloro-5- 
natliylphanyljMtliyl) -2-o»o-2-[4- (t•tcahydro-2H-pyran-4-yl>-l- 
plp•caclllyl] athyl aatar (9CI) (CA INDSC MAKE) 



Absolut* st*r*ocfa*Blstty. 




Y 



Q-yP 




m 910573-95-4 CAPLUS 

Of l-Plp*rtdln*ca«bmiyUc add, 4-(1.2,4,5-tatrahydro-2-o«o-3B-l,3- 
b*nzcxU.aztpin-3-yl) -1- ( l3-chloro-4- (f oEBylo«y)-5- 

B*thyiphaayll m*thyl)-2-o»o-2- (4- (ta tralQ>d ro-2H-pyraa-4-yl) -1- 
plp*razliiyi]*tfayl astar (9CZ) (OA xnOSX NAME) 

Absolut* stanoclMMdstEy. 



RN 910573-97-6 CAPLUS . . 

Of Plparailna, l-l (2S) -2-[ [3-«daoco-4- <fOEBqrlosy) -5-Mtlqrlph*Byl]n*tlqfll-l#^ 
dl(so-4-[4-(l,2, 4,S-t*tr«hyrtco-2-o»o-3H-l,3-b*i»zodia«*pln-3-yl) -1- 
pip*Eldiiiyllbutyl)-4-(t*trahydro-2H-pyraB-4^1)- (9CI) (CA IMOKX NMIB) 

Absolut* st*r*ocfa«Blatty. 



(Contimiad) 



M ANSnn 1 or 32 OfflOS OOPtUGBr 2OO6 ACS oa STH 



RN 910573-98-7 CAPtOS ^ , 

CN Plp*razlna, l-[(2S)-2-([4-(ac*tylo»y)-3-«>»l»ro-5-»athylpb*nyljB*tliyll-l.«- 
diOK>-4- 14- <1, 2, 4. 5-t*tr«l>ydro-2-o»o-3H-l, 3-b*iaodiai*f>±n-3-yl)-l- 
pip*tldltiyll butyl] -4- f t*tcabydcx>-2a-|qrtan^4-yl) - (90) (CA noSX MMIE) 



I I OF 32 CAPLUS COPYRIGHT 2006 ACS on STN (Contlnuad) 



Absolut* at* t* och * iats tty. 





cryP 



ni 910574-00-4 CAPLUS , ^ 

CM l-Pip*ridin«carbo«aaid«, H-[ (IR)-l-l (3,5-dlb^OJno-4-hyd^o«ypheBy^)m•thy^l-2- 
o«D-2- [4- (tetrahydra-2H-pyran-4-yl) -l-pip*razinylj •thyl) -4- (1, 2. 4, 5- 
tatrahydro-2-<ao-3H-l,3-b*ii2odi«x*piii-3-yl)- (9CI» {Ch IMOBC NAME) 

Absolut* stsraocbcalstty. 




RN 910S73-99-8 CAPUIS 

Of l-Plp*cidiii*carbo«yUc add, 4-(l,2,4,S-t*trahydro-2-o«o-3H-l,3- 

btiixediazapln-3-yl) (1ft) -1- ( (3, 5-dibromo-4 -hydroayphanyl) aatfayl] -2-o«>-2- 
[4-(tatcabydco-2H-pjrra»-4-yl)-l-plp*raziiiylI*tliyl *stac (9CI) (CA r 
MAKE) 

Absolut* st*caocb*ni9tcy. 



RN 910574-02-6 CAPLUS 

CN Plp*cailna, !-( (2S)-2-t (3, 5-dlbrooo-4-hydco«yph*nyl)D*thyll-l,4-dlo«o-4-(4- 
(1, 2, 4, S-t*ttahydro-2-o«o-3H-l, 3-b*nxodiaitplo-3-yl) -l-plp*rldlnyll butyl] - 
4-(tatrafaydro-2H-pyran-4-yl)- {9CI) (CA INDSC NAME) 

Absolut* st*r*ochamlstcy. 



Habte 



11/28/2006 



10/685,921 Page 15 



L4 ANSHKR 1 OP 32 CKPUIS COPYRIGHT 2006 ACS oo STN (Coatlauad) 




Br 



m 910574-03-7 CWLOS 

CB l-Pip«cldin»cartx»yUc add, 4- (l,2,«»5-t•trahydr^>-2-o«o-3H-l,3- 
b•l«odi•l•p^n-3-y^) (IH) -1- [ [3. 5-dibroa»-4- (f onayloay) phanylj Mthyl] -2- 
aso-2-(4-(t«tratqrdro-2H-pyran-4-yl)-l-plparaziiiyl]*tbyl ester (9CX) (CK 
IMDB NMB) 




Br 



RX 910574-04-8 OkPUJS 

CM 1-Pip«ridtiiwcartx»amld». ll-[(l]U-l-{(3»5-dlbroao-4- 

(foray losy) phenyl] aatliyl] -2-ai»*2- (t«trahydr»'2B-pyraa-4-yl) -1- 

pip* razinyl) atfayl] -4- (1,2, 4, S-t«tralvdro-2-oxo-3H-l, 3-tMnzodi«z«pii»-3-yl} • 

(9Ct) {CK INDSK HMO) 

Absolut* stscMclMnistEy. 



U JWSVER 1 or 32 OtflUS OOPTUGBr 2006 ACS on STN (ContlmMd) 




Br 



IDf 910574-05-9 CAPLUS 

CN WperazlM, l-t(2S)-2-[[3.5-dibroiBO-4-(fotiiiylo«y)ph«iiyllm*thyll-l,4-clio«o- 
4- [4- (1. 2, 4, S-t«trafaydro-2-o>o-3B-l. 3-b*iizodlaz*plit-3-yl) -1- 
pipsridlnyl]butyll-4-(tattal|ydro-2a-pyraQ-4-yl)- (9a) (CA nDSX MAMB) 

Absoluts stsreochsaistty. 




KM 910574-OS-O CAPLUS 

Of l-Pipsridin«cartJo«yUc add, 4-(l,2,4.S-tetrahydro-2-ow>-3H-l. 3- 

b*nzadiazapin-3-yl) - , (IR) -1- ( ( 4 - (acatyloay) -3, S-dlbroBopb*nyl>iietfayl} -2- 
ose~2-(4-(tatralvclro-2B-pyraii>4-yl)-l-plparazlnyU*tlqri Mtar (9CI) [Ch 
UtaSX NAMB) 

Absoluts stsraochanistry. 



U ANSm 1 or 32 CAPUIS OOnUGKr TOOe ACS on Sm (COntlauad) 




m 910S74-07-1 CAPUIS 

CM WlpsridiascsEboBsmido, 1l-((U)-l-[[4-(acstylasy)-3,5- 

dlbroMpbsnyllBsthyl] -2-oto-Z- (4- (t«ttsliydro-2B-pyraa>4-yl>-l- 
plpsraziayl] •tfeyll -4- (1. 2, 4,S-tatcabydce-2-oso-3B-l, 3*bsiaadtas«pla-3-yl) - 
(9CI) (CA mOBK NAMB) 

Absolut* starsocbsaistcy. 




CfhP 



RN 910S74-0&-2 CAPU» 

CN PlpacazlQ*, l-[(2S)-2-((4-(ac*tyla«y)-3,5-dlbraaophaayl]aathyl]-l,4-<llaKO- 
4- (4- (1, 2, 4, 5-tatrafaydro-2-oso-3B-l,3-baittOdlazapla-3-yl) -1- 
pip*ridioylJbutyll-4-(tatrabydro-2H-pyrBii-4-yl)- (9CI) (CA INDBI NAMB) 

Abaoluta starsochaolatcy. 



U AMSVBR 1 or 32 CM UlS OOPTRIGBr 2006 ACS OB STN (Coatlnuad) 




m 910574-09-3 CAPUIS 

CM l-PiperidioaesTbOHyUc «eid« 4-(l,2,4,S-tatrafaydro-2-oxo-3H-l,3- 

bsiizodlazspiD-3^1) (IR) -1- 1 (3-braB»-4-bydco«yphaoyl) nwthyl] -2-o»>-2- [4- 
(tatrabydro-2H-pyrao-4-yl)-l-ptpacazliiyl]otbyl sstar (9CZ) (CA INDBX 
NAMB) 

Absoluts stsrsocbenistcy. 




RN 910574-10-6 CAPUIS 

CN l-PlparldiQ«carbozAmld». N- [ (IR) -1- ( (3-bro8ie>-4-hydroxyphenyl)BSthyl] -2-aBO- 
2- [4- (tatr»hydn>-2a-pyraa-4-yl) -l-piparazlnyl] athylj -4- (1, 2, 4, S*tatrabydro- 
2-o»o-3a-l,3-benzodiazapia-3-yl)- (9CI) (CA INDEX NAMB) 

Absolut* staraochsnLstcy. 



Habte 



11/28/2006 



10/685,921 Page 16 

M ANSnSR 1 OP 32 CUPUUS OOPTRIGHT 2006 ACS on STN 



(Coatlfiu«d) 



U JWSnOI 1 OF 32 CAPUIS CXIPTRICTT 2006 ACS on STN (Contlmiad) 




CM PlparazlM. X-[(2S)-2-[(3-broi»-4-hy«lro«yph«iiyl)m«tliyl]-1.4-dioxo-4-t*- 

(1, 2, 4, Vf tr«hyd«»-2-o«o-3B-l> 3-la»niodl wpHi -3ifl) -l-plp^eldlnylj twtyl) - 
4-(tetra^co-2B-pym-4-yl)- C9CI) (CR VOOX mm) 




m 910574-12-e CAPIUS 

CM l-Wp«cidii»«catbo«yUc acid, 4-(l,2,4,5-t«tcaliyilro-2'0«o-3H-l,3- 

b«n*odiM«pln-3-yl) {IB) C3-broBO-4- (£orBylomy)ph«nylliMthylJ -2-o«o-2- 
t«-(t«trahydro-2H-pyran-4-yl)-l-pipecariBylI«tliyl •atmc (9CX) (C» IVtOX 
tarn) 

Absolute st«r*och«ml9tcy. 




Br 



RN 910574-13-9 CAPLUS 

CH l-Plp«cidln«carbo»«ndde, N- t(»)-l-tt 3-braoo-4-(f onBylo«y)ph«iiyll methyl] -2- 
cwo-2- [ 4- (tetcBhydro-2H-pyr»n-4-yl) -l-pd.p«razlnyl] •thyl] -4- (1,2,4, 5- 
t*tcahydro-2-o«(>-3H-l,3-benzodi«i«p±D-3-yl)- (9CI) (CA IMDW «»«) 

Absolut* storaochenivtry. 




Br 



RN 910574-14-0 CAPLUS 

CM Piperazin*, l-[ (2S)-2-tt3-bcoaD-4-(fot^»ylc«y)ph«nylJB•thyl)-l,4-dlow>-4-[4- 
(l, 2, 4 , S-t«tr«hydro-2-o«o-3H-l, 3-b«osodiazt|aio-3-yl) -l-piperldinyl} butyll - 
4-(t«ttaliydro-2B-pyr«n-4-yl)- (9CI) (Ok INDBI MNIB) 

Absolut* staraochaniatry. 



M AMSSn 1 or 32 Otf un capmCBI 2OO6 ACS oa STM (Coatlnuad) 




RN 910574-15-1 CAPLUS 

CM l-Plparidloacartxnylic add, 4-(l,2,4,S-tatrahsdco-2-owi-3H-l,3- 

baDsodlazspltt-3-yl) ( W -1-t <3. 5-dlcdaoeo-4-hydr<ayp«»nyl) wthyll -2-o»>- 
2-C4-(tatrafaydro-2B-pyran-4^D-l-plparazlByl]atlivl astar {9CI> tCA IMSBX 
MAMB) 




RN 910574-16-2 CAPLUS 

CM l-Plparldintcarboxaalda, !l-I(Ul)-l-[ (3,5-dichloro-4-hyd^o«ypb•r^yl>lBot^lyll- 
2-c«o-2- [4- ( t»tcabydro-2H-pyraft-4-yl) -l-plparaalnylj *tliyl2-4- (1, 2, 4, 5- 
t«trahydro-2-oso-3H-l,3-b*BZ0dlaz*piD-3-yl)- (9CI) (» IMUni NAME) 

Abseluta atataocbaaistcy. 



1.4 AK8BKR 1 OP 32 CATLUS OOPYRIGBT 2006 ACS on STN (Contlnuad) 




RN 910574-17-3 CAPLUS 

CN Plparazina, !-( (2S)-2-[ (3,5-dicbioro-4-hydrOTyph•^yl)pathyl]-l,4-dlO»o-4- 
t4- (1, 2, 4 , 5- tattahydro-2-o»o-3a-l, 3-bai«odiaxapin-3-yl) -1- 

piparldinyl]butyl]-4-(tatrahydro-2B-|iyraik-4>yl>- (90) (CA XNDBX NAKB) 

Absolute ataraochemistry. 




RN 910574-18-4 CAPLUS 

CN 1-Pip«ridioecarbo«yl±c add, 4-(l,2,4, 5-t«trahydco-2-oxo-3a-l,^- 
batl^odl8Zlpln-3-yl) -, (lR)-l-( t3,5-d±cbloro-4-{foroyloiiy)ph«nyilBethyll -2- 
oao-2-[4-(tattahydro-2H-pyr«n-4-yl)-l-pipara2iiiyllathyl aster (9C1) (CA 
INDEX HAHB) 

Absolute stersoebedatry. 



Habte 



11/28/2006 



10/685,921 Page 17 

U ANSWER 1 0? 32 CAPUIS COPYRIGHT 2006 ACS on STN (Continued) 




RN 910S74-19-5 CAPUIS 

CM l-Pip«ridii»carbai«aid«, M-[ (lR)-l-^[3,5-clichloro-4- 
(f onayloxy) phenyXl BatbylJ -2-«io-2- (4- (t»trahydro-2H-psrran-4-yl) -1- 
plperazlnyl] ethyl] -4- (1, 2, 4, 5-t«tc«hydro-2-o«o-3H-l, 3-b*nzodiaz*pla-3-yl) - 
(9CI> (CA INOSX MAKE) 

Absolute stenoclwmLstry. 




U ANSWER 1 OiF 32 CAPUfS COPYRICBT 2006 ACS on STN (CoDUauad) 




RN 910574-21-9 CAPLUS 

CN l-PipecidlnecarboxyUc acid, 4-(l,2,4,5-tetrahydro-2-o«o-3H-l,3- 

b«nzodiaz«pin-3-yl) (IR) -I- [ ( 4- (acatyloxy) -3, S-dichlorophaByH ■•thyU -2- 
«o-2-(4-(tatcahydro-2H-pyraft-4-yl)-l-pipaca«ltiylJathyl aatar C9CI) (C» 
IMOBX NAME) 

Absolut* 8t«r«oclwBlstry. 




RN 910574-20-8 CAPUIS , ^ 

at Plparazioa, 1-t (2S)-2-(t3,5-dichloro-4-(focBylo»y)ph«nyl]Dat!iylJ-l,4-dla 
4- [4- (1, 2, 4, 5-tatrahydro-2-OK>-3a-l, 3-baiaodiazapln-3-yl) -1- 
piparidii>yilbutyll-4-(t*trahydco-2H-pytan-4-yl)- (9CI) (CA T 



RN 910574-22-0 CAPUIS 



, J H-t(lR)-l-l[4-(«eatyloiy)-3,5- 

dldaonphaoyll ■•thylj -2-«»-2- £4- (tatr«liydr»-2B-pyr«B-4-yl) -1- 
plparaxinyl] otbyl] ^4- (1, 2, 4, S>t«traliydro-2-oso-3B-l, 3-banxodluapiit-3-yl> - 
(9CI) ca ] 



Ab8oluta stanochamistry. 



M ANSBSR 1 07 32 OttUIS GOFnUGBT 2006 ACS on STN (CodUbumI) 



M ANSWER 1 or 32 CAPUIS COPTRIGBr 2006 ACS on Sni (ConUouad) 




rrTY 



RN 910574-23-1 CAPUIS 

CN Piperazioa, 1- [ (2S) -2- [ [4- (aoatylcny) -3,5-dichlorophanyl) nthyl) -1, 4-dla 
4- (4- {1, 2, 4,5-tatraliydco-2-0»o-3H-l»3-baM0diazapln-3-yl) -1- 
plparldlayI]butyl|-4>(tatralvdto-2B-FyraiK4-yl)-' (90) (C* r 

Absolut* staraodiaadstfy. 



RN 910574-2S-3 CAPUIS 

CN 1-Plparldinacartxwamida, N-[ (IR) -1-t (3-chloro-4-bydto»yphanyDnathyll -2- 
GX&-2- (4- (tetrahydro-2H-pyran-4-yl) -l-plp*caxlnyl] athyll -4- (1, 2, 4 , 5- 
tatrahydre-2-o«o-3H-l,3-banzodiazapiD-3-yl)- (9CI) (CA INDBC NAHB) 

Absolut* staraeciMmlstcy. 




RN 910574-24-2 CAPUIS 

CN l-PiparidinacarbsiyUc add, 4-(l,2,4,5-tatralvdro-2-aTO-3B-l,3- 

baiizadiaza|iin-3-yl) (IW (3-ehloro-4-hydtO(i7phaoyl) mtbyl] -2-ow>-2-C4- 
(tatraltydro-2a-pyraii>4-yI>-l-piparaxliiyl]*tfayI astar (90) (CA INDSE 



910574-26-4 CAPUIS 

Plparazlna, l-( (2S) -2- [ (3-chloro-4-hydro«yphanyl) nathyl) -l,4-dioxo-4- (4- 
(1, 2, 4 , 5-tatr«hydr<>-2-oxo-3H-l,3-baniodi**apin-3-yl) -1-fkiparidinyl] butyl] - 
4 - ( tt t rahyd ro- 2H-pyran-4-yl) - (90 ) (CA INDEX NAME) 



Absolute stereochemistry. 



Absolut* staraoetwaistcy. 



Habte 



11/28/2006 



10/685,921 Page 18 

M ANSVER 1 or 32 CAPLU5 OOPTRIGST 2006 ACS on STN 



(Contimiad) 



M JWSHKR 1 or 32 CAPLUS OOPTRIGBT 2006 ACS eo STN 



(Continued) 




m 9105T4-27-S CKPUn , 

CN l-PlpsrldlMcarboaylle add, 4-(l,2,4»S-t«trafaydro-2>oso-3H-l,3- 

baiizadlaztpln-3-yl) -. (1R> [3-ciaoto-4- Cf on/lo«r) phaeyllMtfayll -2-oso- 
2-[4-Ct»tca!iydco-2B-|yraB-4-yl)-l-ptp«r«ziiiyll«tliyl wtar (9C11 (CA IMOBt 




CI 



mi 910574-29-6 CAFUW , , ^ ^ ^.^ 

CK l-pl|McldloM»Ebcaaaid«, M- [ (UU -1- ( t3-cfaloro-4- (f onylcwy) pbaoyl] Mtfayl] 
2-on^2- [4- tt«trtliydr»-2H-|iyr«»-4-yl) -l-pLpsrazlayl] •tliy l]-4- (I. 2, 4. 5- 
tatratiydro-2-osQ-3B-l,3-b*BzadiazaplB-3^1|- (9CI) {CA XNDSX HAMS) 

Afasoluta 9tar«ocbMi8tcy. 




m 910S74-29-7 CATLUS 

CM Plp«razln«» 1-t (2S)-2-( I3-chloro-4-(fo^^ylo■y)ph•nyll■•th]rll-l.«-dlo«o-4- 
(4- (I, 2, 4» 5-t«tcahydro-2-o«o-3H-l , 3-b«nzodiM«pift-3-yl) -1- 

pip*rldlnyl)biitylI-4-(t*traliydro-2a>pyran-4-yl)- (9CI) (CA XNOSC HAMB) 

Absolute 8tar«oeh«mlstry. 




CX 



RN 910574-30-0 CAPLUS ^ . » 

CN l-Pipatidlnacarbo«yUc add, 4-(lr2,4,5-tatcahydro-2-c»«o-3a-l,3- 

baDCOdlazapiB-3^1) -1- 1 (4- (acatylosy) -3-chloK)p!ianyll Mtbyl] -2-oao- 
2-t«-(tatrabydco-2B-pyran-4-yl)'l-|il|Mraziiiyl]atliyl a»tac t9CI| (CA IMOHC 
NWB) 

Ahsoluta stacaochaBistEy. 



M AMSVBR 1 or 32 CAPLUS OOraUGSr 2006 ACS OD STM (Contlnuad) 




910574-31-1 CAPLUS 



1- PlparidinacarbaiaBida, W- 1 («) -1- 1 14- (acatyloqr) -3-Clilocopbaoyll ■atfayl] - 

2- aso-2- 14- (tatraliydco-2H-pyraii-4^1) -l-plfMrazlnyll atby ll-4- (1, 2, 4, S- 
tatrabydro-2-ow>-3B-1.3-baQZOdiaza|iln-3-yD'- (9CX) CCA IlfSBI mMB) 



Absolut* staraodiMdstEy. 




RX 910574-32-2 CAPLUS 

CN Plparazina. l-I(2S)-2-((4-{acatylo«y)-3-chlorophaiiyllBathylJ-l,4-dioKO-4- 

(4- (1, 2, 4» S-tattaI>ydEO-2-o«o-3H-l, 3-baiaotflaxaptn-3-yl) -1- 

plparldlayllbutylJ-4-(tatraliydco-2H-pyc8a-4-yl)- (9a» (CA lOTK NAHB) 

Absolut* starsoehadstry. 



L4 ANSVn 1 or 32 CAPLUS OOPYRIGRT 2006 ACS on STN (ContlBUOd) 




910574-33-3 CAPLUS 

l-Plp*rldln«carbosyUc add, 4-(l,2,4,5-tttcahydro-2-c«o-3a-l,3- 
b*nzodia**pin-3-yl) -, (IR) -l-( t3-chlP«>-4-hydro»y-S- 

(trifluoronathyl) phenyl) matliyl] -2-o«o-2- [4- (t*trahydto-2H-pyr*n-4-yl) -1- 
plperazinyl] ethyl ester (9CI) (CA XMOBX MAMB) 



Absolut* steraochealstcy. 




CffP 



VH 910574-34-4 CAPLUS 

CN Piperazlne, l-( (2S) -2-1 [3-chloro-4-hydrosy-5-<trifluocoin*thyl)pheayl)oetby 
11 -1, 4-dioao-4- (4- (1, 2, 4 , 5-tatcahydro-2-o»o-3H-l, 3-benzodlaiepin-3-yl) -1- 
plp*rldnyl)butyl]-4-(tetrahydlro-2H-pyran-4-yl)- (9CI) (CA XNOBX NAKB) 

Absolute staraoehamlstcy. 



Habte 



11/28/2006 



10/685,921 
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L4 ANSWER 1 OF 32 CAPLUS OOPYRIGBT 2006 ACS on STN (Contlouad) 




RH 910574-35-5 CA?UJ5 

CM l-PipeEidin«carbo»yUc add, 4-(l,2.4.5-tetrahytlro-2-OKO-3H-l,3- 
tMnzadla2«|iln-3-yl) (IR) -1- [ C3-chloro-4- (f onaylovy) -5- 
<trif luonjm*thyl)pb«nylliaetliyll -2-cnto-2-[4 - (t*trafaydro-2H-|qrr«a-4-yll -1- 
piperazloyl] ethyl ester (9CX) (C» IMDBX UNO) 

Absolute stereochemistcy. 




crj 



m 910574-36-6 CAPLUS 

as l-Piperidiliiecarbo»yUe add, 4-<l,2,4,5-tetr»hydro-2-«io-3H-l,3- 
beiaodi«xepiB-3-yl) (IR) -1- 1 [4- (ecetyloiiy) -3-chloro-5- 
(tdnuoraaatfayl) pb«iiyl]Mtbyl] -2-ow>-2-t4- (tetrafaydro-2B-fqrraa-«-yl) -1- 
pipecaziiiyl]«tliyl- t9CI) (Cft XNiaK NAMK) 

Masolute stereoefaeaistiT. 



L4 ANSVBR 1 OP 32 CAPLUS OOPYXIGBT 2006 ACS OD STN (ContloiMd) 




CF3 



RN 910574-47-9 CAPLUS 

CN l-Pipetidinec*rbo»ylic edd, 4-(l,2,4,5-tetr«hydco-2-o»o-3H-l,3- 
beazodiBzeplo-3-yl) (1R> -1- ( (4-aaino-3-B«thyl-S- 

( trlf luoroiBathyl) phenyl] methyl) -2-«io-2- [4- (tetc«lvtfre-2H-|jyr«n-4-yl) -I- 
pipe culnyll ethyl ester (9CX) (CA INDEX NAME) 

Absolute staceoehcadstcy. 




CF3 



CN - Piperazine, l-tUS)-2-(l4-anii»o-3-nethyl-S-(trlf luoronethyDphenylJiBethylJ- 
It 4-dl(HO-4-(4- (1, 2>4, 5-tetcaliydco-2-ci»o-3H-l»3-beBZOdlazepl n-3-yl ) -1- 
piperldlnyl] butyl) -4- 1 tetr«hydro-2H-pyr«n-4-yl) - C9CI) (CA ZNOBC NAKB) 

Absolute stereocbeaiatry. 



U KNSHBR 1 or 32 CAPUS GOVTiaeBr 2006 ACS OB STN (Coatiaued) 




RN 910574-49-1 CAPUUS 

CN l-Piperidioecacfaosamlds, N-( (IR) -l-[[4-afldafr-3-Mtllyl-S- 
(tcif luoroaethyDpheiiyl] Mtfayl] -2-a>o-2-(4- tt*ttahydro-2H-|iyran-4-ylI -1- 
piparaziByl] ethylJ (1.2, 4, &-tettehyiiro-2-oa»-3B-l, 3-beinodlazepd.n-3-yl) - 
(9CI) (CA INDEX NMS) 

Absolute stereoehemlstcy. 




CF3 



RN 910574-S0-4 C»UIS 

CN l-Plpecidliwcarba>yUe acid, 4-(1.2,4,5-tetrahydn>-2-oao-3H-l,3- 

beazodlaiapio-3-yl) (IR) -1- [ [4-amiDO-3. S-bls (trlf lueraaetfayl) phenyl) netb 
yl)-2-oso-2-(4-(tetrabydro-2H-pytaii-4-yl)-l-plp«razliiyl)ettayI Mter (9CI) 
(CA XNOBX NAME) 

Absolute stetaocbeBlstry. 



L4 AHSNER 1 OF 32 C»LUS COPYRIGBT 2006 ACS oik STN (CoatlfttMd) 




CF3 



RN 910574-52-6 CAPWS 

CN l-Plperidinecarhnwanrl rte, N-I(lR)-l-I[4-aaino-3,5- 

fals ( ttlf luormathyl) phenyl) nethyl) -2-o»o-2- {4- ( tettahydro-2H-pyran-4-yl) -1- ' 
piperazlnyl] ethyl) -4- (1, 2, 4, 5-tetraliy(lro-2-o«o-3H-l»3-ben«odi«zepiii-3-yl) - 
(9CI) (Cft INOSX NAME) 

Absoluts stereoche^stcy. 




OI Piperazlne, l-I(2S)-2-[l4-aaino-3,S-hi8(tclfluorwaethyl)phenyl)uiethyl)-l,4- 
dio«o-4- [4- (1, 2, 4 , 5-tettahydco-2-o«o-3H-l, 3-ben*eidiaiepin-3-yl) -1- 
piperidinyl)butyl]-4-(tetrahydro-2B-pyrMi-4-yl)- (9CI) (CA INDEX NAME) 

Absolute steceocbeaiatcy. 



Habte 



11/28/2006 



10/685,921 
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ANStfER 1 OF 32 CWLUS OOPYRIGHT 2006 ACS on STM (Continual) 



U ANSWER 1 OP 32 OtfUIS GOPyiUGBr 2006 ACS en STN (CoatiniMd) 





vat 910574-56-0 CAPLWS , , 

CM l-Pip«ridir»carbo«yUc add, 4- (l,2,4,S-t•tr•hydro-2-o«o-3H-l,3- 
b•Ilzodia2epin-3-y^) -l-I (4-hydro«y-3-B»thcwy-5-Bethylph«oyl)iiMthylJ - 
2-«K>-2-t4-(tetr*hydEo-2H-pyt«i»-4-yl)-l-pip«t«xinyll«thyl eatar (9CI) (CA 

Absolut* 8t*tMcfacml9try. 



m 910574-57-1 CAPUJS 

CK 1-Plp^cidiMcartxwyllc atd.d, 4-Cl*2.4,5-t«trahydn>-2-o«>-3H-l,3- 
b«ozodl««pii»-3-yl) (lA) -1- ( [4- (f omylomy) -3-«»tho«y-5- 
Mtbylphanyl] mtfayl] -2-oaK>-2- [4- (t«tt«hydro-2B-pvr8n-4-yl) -1- 
plp«razliirl]atliyl ester (9CI) (CA INDEX NAME) 



910574-59-3 CAPLUS 

l-PlperldinecarboxyUc acid, 4- (l,2,4,5-t•tc«hydro-2-o«o-3H-l.3- 
b«Dzodla2eF»iI»-3-yl) (IR) -1-1(4- (Bcetylo«y) -3-B»th«qr5- 
metbylphenyl} Mtfayl) -2-<wo-2- (4- (t»ttahydro-2B-pyreii-4-yl) -1- 
plparazlnyl] ethyl ester (9CI) (CA XNOBX NAME) 



Absolute stereochenistty. 




ayP 



910574-60-6 CAPUJS ^ . • 

1-PiperidinecaEboaylic acid. 4-(l,2.4,5-t*trahydro-2-o«o-3H-l,3- ^„ ^ 
benzadlazepLB-3-yl) -1- 1 (3-ethyl-4-liytlr«wy-5-B«tliylpheByX) MtfayU -2- 

«»Q-2-t4-(tetr»hy<lro-2H-pyf»-*-yl)-l-P*-P*'"i'VlJ«tbyl ester (9CI) (CA 



Absolute stereochealstTy. 



M ANSWER 1 OP 32 CRVLUS OanSaOB 2006 ACS on STN (Continued) 



M ANSWER 1 OP 32 CAPUIS OOPtUGBT 2006 ACS on STN (Continued) 





cxyP 



910574-61-7 CAPUJS 

1-Piperidiaecsrb«iyllc add, 4- (1, 2, 4, 5-tetraliydro-2-oBO-3B-l, 3- 
benzadiaz*pin-3-yl) (IR) -I- 1 t3-ethyl-«- (f ocoyleav) -5- 
■etlvlplwivllMtliyl] -2-aw>-2- 1«- (tetrahydro-2H-|yr«n-4-yl) -1- 
fHpenzloyll'tfayl •atmt (90) (CR INDHI NANS) 



Absolute stereochenlstEy. 



RN 910574-63-9 CAPUJS ^ _ ^ 

CN l-Plperidinecarbo»ylic add, 4-(l,2-dihydco-2-o»o-3H-iadda2o[4,5- 

cj quinoUn-3-yl) (IR) -1- £ (4 -hydro«y-3, S-diaethylphenyl) netliyll -2-ojk>-2- 
[4-(tetrahydro-2H-pyr«n-4-yl)-l-plperazliiyll«tliyl Mter (9CI) (CA INDEX 
NAME) 

Absolute stereochemlstcy. 





RN 9I0S74-62-B CAPUIS 

CN l-Piparldloecarbosylic add, 4-(l,2»4,5-t*trahydro-2-cnio-3B-l,3- 
beBSodtazepln-3-yX) (IR) -1- 1 [4- (ac*tylo«y) -3-etbyl-5- 
■atbylphenyl] Mtliyl] -2-o»o-2- C4- (tetraliydro-2H-pyren-4-yl) -1- 
plperexlByll'thyl eater (9CI) (CA INDEX NAME) 

Absolut* stereecheaistry. 



m 910574-64-O CAPUJS 

CN l-Plp«rldln«cartKnaialde, 4>(l,2-dlhydro-2*eso-3B-imidazoI4,5-elquinoUn-3- 
yl) -N- 1 ( IR) -1- E ( 4-liydro»y-3, 5-dlB*thylphenyl) nethylj -2-OBO-2- [4- 
(t*tcahydro-2H-pyran-4-yl)-l-piperasiayl]etl>yl)- (9CI) (CA INDEX NAME) 

Absolute stereoche&dstry. 



Habte 



11/28/2006 



10/685,921 Page 21 



L4 NISHSR 1 or 32 CAPUIS COPYAK^r 2006 ACS OR STN (ConUmMd) 




101 910574-6S-1 CMWS 

at Flparasim, l-[(2S}-4-[4-(l,2-dlfayilro-2-oso-3H-lBldazo[4,5-c]<^DoUn-3- 
yl) -l-pl|WEidlflvl] -2- [ f 4-faydrcay^3, S-dlaatfaylphanyl) Mtbyl] -1, 4- 
dlcawlwCylJ-4-|t«tr«liydro-2H-pyr»n-«-yl)- (9CI) (CA INDBC HMB) 

ttsolute stacMdwaUtry. 




m 910574-€6-2 CWLUS 

CM l-Pip«cldlio*caEfaoayllc add, 4-(l,2-f£Ll)ydro-2-CBO-3B-lBidazot4yS- 

clqulDOlin-3-yl) CW -1-1 [«- (f oi^lo«/) -3, 5-diMttaylfilMnyl}MClvl] -2- 
2-[4-(totrahydEO-2B-pyran-4-yl)-l-pi|Mrazi^ylltttfayl •star (SCI) H 



L4 ANSWER 1 (V 32 CAPLUS OOPYIUGHr 2006 ACS oa STH (Caotlmiwl) 
Absolut* 9t«r«ochtBistEy. 




m 910S74-6B-4 CAPUI5 

CN l-PlperidiMcartiosanlda, 4-(l,2<dlbydro-2-fHto-3R-iDidazo(4,S-c]quinolln-3- 
yl) -N-I (IR) -l-( t«- (foEB/lcwy) -3,5<diMthylplwDyl]Mtliyl] -2-CMio-2-t«- 
(t«tcaIiydro-2H-pyr«n-4-yl)-l-pi|Mrazlnyl}«tbyl]- (9CZ) {Ch INDBI MAHB) 

Absoluts stscooehsnlstEy. 




RN 910574-69-S CAPUJS 

ON Plpscazins* l-l (25) -4-14- (l,2-d±hydro-2-o«o-3H-iJ8ldazo[4, 5-cJquinolln-3- 
yl) -l-pipstidliiyl] -2-{ [4- (f ocnyXosy) -3, S-dimtbylphenylJ mtfayl] -1, 4- 



U AH5HBR 1 or 32 CAPLUS COPYRKST 2006 ACS on STH (Oonttmisd) 
dL0M0lxityl]-4-(t«traliydro-2B-pyraft-4^1)- (9CZ) {Ch ZUDBX MAMS) 

Absoluts ststsoefasBLstcy. 



L4 ANSVER 1 OF 32 CAPLUS COPTRIGHT 2006 
Absoluts stsrsQchsolstty. 



ACS on STM (ContlBUSd) 





910574-70-B CAPLUS 

1- Pip«ridin»carbo9ryUc add, 4-(l,2-dltiydro-2-03to-3B-laid«zo(4rS- 
clquinoUo-3-yl) (IB) -1- [ [4- (scstyloaiy) -3, S-diBStbylpbsnyl] nstfayl) -2- 

2- [4-(t«traiiydto-2B-fyratt-4-yl)-l-{xlp«razliiyllstfayl sstsr (9CI> (a 



Absoluts stsrsocbsBlstcy. 



RN 910S74-72-0 CAPLUS 

CM Plpsrazlns. l-H2S)-2-I[4-(acstyloJv)-3r5-<li»tliylphsByllmsthyl)-4-t4-(l,2- 
dihydro-2-o«o-3a-laddszo[4,5-c]quinolii»-3-yl) -l-plpsrldlnyl] -1.4- 
dlosofautyl]-4-(tstrahydr»-2B-pyrsa-4-yl>- (9CI) (C& IHDSC HAMS) 

Absoluts stsrsochsBlstcy. 





RN 910574-71-9 CAPLUS 

CN l-Plp«ridiascarbox«ald*, N-t(lR)-l-Ct4-(acstylo«y)-3.S- 

dlBSthylpbsnyl] asthyl] -2-o»o-2- (4- (tstraliiydco-2a-pyrsn>4-yl) -1- 
pApstaziayl) stbyll -4- (It 2-dibydco-2-OB0-3H-liiddaso( 4 , 5-cl qulnolls-S-yl) - 
(9a) {Ok IMOn NAMZ) 

Habte 



910S74-73-1 CAPLUS 

l-PlpsrldlnscarbosyUc add. 4-(l,2-dlbydro-2-o«o-3B-lmidazo[4,5- 
cJqulDoUn-3-yl) (IR) -1- [ I <-«^i»-3-ctaoro-5- 

(teif luoroBSthyl) phanyll asthyl] -2-o«o-2-(4- (t*ttaIiydr»-2H-pycan-4-yl) -l- 
plpsrazinyllsthyl sstsr (9CI) (CA INDBC NAHB) 



Absoluts stsrsoehsBtstcy. 

11/28/2006 



10/685,921 
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lA ANSWER 1 OF 32 CAPLUS CDPYIU^ 2006 ACS oa STN (Contlmiod) 




CF3 



m 910S74-74-2 CAPUJS 

CM l-Plp«rldiD«carbaKami(te, V-( (^ll)-l•([4-MdBO-^-ellloro-S- 
(trif luoctmthyl) ph«nyl] natliyl] -2-aKO-2- [4- (t«tr«liydto-2H-|iyr«ii-4-yl) -I- 
plpsrazinyl) •thyl) -4- (1, 2-<ttbydro-2-ca»-3B-lBidaM(4, S-g] quliioUa-3-yl) - 
(9CX) iCA tNDBC NMB) 




RM 910574-76-4 OWUIS 

CM PiparazlM, 1-[(2S) -2- [[4-«adiio->-chloro-5-(tslfluoraMttayl>pb«nyl] natliyl] - 



M MfSVn 1 OP 32 CAPLUS OOPnaGBT 2006 ACS oa STN (Coatlnuad) 

4-t4-(l,2-dlhydro-2-o«o-3H-iBid»io(4,5-clqulaoUB-3-yl)-l-plp«rtdlBylJ-l,4- 
dlcn6butyl]-4-(t*trafaydro*2B-pyrao-4-yl)- (9CI) (CA IHDBI HAMS) 

Absolute ataraocheolstiy. 




m 910S74-78-6 CAPLUS 

ON l-?lperidlnacarfo<nyllc add, 4-(l, 4-dlhydro-2-oao-3(2R) -qulaazoUayl) 

(IR) -l-I [4-8aino-3-chloco-5- (trif luocooa thyl) phenyl] M thyl] -2-oao-2-(4- 
(tattafaydro-2H-pyEan-4-yl)-l-plparazlnyl] ethyl eater <9C1) (CA THBBi 
NAKD 



Abaoluta atareocbemLatcy. 




CP3 



U ANSWER 1 07 32 CAPUJS CDPTRIGHT 2006 ACS on STN (CD&tlouad) 
BN 910S74-81-1 CAPLUS 

CH l-PlperldlaecarbaaaBida, H-[(l]i)-l-([4-attiBO-3-chloco-S- 

(trlf luoronethyl) phaByllBatbyl)-2-oaw2- 14- (tetralvdce-2H-prr8i»-4-yl) -1- 
piperatlnyll ethyl] -4~ (1, 4-dii(»<lw>-2-oaw»-3 (2H) - q ui n a«oU nyl) - (9CI) (C» 
INDEX NAME) 



L4 AKSBSR 1 07 32 CAPLUS OOPYRIGBT 2006 ACS oa STH 
Absolute stereocheaistEy. 



(Coatimiad) 





910574-B5-5 CAPLUS 

l-Piperidinecarboaanlde, 4-<l,4-dihydtc>-2-aio-3(2H)-quiBaxoUiqrl)-»l-[tW- 
l-[ (4-hydroay-3,5-dliaethylpheiiyl)BethyI] -2-o«o-2-t4-<tatrahydr»-2H-pyraB-4- 
yl) -l>plperazloyl] ethyl] - (9CI) (CA XNOBE HAKE) 



m 910S74-B3-3 CAPIilS 

CH Piperazlaa. 1-C (2S) -2- [[4-asdaO'3-ciaero-5-(tEinttoreMthyl> phenyl) nathyl]- 
4- [4- (1, 2-dihydEO-2-OBO-3 (4B) -quiaazoUayl) -I-pipeddlnyll -1, 4-dloiaiMtyl] - 
4-(tetrahydro-2B-pyra»>4-yl>- (9a) (CA ZROBX WMB) 

Abaoluta ataraoehaalstcy. 



Abaoluta ataraocbcmlatcy. 





RN 910574-86-6 CAPLUS 

CN Plperazine, l-( (2S)-4-t4-(l,2-dlhydro-2-o«o-3(4H)-quin**oU^yl)-l- 
plpenclllIyl] -2- 1 (4-hydroiv-3, 5-diMthylphaiiyl) MthylJ -1, 4-dloxobutyl] -4- 
(tetrahydro-2a-pyran-4-yl)- (9CX) (CA INOn NAHS) 

Absolute stereochemistry. 



RM 910S74-a4-4 OPUJS 

CM l-FlpeddlaecacboayUc acLcl* 4-(l,4-dihydro-2-oso-3(2H)-<|uinazoUayl)-, 
(»)-l-[ (4-byilraxy-3,5-diMtfaylph8Qyl)Bethyll-2-oso-2>[4> (tetrahydro-2B- 
pyraft-4^1)-l-plperaziayl|cUiyl Mter (9CX) (CA INOSC NAKB) 

Habte 



11/28/2006 
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M ANSWER 1 OP 32 CAPIUS OOPYRIGBT 2006 ACS on STN (Continued) 




RN 910574-87-7 CA?LUS 

CH l-Plperldinecarbo»ylic add, 4-{l,2-dihydro-2-o«o-3-<juiRoUoyl)-, 

(IB) -1-C [4-«atB&-3-chloro-5- ( trif luoraaethyl) phenyl] mthyl] -2-cmio-2- (4- 
(t«trahydro-2H-pyran-4-yl)-l-piperazlDyl)ttfayl •afz (9CI) (CA INOSX 
NAKS) 

Ab90lut* 9t«r«ochwal9try. 




CF3 



RN 910574-88-8 CAFUIS 

CH l-Plpecldinecacbo«anid«, N-t <l»)-l-l[4-1l^lino-3-cAlo^o-5- 
(trlf luoronetbyl) phenyl] mthyl] -2-«io-2- 1 «- (t«trahydro-2H-pyr«a-4-yl) -I- 
piper«ilityll»thyll-4-a,2-dihydro-2-o«o-3-quii»lioyl)- t9Cl) (CA IHOSt 
NMK) 

JIfasolut* 9t*r*ocb«nistty. 



L4 ANSVER 1 OF 32 CWLUS O0?VlUGBr 2006 ACS on STN (ContiniMd) 




CF3 



HH 910574-89-9 CAPLUS 

CM Piparazlne, l-t (2S) -2- [ [4-aBdfio-3-chlora-S- (trlfluoroBethyl) phenyl] methyl] - 
4-14- (1, 2-dihydrp-2-ojio-3-qulnoliByl) -l-plperldlnyl]-l,4-dloxobutyl] -4- 
(tetraliydn>-2B-pyran-4-yl) - (9CI) (CA INDEX MAMB) 

Absolute stereeehMBlstEy. 




CF3 



RN 910574-90-2 CAVLUS 

CN l-PlperidineeattoOKylic add, 4-{l,2-dihydco-2-o«o-3-quinol±nyl) 

(1R> -I- 1 (4-faydroxyw3, 5-diMthylpbenyl) ""thyl] -2-oao-2- [4 - ( t•trahydro-2H- 
pyrao-4-yl)-l-piparaxlllyl)•ttayl mter (9CI) (CA mOBX HAKE) 

Absolute stereocheBlstEy. 



U ANSVER 1 OF 32 OtfUIS COPYRIGHr 2006 ACS on STN (Continued) 




RN 910S74-91-3 CAPLUS 

CM 1-Pipecldinecarboxaaide, 4-(l,2-dlhydco-2-o«»-3-quliioUByl)-N-[(lR)-l-((4- 
hydra«y-3,5-diiBethylphenyl)Bet)vl] -2-a«o-2-I4- (tetrahydto-2a-pyran-4-yl)-l- 
plperazinyl] ethyl]- (9CI) (CA INOSX HAMS) 

Absolute ste reocheals tiy . 




m 910S74-92-4 CAPLUS 

CH Plperazlae, l-t(2S)-4-t<-(1.2-dlhydro-2-o«o-3-quinoUnyl)-l-plperidliiyll-2- 
l (4-bydn»y-3, S-dloethylphenyl) ■•thyl] -1, 4-dlaiobutyl] •4-(tetrahydro-2H- 
pyran-4-yl)- (9CI) (CA INDBC NAHB) 

Absoluts stareocheaistry. 



U AMSHER 1 or 32 CWUS a^YRICT 2006 ACS on STN (Continued) 




Me 



RN 910574-93-5 CAPLUS 

CN l-Piperidlnecart>o»yUc add, 4-(l,2,4,5-tetcahyiiro-2-«io-3H-l,3- 
benzodiazepla-3-yl)-, (lR)-l-( (2,3-dlhydro-4-Bethyl-2-oso-6- 
beozoKazolyl) Mthyl] -2-o«o-2-(4- (tetraii(ydco-2H-pyran-4-yl) -1- 
plperadivlJatfayl ester (9CI) (CA INDEX NAME) 

Absolute staceoeheadstry. 




RN 910574-94-6 CAPLUS 

CN l-Piperidinecarbo«yUc add, 4-(l,2,4,5-tetcahydto-2-«io-3H-l,3- 

beozodiazepiin-3-yl) (IR) (4-aethyl-lH-b«niidda2ol-6-yl)BBthyll-2-o«o- 
2-(4-(tetcahydco-2H-pytan-4-yl)-l-pipecaiinylJethyl ester (9a) (CA INDEX 
NAME) 

Absolute stereochemistry. 



Habte 



11/28/2006 
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U AHSWSR 1 OF 32 CAPLUS caPYRIGOT 2006 ACS on STN (Continued) 




BN 910574-95-7 CAPLUS ^ , , 

CM l-Pip«ridin«carbo«yUc «cid, 4- (l,2.4,5-t«trahydro-2-o»»-3H-l. 3- 

benzodlazapln-3-yl) (IR) -1- [ (1, 7-dime thyl-lH-benzinidaxol-S-yl) Btathyl] -2- 
<aio-2-[4-tt«tr«hydro-2H-pyr«n-4-yl)-l-pip«cazlnyXl«thyl •star (9CI) (CA 
niirsx ?UMB) 

Absolut* sttr*ocb«mistEy. 




m 91057«-96-e CAPUIS 

CM l-Plptrldlo«catbo«ylic acid, 4-(l,2,4,5-t«tcabydro-2-o»o-3H-l,3- 

benzodiM«pin-3-yl) (IR) t2- (dimethylaaioo) -4-B»thyl-lH-b«nziBiidai(il- 
6-ylJ»BthylJ -2-o«o-2- [4- (t«traliydro-2B-pyran-4-yl) -1-plperazlnyl] ethyl 
•star (9CI) (CA ZMOBC HMffi) 

Absolut* star^ocbanistry. 



L4 ANSVBR 1 OP 32 CAPLUS COPYRIGBT 2006 ACS on STN (Continued) 




RN 910574-97-9 CAPLUS 

CN l-Pip«ridlnecarboKyllc acid, 4-(l,2,4,5-t*trahydro-2-OKa-3H-l,3- 

benzodlazepln-3-yl) (IR) -l-| (2-Betho«y-4-nethyl-lH-b*nziaidaiol-6- 
yl) oathyl] -2-WIO-2- li- (tetrahydro-2H-pyran-4-yl) -l-pip*razlnyl) ethyl aster 
(9CX) (CA XNOSX NAHB) 

Absolute stereoeheaistty. 




BN 910574-98-0 CAPLUS 

CN l-Piperldinecartao»yUc add, 4-(1.2,4,5-t*ttaliydro-2-o»o-3H-l,3- 

b«nzodlazepln-3-yl) (IR) -1- 1 (4-ai»ino-3. S-dlnethylpheiiyl) mthyll -S^®"*- 
[4-(t*trahydro-2B-pyran-4-yl)-l-pip*razlnyl]*tliyl ester (9CI) (C» IMDSC 
MAKE) 

Absolute stereochanlstry. 



U AHSVBR 1 or 32 CAPIUS OOPYniGBr 2006 ACS oo STN (Continued) 




910574-99-1 CAPLUS 

l-Piperidinecarbo«yUc acid, 4-(l,2,4,5-tetrabydro-2-OTO-3H-l,3- 
ben2odiazcpln>3^1) (IR) -1- [ [3. S-bia ( trif luoromtbyl) phenyll netliyl] -2- 
oio-2-C4-(tetraliydro-2H-pyren-4-yl)-l-piperaiinyll ethyl ester (9CI) (CA 



Absolute stereochemistry. 




RN 910S7S-00-7 CAPLUS 

CN 1-PiperidinecacboKyUc acid, 4-(l,2.4,5-tatrahydro-2-mro-3H-l,3- 
b«axodlazepin-3-yl)-, (IR)-l-t (l,2-dihydro-e-nathyl-2-o«o-6- 
quinolinyl) aattayl] -2-o«o-2-[4- (tatrabydre-2fr^ran-4-yl) -l- 
piparazinyl] ethyl ester (9CI) (CA IMOSX NAME) 

Absolute stereoebentstcy. 



ANSVBR 1 <V 32 CAPLUS COPTIUGBr 2006 ACS on STN (ConUmied) 




910575-01-8 CAPLUS 

l-Plparldin*carbo>ylic add, 4-(l,2,4,5-tetrahydro-2-oxo-3B-1.3- 
benzodlazepin-3-yl) -, (IR) -1- [ (1, 2-dihydro-l. B-dlmathyl-2-o«c 
quinoUnyDnattiyl] -2-o»o-2-t4- (tetrahydro-2B-pyran-«-yl) -l- 
piperazinyl] ethyl ester (9CI) (CA ZNDSC NAMS) 



Absolute atereochenistcy. 




a -00 



RN 910575-02-9 CAPLUS 

CN l-Plparidinacarbo«yUc add, 4-(l,2.4,5-tetrahydro-2-o«o-3H-l,3- 

b«nzodiazapln-3-yl)-. (IR) -l-{ (3,4-dihydro-5-Bathyl-2H-l,4-b«nio»axin-7- 
yDnethyl] -2-o«o-2-I4- (tetraliydro-2H-pyran-4-yl) -l-pipora*inyl] ethyl ma ft 
(9CI) (CA INDBC NAHB) 

Absoluts stereocheoistry. 



Habte 



11/28/2006 
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14 UfSVSR 1 OF 32 CWUJS CdPntlGBT 2006 ACS on STN (CDBClimad) 




rat 910575-03-0 CKPLUS 

C» l-PlfMrldiiwcacbosyUc add, 4-(1.2,4,5-tatraliydro-2-09R>-3B-l,3- 

brazadlaz«pltt-3-yl| (UQ f 3, 4-dlbydcP-4,5-diaat)vI*2B-l, 4-b«iisesazln- 
T-yDastfayll •2-ogm-2- [4- (t«tra^co-2H-pyraii-4^1) -1-plparazlayll •thyl 
rater C9CX) (CK Zmm HMB) 

Absolute •teraoebMlatty. 




» 910S7S-04-1 OkPUIS 

Cai l-PlperldltMcacboByUc add, 4-(l,2,4,5-tetr8faydro-2>oso-3H-l,3- 

benzedtaz*plo-3-yl) (lA) (2»3-dlbydro-8-D8thyl<l, 4-benzodl(nlD-6- 
yl) Mthyl] -2-OSO-2- [4- (tetrafaydro-2B-|iyraik-4-yl) -l-plparazinyl] ath/l cater 



M AMSWBR 1 or 32 CWUIS OOPYRIGST 2006 ACS on STN (Continuad) 
(9CI) (C» INDSS NAME) 

Absolute stereochaolstcy. 




RN 910575-05-2 CAPLUS 

CN l-Plperidlnacarboxyllc acid, 4-(l,2,4,5-tetr«liydro-2-oio-3H-l,3- 

b«axadiaz«pin-3-yl) (IK) -l'( (2.3-dlbydro-7-Batliyl-2-axo-lH-banzlBddasalr- 
5-yl) nathyl] -2-aio-2- (tetcahydro-2H-pyran-4-yl) -l-pip«razinyl] mthjfl 
•Ster (9CI) (CA ZMDSX NAHB) 

Absolute steraoebtBlstry. 




Ma 



m 91057S-06-3 CAPLUS 

CN l-Plperidinacarbo>yllc add, 4-(l,2,4,5-tetrahydro-2-(wo-3H-l,3- 

banzodiazapln-3-yl) -, (IR) -1- 1 (2. 3-dihydro-l, 3, 7-triaBthyl-2-o«>-lH- 
b«nzlmldazol-5-yl) methyl] -2-c«o-2-[4-(tetcahydro-2H-pyraB-4-yl)-l- 
plparazlnyDatbyl ester (9CZ) (CA INDEX NAME) 



L4 ANSVSA 1 OP 32 CAPLUS OOPTRiar 2006 ACS OB STN 
Absolute steraochaadstry. 




ayP 



910S7S-07-4 CAPLOS 

I'Pipacidliiecarbasyllc add, 4-(l,2.4,&-tetrabydro-2-aio-3H-l,3- 
bwizodiazapia-3-yl)-, (l»)-l-t (2,3-diliydro-l,4-benxodio«in-6-yDmetbyll -2- 
0]K>-2-[4-(tetraliydr»-2B-pyrao-4-yl)-l-plparaxiiiyl] ethyl ester (9CI) (CA 



Absolute ste r aochawl stcy* 



00 



AN 910575-OS-5 CAPUTS 

CM 1-Piperldinecarbcwyllc add, 4-(l,2,4,5-tetraJiydco-2-oao-3H-l,3- 

benzodi«zeplD-3-yl) (lR)-l-[ (B-natbyl-6-qulI»o»*Unyl)Iaathyll-^-o»o-2-(4- 
(tetrBfayd^o-2H-pyraa-4-yl)-l-pipera^lnyl)atfayl ester (9C1) (CA DIDBS 
NAME) 

Absolute Bteraoehanistry. 



M AHSNBR 1 OP 32 CAPUIS OOPTBIGBT 2006 ACS on STN (ContlnuMl) 




910575-10-9 CAPUIS 

1- PlperldlnecarboMylic add, 4-(l,2,4,5-tetrahydro-2-oso-3H-l,3- 
banzodlazapto-3-yl) (IR) -1- 1 (4-aathasy^3, S-dlBatfaylpbanyl) BMthyll -2-ow>- 

2- t4-(tetrahydro-2B-pyraa-4-yl)-l-pl|Mrazlnyllatliyl ester (9CI) (CA : 



Absolut* steraoebaalstry. 




CfhP 



m 910575-11-0 CAPUIS 

CN l-Plperldlaecarbo«yUc add, 4-(l,2,4,5-tetrahydro-2-aKO-3H-l,3- 

benzodlazepla-3-yl) (IR) -1- 1 (4-aaino-3-chloro-5-nethylphenyl) nethyll -2- 
oxo-2-[4-(tatraf)ydro-2H-pyran-4-yl)-l-piparaxlnyl]etbyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereoehealstry. 



Habte 



11/28/2006 
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M MfSBBt 1 OF n CWU15 OOPTRIGHT 2006 ACS on STN (CoDtlmiad) 




m 910S75-12-1 C3tfLUS 

CM 1-Plp«ridls«c«rfc)0>ylic add. 4-(l,2,4,&-t*tr«hydro-7>iMthoxy-2-OJio-3H>l,3- 
b«azadiaz*plD-3-yl) -* (lA) (4-liycirasy-3, 5-<lijntfaylpb«nyl) Bwthyl] -2-oxo- 
2-[4-(t«tr«hydco-2H-|iyran-4-yl»-l-pip»r»zinyIJ«tliyl matmr (SO) (» IHDDC 
mMB) 

Absolut* staraocbaBdstry* 




XN 910575-13-2 CAPUIS 

Ol t-Pip«rldliwcactKacyllc acid, 4-(l,2»4,5-t*trabydEO-7-Mtlwmr-2^aso-3H-l,3- 
b«iaocit«z«pln-3-yl) (IR) -1- 1 (4- (f onaylcwy) -3, S-diMtbylptMayl] Mtkyl] -2- 
oaK)-2 - [4- (f tr«!iydro-2H-pyr»ii-4-yl> -l-piprazinyll •tfcyl matmt (9a) {Ch 
XMDBX IDMB) 

Absolut* staraodMsdstey. 



M ANSWER 1 OF 32 CAPUIS COPYRIGHr 2006 ACS on STN (CooUiUMd) 




He 



RN 910575-14-3 CAPLUS 

CN l-Plp«ridlnecarbosyllc add, 4-(l,2,4,5-t«trahydro-7-B«thoiiy-2-oiio-3H-l,3- 
b«nzodiaz«pin-3-yl) (lR)-l-[(4- (•eatyl(Hy)-3,5-diMthylph*Dyl)MtIiyl] -2- 
oso-2-[4-(t«tral)ydEO-2H-|iyraii-4-yl)-l-pip*raztByllattvl •atmr (9CI) (CA 
INDEX NAME) 

Absolut* at*r*o^alstcy. 




M* 



BM 910575-15-4 CAPLUS 

CM Plparazitt*, l-n2S)-2-[(4-I>ydroay-3,5-dlji»thylph«iiyl)B«thyl] -1,4-410X0-4- 
[4- (l,2,4,5-tatraliydro-7-Mtbo>y>2*oso-3B>l,3-baazodiazapla-3-yl) -1- 
pip*ri(linyl]butyl]-4-(tatrabydro-2a-pyraii>4-yl)- (9CI) (CA INDEX MMfB) 

Absolut* atanocbaadstry. 



U ANSnn 1 or 32. CAPUIS OOmiCBr 2OO6 ACS 00 sn (On n fi m wd) 




RN 910$7S-16-S CWUS 

CM PlparazlM, l-((2S)-2-tt*-(fotayloay)-3,5-diBatliylph*nylJiBathyll-1.4-dlo«o- 
4- 1 4- <1. 2, 4, 5-tatrabydro-7-a*thc»iy-2-oao-3B-l, 3-b*iizodl«z*pln-3-yl) -l- 
plp«cidliiyl]butyl]-4-(t*tcalvdco-2B-pycaB-4-yl)- (9CI) (CA INDEX NAKE) 

Absolut* st*r*octMiidstcy. 




K* 



RN 910575-17-6 CAPUTS 

CN Pip*razio», 1-t (2S) -2-1(4- (acatylxwy) -3r5-diaatbylph*iiylliMtbylJ -l,4-dio«o- 
4- [4- (1, 2, 4, 5-t»tr»tiydro-7-B*tho«y-2-o»o-3H-l, 3-b*nzodiaztpio-3-yl) -1- 
piparidiiiyl)butyl}-4-Ctatrafaydro-2H-|i/rao-4-yl>- (9CI) (CA INDEX NAME) 

Absolute staraoebanistry. 



U ANSNBR 1 OP 32 CAFUIS COPTiaGBr 2006 ACS OD STN (COfttinuad) 




Ma 



RN 910575-16-7 CAPUIS 

Of l-Pip*rldlnacarboxaBld*, N-( (IR) -l-[ (4-bydrosy-3,5-dliB*thylph*i]yl)m*tbyl]- 
2-oao-2- [4- (tatc*hydco-2H-pyran-4-yl) -l-plparazlnyl) athyl] -4- (1, 2,4, 5- 
tatrafaydro-7-aatho>y-2-aKO-3B-l,3-b*ttzodiazaplD-3-yl)- (9CX) (CA XNOBC 
NAME) 

Absolute staraochcndstry. 




Ha 



RN 910575-19-8 CAPUJS 

CN l-Plp*rldin«catboxaaid«, N-l(lR)-l-CH-(fornyloiy)-3,5- 

dlBatliylpb«nyl]intfayl] -2-c«o-2-(4- (tatrafaydro-2B-pycan-4-yl) -1- 
piparazloyl] atbyl] -4- (1, 2, 4, S-tetEal)ydro-7-Batbesy-2-oso-3H-l. 3- 
bantodlazepln-3-yl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Habte 



11/28/2006 
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U MiSMSR 1 07 32 OtfLUS OOPyRIGHT 2006 JIC5 oB STN (CoatlmMd) 




m 91057S>20>1 CA8W3. 

CV l-Plperidln«artioaa«td», ll-[(lR)-l-[[4-(«c«tyl«i/)-3,5- 

dlBBthylpfaaoyl) natbyX] -2-«k>-2-[4- U«tr»hydro-2H-pyT«n-4-yl) -1- 
piparazliiyl) ethyl] -4- (1. 2. 4,5-t«trabydro-?>nthaaiy-2-CHio>3B-l,3- 
baazodiaz«plo-3-yD> (9CI» (C» XNOai KMB) 

Moolut* BterMChMlstcy. 




RN 910S7S-21-2 CftPUIS 

Ol l-Pi|McidimcaxfaoivUc add, 4-(l,2,4»S-t«trafay(lro-2-<»o-3B-l,3- 

teBzodi«z«ptii-3-yl) ; (IR) -1-C (4-hydraqr>3-BStbyl|ilwnyl) MtfayU '2-aaR>-2-[4- 
tt«trabydrQ-2B-pyran-4^1)-l-pi|Mra«Uiyllatb/l cstsc (9CI) (Cft XMOEOC 
NMfB) 



U MISVER 1 or 32 CWLUS OOPTRIGBr 2006 ACS on STN (Contlmiad) 




He 



m 91057S-22-3 CAPLUS 

CN l-Plp«ridln«carbo»yUc acid, 4-(l,2,4,5-t*trahydro-2-o«o-3H-l,3- 

benzodlazepin-3-yl) - , (IR) -1- [ 14 - (f ocn/losy) -3-iaethylpheoyl] iMthyll -2-o«o- 
2-l4-(tetc«Jiydro-2H-pyr«i-4-yl)-l-plpera»lnyXJetliyl ester (9CI) (CK IMCBt 
mKB) 

Absolute stereocheaistty. 




RN 910575-23-4 CAPLUS 

CN 1-Piperldinacarboxyllc add, 4- (l,2,4,5-t•t^allydro-2-o«o-3H-l,3- 
beIttodlaxapin-3-yl) -» {») £4- (acetyloay) -3-Mtliylfiheiiyl] netbyl] -2 -o»i>- 
2-[4-(tetrahydro-2B-pyran-4-yl}-l>plpera2lByl]etfayl eater (9CI> (CA INDEX 
NAHB) 

AbsoLuta etereocbemlstty. 



M MISNBll 1 or 32 CArulS camaCBt 2OO6 ACS oa sn (ContUmed) 




m 910575-24-5 CAPLUS 

CN Piperaxina, l-n2S)-2-t(4-liydroay-3-nathylphenyl)iiatliyll-X,4-dlo«o-4-[4- 
(1.2, 4, 5-tatrahydEO-2-c»o-3B-l, 3>banzodlazaplo-3-yl) -l-piparldioyl] butyl] - 
4-Ctetraiiydro-2H-f)yraa-4-yD- (9CZ) (CA INDEX NAHB) 

Abaolute etereochaadstry. 




RN 910575-25-6 CAPUIS 

CN PlparazlBa, 1- ( (2S) -2- C [4- (f onylmy) -3-Batfaylpbenyl] matbyU -1. 4-diloaK>-4- 
[4* (1*2,4, 5-tatraliydro-2-o«>-3B-l,3-beozodlaseplD-3-yl) >!• 
plptridlfiyl]butyl]-4-(tatraliydro-2B-pyraa-4-yl)- (9CI) (CA INDEX NAHB) 

Absolute atsraocbaaistcy. 



U AHSNBR 1 or 32 CAPLUS CanRIGBr 2006 ACS oa STN (Contlmied) 




RN 910575-26-7 CAPLUS 

CM Plparazina, l-[(2S)-2-{(4-(acatylo»y)-3-B>athylphaiiyllBathyl)-l,4-dioTO-4- 
14- (1, 2, 4, 5-tatrahydro-2-o«o-3H-l,3-benzodia*apiii-3-yl) -l- 
piparldinyl}butyll-4-(tatra!(ydro-2B-pyraa-4-yl)> (9CX) (CA INDBX NAME) 

Absoluta staraochemistry. 




RN 910575-27-8 CAPLUS 

CM l-PipaddinacatboaaBide, N- [ (IR) -1- ( (4-bydra>y-3-aa ttaylphanyl) eatfayl] -2- 
oso-2- [4 - ( tetrabydro-2Ehpyran-4-yl) -l-piperazlnyl] atfayl] -4- ( 1, 2, 4, 5- 
tatrafaydro-2-oso-3B-l,3-beu;adtazeplo-3-yl)- (9CI) (CA INDEX NAHB) 

Absolute stareocbamlstcy. 



Habte 



11/28/2006 



10/685,921 



Page 28 



M XHSHER 1 32 CUIUS 00?TiaGBr 2006 ACS OD STN (CODtimiad) 




CffP 



m 910575-28-» CAPLUS 

CH l-Pl|>«tldln«carbos«ald«, ll-[(lR)-l-[(4-(fotayl(»y>-3-B«tbylph*iiyl]iMtliyl]- 
2-OSO-2- [«- (t*tralvdco-2H-Fyrstt-4-yU -l-pifwrazlayll •tti yll-4- {I, 2. 4 . 
t«tcaliydro-'2-o>Ch-3B-l,3-banzadias^(»<>3-yl)<- (9CZ> (CA mOHX WMB) 

Absolut* stvcMchamLstiy. 




Ml 910S7S-2»>0 CAPLU5 

a l-Pip«r±<IJj»c«rboMiild«, M-( [4-<•c•tylo«y)-3-■•thylph•^ylllIl•tbyll- 
2•o»>-^- (4> (t*tnfaydro-2H-pyran-4-yl) -l-pi|Mmlayl] etliyl] -4- (1, 2* 4 , 5- 
tatraliydEO-2-oso-3B-1.3-btQZodlaxaplii-3-yl)- C9CX) (CK 1 



U ANSWER 1 OP 32 CAPUTS COPYRIGHT 2006 ACS on STN (ContlmiKl) 




m 910575-30-3 CAPLUS 

CH l-Plp«ridln*cartioiiyUe add, 4-(l,4-dilrydro-6-hydtoay-2-o«o-3(2H)- 

quinazoUnyl) (lA) [4-aniiko-3-cfaloro-5-(tcif litoraMtfayl}^iqrl]B*tliyl 
J -2-o»o-2- [4- (tetrafaydro-2B-|iyraa-4^1) -l-plp«raziiiyl)«tli/l trtar (9CI> 
(CA IHDSX NAMB) 

Absolut* stsraodMBistry. 



JW 910S7S-31-4 CAPLUS 

CN PiiMrazlM, 1- { (2S) -2- [ (4-a&tiio-3-ehIoco-$- C trlf luotOM tfa/l) fbrntyH Mtliyl] - 
4-t4- (l,2-dlhydco-6-bydroiy-2-osa-3 (4a) -cpiinazoUnyl) -l-plp«rtdliijrlj-l,4- 
tftaK]|)utrl)-4-(t«traliydco-2H-|]yraii-4-yl)- (Sd) (CA INOBX MAMS) 



U KKSm 1 OP 32 CAPUIS OOmiGBT 2006 ACS OB STN (OoatiuMd) 




CP3 



m 910S7$-32-S CAPUIS 

CM I-Plpacldliwcarbax«mlcte» ll-[(lR)-l-[[4-aniBO-3-chloro-5- 

( trtf litoromthyl) pbanyl] aatfayl] -2-oso-2-(4- (tatraliydro-2B-pyraa-4-yl) -1- 
pl|Miraxiayll«thyll -4- (1> 4-dlhydro-6-bydgo^2-fl«o-3 (2H) - q i tl n a rol 1 n yl) - 

(9CI) (CA mosx mKS) 




CP3 



AN 910S7S-33-6 CAPLUS 

Ol l-Plp«rldlo*carbosyUc add, 4- {l,4-dihydro-6-hydra«y-2-o«o-^(2H)- 
qultlaxoli^yl) (IR) -l-( (4-hydro«y-3,S-diaatliylph«nyl)B«thyll -2-c»o-2-(4- 
(t«ttatiydro-2H-pyran-4-yl)-l-plparazi.ciyl]«tbyl astac (9CI) (CA INDEX 
NAKS) 

Absoluts staraoehsBlatcy. 



1.4 AMSnR 1 or 32 CAPUIS OOPYRIcar 2006 ACS OD STH (COdUbumI) 




RM 910575-34-7 CAPUIS 

CH Plpsrazlne, l-t(2S)-4-(4-(l,2-dihydro-6-hydro»y-2-o»o-3(4H)-<|uioaioUnyl)- 
l-piperidlnyl) -2- ( {4-hydro»y-3. S-diDstfaylpbsayl) natfayl) -1. 4-dla«afautyl} -4- 
(t«trahydro-2B-pyran-4-yl)- (9CI) (OA INDEX HMB) 

Absolut* 9t*r*och*Bistry. 




BM 910S75-35-8 CAPUJS 

CN l-Pip*tldin*cartx«amld«, 4-(l,4-dihydro-6-hydro»y-2-<»o-3(2H)- 

quinaxoUnyl) -H- [ (IR) -1- 1 (4-hydcoiiy-3, 5-dilja*tiiylpb«nyl) Mthyl] -2-0X0- 2> [4- 
(t*trahydro-2H-pyran-4-yl)-l-plparaziiiyl)atiiyl]- (9CI) (CA INDEC NME) 

Absoluts st*r*ecli*alstcy. 



Habte 



11/28/2006 



10/685^921 Page 29 



U ANSVSR 1 OP 32 CAPUIS OOPYRIGBT 2006 ACS on STN (CODtlniMd) 




RN 910576-30-6 CAFLUS 

CH l-PiparldiMcacboaumlde, H-t (IR) -l-[l3-chloro-4- (foniylo«y) -5- 
MtfaylphAByl] iMthyll -2-o3W-2- [ 4- ( t«traljydro-2H-pyr*»-<-yl) -1- 
piparazlnyl] •tfayl] -4- (1, 2, 4, S-t«trafayclco-2-oso-3H-l,3-bensodlaz«pio-3-yl) - 

(9CI) (Ok XNOBX mm 
Absolut* staraochMdstty. 




Ha 



KN 910576-31-7 CWLUS 

CM 1-PiparidiBacatfoosaBtda, ll-[(lR)-l>t[4-(acatyla^-3-chlaE0^5- 
Bwtbylphaayl] nathyll -2-o«o-2- 14- (eatrafaydro-2B-pyraii-4-yl) -1- 
piparazlnyl] a tfayll -4- (1. 2. 4* S-tatcal)ydro-2-en>-3B-l, 3-baiizadilaxaptn-3-rl) - 
(9CI) (CA IHBBI MMIB) 

Ataaoluta staraeehaaistEy. 



U ANSVBR 1 OP 32 CAPLUS COPntlGBT 2006 ACS on STN (Contlouad) 




Ma 



IT 910575-73-4P 

RLi RCT (Raactant)» SPM (Synthatle prtparaUon) * PRBP (Ptaparatioo) I RACT 
(Raactaot or raagant) 

(praparaUon of OKOtafcrafaydrobanzodiazaplnylpipacldlnaa and nUtwl 

as 06RP racaptor aotagonista) 
RN 910575-73-4 CAPLUS 

CN l-Pip«rldinacarbo»yUc add, 4- (^,2,4,5-tatcahydco-2-o■o-3H-l,3- 
ban^odla^apln-3-yl) (IR) -1- [ l3-chloro-5-Bathyl-4- 
(phanylMtlunqr) pbaiiyll BatbyU •2-aso-2- [4- ( tatrahydr»-2H-pyra&-4-yl> -1- 
plpacazlnyllatfayl aatar (SCI) (CA ZNOOE HAMB) 

Absolut* storaoehaalstEy. 




Na 



MtFBRBNCB OOUNTt 3 THBRS ARB 3 CITBD RBPBMNCES AVMLABLB TOR THIS 

RBOORO. AU. CITATiailS AVAILABU ZH 1HB RB FOBHKr 



AMSVBR 1 OP 32 CAPLUS COPmaT 2006 ACS on STN 



(CoatlmMd) 



L4 ANSWER 2 OP 32 
ACCESSION NUMBERI 
DOCUMEIfr NUMBER; 
TITLE: 



PATEMT A$$Z9IBS(5)t 



DOCUMEIfT TYPE: 
LANGUAGE* 
PAHILT AOC. NUM. OOUNTc 
PATENT XHpamATICNt 

PATBNT NO. 



CAPLUS COPYRIGHT 2006 ACS on STN 
2006:1005389 CAPLUS 
145:377393 

Pcaparation of 2-oso-l«2,4,5-tatrabydro-lr3- 
benzodlazapirt-S-ylpiparldlMS as CGRP racaptor 
antagonists 

Kuallar, Staphan Gaorgr Rudolf, Klaus i Lustanbargar, 
PhlUppt Stankaap, Dick* Santagostino. HarcM Palaari. 
Pabloi Dreyar, Alamandart Aradt, Xlrstan* Ooods, 
Hanrif Schaanzla, Garhatd 
Boahdngar IngalhaiB Intarnatieaal 6.m.b.B., 
Boahrlngor IngalhaiJi Pharaa 0.iB.b.H. « Co. X.-G. 
PCT Int. Appl.» 1S3FP. 
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20051006 
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BR. 


BV. 
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U ANSVBR 2 OF 32 CAPUIS QOVrKlGat 2006 ACS on STN (CootlBuad) 



OQ-c- 



00—0 — CH — OO -M 



WV3 



AKSVER 2 07 32 CAPLUS OOPnaGHT 2006 ACS OD STN (CoQtimiad) 
(Usas) 

(prepn. of oxotetrabydr^anzodlazepinylplpAridints as 06RP racaptor 
antagonlata) 
866086>78-4 CSVPLUS 

l-PlparidinacarboxyUc add, *-(l,2,4,5-tatrahydro-2-o«o-3a-l,3- 
b«nxodiaz«pln-3-yl) (lR)-2- (4-cycloha»yl-l-piparaiiijyl) (4-hydro»sr- 
3,5-diimthylpbanyl)iBathyl)-2-(no«tliyl astar (9CX) (« r 



' 0 



Abaoluta stareochajalstty. 




Titla coqpds. I [B - substltutad Ph, pbanols, anilinas, atc.t T • C, Ni R3 
• cyclopantyl, cyclohasyl« cyclohaptyl* lU - H with provlsoa) and thair 
phannacauticaUy accaptabla salta ware praparad Tor asanpla, 
banzofUazaploylplpacidi&a IX tfa» praparad f ran 3-trifluoroBatliylbanzaldabyda 
Id 7>9t«p3. Za OGRP racaptor InhlMtlon assqrs* coqida. X axhlbitad XCSO 
valuas S 10000 oM. 

866086-78-4P 866086-81-9P 866086-87-5P 
866086-e»-7P 910631-30-OP 91063X-31-1P 
910631-32-2P 910631-39-9P 910631-49-lP 
910631-52-6P 910631-55-9P 910631-58-2P 
910631-67-3P 910631-68-4P 910631-71-9P 
910631-72-OP 910631-79-7P 910631-60-OP 
910631-87-7? 910631-BB-I» 910631-89-9P 
910631-92-4? 910631-93-5P 910631-94-6P 

910631- 95-7? 910632-07-4? 910632-08-5? 

910632- 09-6? 910632-16-5? 910632-2B-9P 
910632-31-4? 910632-34-7? 910632-37-0? 
910632-50-7? 910632-S1-8P 910632-S4-1? 
910632-56-3? 910632-70-1? 910632-71-2? 
910632-79-0? 910632-80-3? 910632-81-4? 
910632-84-7? 910632-85-8? 910632-86-9? 

910632- 87-0? 910632-98-3? 910632-99-4? 

910633- 03-3? 910633-18-0? 910633-24-8? 
910633-30-6? 910633-36-2? 910633-54-4? 
910633-55-5? 910633-58-8? 910633-59-9? 
910633-66-8? 910633-67-9? 910633-74-8? 
910633-75-9? 910633-76-0? 910633-79-3? 
910633-80-6? 910633-81-7? 910633-82-8? 

910633- 94-2? 910633-97-5? 910634-01-4? 

910634- 11-6? 910634-13-8? 910634-16-1? 
910634-20-7? 910634-35-4? 910634-38-7? 
910634-56-9? 910634-60-5? 910634-77-4? 
910634-94-5? 

RLt PAC (Phaniacological activity)! SPN (Synthetic preparation)* THU 
(Tbarapeutlc uaa)* BIOL (Biological study)* PSS? (Praparation) * U5BS 




ayP 



RN 866086-81-9 CAPLUS 

CM l-Plparidinecarbovlic add, 4-(l,2,4,5-tatrahydco-2-o»o-3H-l,3- 

banzodiazaplQ-3-yl) -, ( W -2- (4- (l-oatfayl-4-plparidinyl> -l-pipacazinyl] -2- 
oso-l-[[3-(trifluoraaathyl)pb«nyl]Batliyl]atDyl astar (9CI) (CK INOK 
WMB) 

Absoluta staraoehaaiatcy. 



U MISm 2 or 32 CWUIS COPntlGar 2OO6 ACS on sn (COntimwd) 




m 866086-87-5 CAPUUS 

CM l-PipaEidiaacaEbnvlLc add, 4-(l,2,4,5-tatrahydro-2-o»>-3H-l,3- 

bansodiazapiB-3-7D (Ift) -2-oho-2-C«' (4-piparidinyl) -l-piparazlnyl] -1-C [3- 
(ttifluoranatbyl)pbaiiyl]Batliyl]athyl astar (9CI) {Ch nam MIMB) 

JUbsoluta ataraochamlstcy. 




Absoluta ataraochaaistcy. 



1A ANSVBR 2 OF 32 GAPUIS OOPyRtGar 2006 ACS oo STN (Contimiad) 




m 910631-30-0 CAPUJS 

CN l-?lparidinacacbo«ylic add. 4-(l,2,4,5-tatcaliydro-2-o«o-3H-1.3- 

bancadiazapia-3-yl> (IX) -2- (4-eyclolMxyl-l-pipoc«slByl) -1- [ (3, 5-dlbroao- 
4-faydra>yphaoyI)Batliyl]-2-aKoatfayl aatar (9CZ) (Ch XNDBX MAMB) 

Absoluta stareochaaistty* 




Br 



BH 910631-31-1 CAPLUS 

at 1-Pipacidinacatbc«ylic add, 4- (1,2,4, 5-tatrahydro-2-OKO-3a-l, 3- 

banzodiazapin-3-yl) (IR) -2- (4-cycaoheptyl-l-plparaziiiyl) -l-( (3,5-dlbroao- 
4-hydnHyph«ayl)netlxyl]-2-oxoatliyl astar (9CX) (CA INQBC NANB) 

Absoluta staraodiaadatry. 



Habte 



11/28/2006 



10/685,921 Page 31 



M MSKBR 2 OF 32 dtfUIS axnUGHT 2006 ACS on STN (ConUttued) 



MfSHER 2 OP 32 C»UIS OOipyRIGBT 2006 ACS ea STN {Cdatlittiad} 





910631-32-2 CKBWS 

l-Plp«rldlo*carba>yUc add, 4- (1. ^,4,S•t•trafaydro-2-OBO>3B-lr3- 
b•nzodi■zeplo-^-yl) (111) -2- (4-cyclop«Qtyl-l-plp*razlRyl) -1- [ (3, S-dibn 
4-hydr(»ypb«iiyl)Batbyll>2-aKMtliyl •9 ft (9CZ) (CA INOEX NAME) 



910631-49-1 CAPLUS 

l-Plp«rldlnecarboxylic add, 4- (l,2,4,5-t•tr•llyd^o-2-o«o-3H-l,3- 
b•nzodl«z•pln-3-yl)-, (iR)-i-t<3,5-dibromo-4-hy6lro«ypli«iiyl)B«thyll-2-t4-[l- 
(mathylaulfonyl)-4-pipacidlnyll-l-plpacailii[yll-2-oioatliyl utar t9CI) (CK 
INDEX NAHK) 



Absolut* staraocbaalstty. 






910631-39^9 CA?LUS 

l-PipacidinacarboiyUc add, 4-(l,2,4,5-tatraliydro-2-o»o-3H-l,3- 
baaxediaza|dn-3-yl> -» (IR) -1- [ (3. S-dibroM-i-faydtosypiMnyl.) oatbyl] -2-£4- [1- 
(2-hydEay«tfayl)-«-plpaEldloyl]-l-^p«rBzliiyl]-2-dnatli]rl •9ft (9CI> (CA 



BN 910631-S2-6 CAPUIS 

CM l-Piparldlnecarbo«yllc add, 4-(l,2,4,5-t«tr«hyd»-2-OKO-3B-l,a- 

banzodiazepin-S-yl) -, (IR) -2-t4-[l- (a^nosulfonyl) -4-pi|Mndinyl] "l- 
plparazlnyl] -1- [ (3, 5-dibro»o-4-hydra:vph«n3rl)*»t*yy -2-aKoatliyl Mtar 
(9CI) (CA INDEX NAME) 

Abseluta staraochasdstry. 



U ANSSBR 2 or 32 CAPLUS QOmaasr 2006 ACS on STM (Coatimiad) 



ANSmR 2 OF 32 CAPLUS COrtBIGHr 2006 ACS oa STN (Coatimtad) 





910631-5S-9 CAPLUS 

l-PiparldlaacarbosyUc add, 4- (l,2,4,5-tat^»hyd^o-2-o«o-3H-l,3- 
bal«eldlaz•pln-3-yl) (IR) -l-( (3, 5-dibromo-4-hydro«yphaiiyl) Bethyl) -2- C4-I1- 
[ (nathylaalno) sulf onyl) -4-plparldlflyll -l-pipaca«±ayl) -2-osoathyl aatar 
(9CI) (CA INimC MAHS) 



910631-67-3 CAPLUS 

1-Piparidinaacatlc add, 4-t4-[ (2R)-3- (3,5-dibro»>-4-hydco»yphal^y^)-l-qKO' 
2- 1 [ (4- (1, 2,4. 5-tatrahydro-2-o«o-3H-l, 3-baazodlazaplB-3-yl) -l- 
plparidlnyl] eacbonyll «yl propyl] -l-plp«ra>liiyl|-^ •tfayl astar (9CI) (CA 



Abaoluta staraochaaistcy. 




Absoluta staraoehamlstEy. 



JXX 




RN 910631-58-2 CAPLUS 

CN 1-Pipat±dinacarbcayllc add, 4- (l,2,4,5-t•tr«hydr^>-2-oato-3H-l,3- 
b«nxodlaz•pin-3-yl^ -, (IR) -1- 1 (3, 5-<Ubro8»-4-hydroayph«nyl) nathylj -2- (4 - (l- 
t (diaathylasdao) sulf onyl] -4-plparidlnyll -l-piparazlayll -2-oaoathyl astar 
(9CI) (CA INOBC NAME) 

Absoluts staraochaalstry. 



RN 910631-68-4 CAPLUS 

CN ■ l-Plpaddinaacatic add, 4-[4-( (2R) -3- (3,5-dibraw>-4-hydro»yph*Byl)-l-o» 
2- [ 1 1 4- (1, 2, 4, 5-t*trahydto-2-oao-3H-l, 3-bantodla*apin-3-yl) -1- 
piparidinylJearboayDmylpcopyll-l-piparaziiiyll- (9CI) (CA INDEX NAKB) 

Absoluta staraocbaBistry. 



Habte 



11/28/2006 



10/685,921 Page 32 



U MfSnR 2 or 32 CAPUIS OOPYRIGBr 2006 ACS OD STN (ConUnuad) 




mt 910631-71-9 CAPLUS 

CM 1-Pip«rldio«prop«noic «cid» 4-t4-t(2R)-3-(3,S-<llbro«o-4-hydro«yphenyl)-l- 
[ [ [4- (1, 2, 4, 5- t»tr«hydro-2-o«o-3H-l, 3-b«n2odiazepiD-3-yl) -1- 
ptpcrldlnyllcarbosyl] osy] propyl) -l-pip«razlayl]'. ethyl •star (9CI) <C* 



Absolut* stancMciuMdstcy* 




M ANSm 2 07 32 CAPUIS OOTtRXGHT 2006 ACS on STN (COntinuwi) 



-00 



RN 910631-72-0 CAPLUS 

CM l-Pip«cldin»propanoic add, 4-(4-t(2»)-3-(3»5-dibroBio-4-hydc<ayph«oyl>-l- 
oxo-2- 1 1 14- (X, 2, 4 , 5-tat cabydro-2-oxo-3B-l, 3-ban«odi«gaplD-3- yl> -1 - 
plp«rldiiiyl]e»cboiiyl]c»y] propyl] -l-piparazlayll- (9CI) (CA XHOSX NMIB) 

Abseluta ataraeehamiatty. 





RN 910631-79-7 CAPUIS 

CM l-Plparldlnabutanolc add, 4-£4-[(2R)-3-(3,5-dibra«>-4-h(ydro«yphaiiyll-l- 



U ANSVSR 2 OF 32 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
o«o-2- 1 1 14- (1, 2, 4, S-tatrahydr«>-2-o«>-3H-l,3-banzodia2«plD-3-yl) -1- 
plparldinyljcarbonyllosy] propyl] -l-plparazlnyD-r-oso-, ethyl ester 
(9CX) (CA INODC NMtS) 

Absolute atersoAaaistry. 




910631-80^ CAPLUS 

l-Plperidinebutattdc add, 4-(4-U»)-3-(3»*-dibroB»-4-hydrojiypheoyl)-l- 
eso-2-CC t*- (l»2,4,5-tetrahydro-2-ow>-3H-l,3-benxodiazepto-3-yl) -1- 
plperidlQyl]carboiiyl]o>y] propyl] •l-pdporaxloyl)-T-ax»- (9CI) (CA 



Absolute stareociMnlatry. 



1 2 or 32 CATUIS 



> 2006 ACS oa STN (CooUnuad) 
PASS 1-A 




-00 



RN 910631-87-7 CAPLUS 

CM 1-riperldloecarbesyUc add, 4-(l,2,4,5-tatralqrdro-2>o>»-3H-l,3- 

benzodlazepin-3-yl)-, (lR)-l-( (3,5-dibrOBO-4-I^ydroKyphaIvl)mBthylJ-2-[4-tl- 
t2- (liydroxyanioo) -2-o»oethylJ -4-piperldinyl) -l-piperaxliiyll-2-o«oethyl 
eater (9CX) (CA IMOSK NAKB) 

Absolute stereocbeadstry. 



Habte 



11/28/2006 



10/685,921 



Page 33 



14 ANSVER 2 0? 32 CAPIVS OOPYRIGHT 2006 ACS on STN (Continued) 

PAGB 1-A 




-00 



XM »10631-8t-> OtfUIS • 

CH l>Pl|MrldiiMeaiAfnylie add. 4-(l,2,4,5-t«t»liydro-2-oxo-3H-l»3- 

lMB«)dlu«pl&-3-yl)-» (lR)-l>((3,5-dlbraa(»-4-liydro>yph«nyl)Mtbyl)-2-[4-[l- 
[2- (liydraiyMtlvlaid.ao) -2-o»MtIiyll -4-plpoEldiivX] -l-pipsrazinyl] -2- 
OBOStfayl Mtar (9CZ) (Ck mm MMO) 



U AMSrat 2 or 32 OtfLUS O0?irRXGBr 



2006 ACS cm sm (Contlnuad) 
PAGE 1-A 




-00 



910631-89-9 CAPLUS 

l-Pip«cidii»ec«rbo»yUc add. 4-(l,2,4,5-t«traliydro-2-o«o-3H-l,3- 
lMnzodlaz«pln-3-yl} (IR) -1- [ (3, S-dlbraao-4-tiydroayph«nyl) Mthyl} -2- [4- [1- 
[2- (MtbOByaalao) -2-o«oatliyl]-4-piparldlfyl] -l-pipanxlnyl] -2-oseatfayl 
(9CX) (CA 3 



Absolut* staraochMdstry. 



U AMSVBR 2 OF 32 CAPUIS oaPTUGaP 2006 ACS OD STM (CeaUmiad) 

PAfiS 1-A 



o 




-00 



RH 910631-92-4 CAPLUS 

Ol l-PlfMEidinMartwovlic add, 4-(l*2.4.5-tatraliydro-2-OBo-3a-l,3- 

banzodiazapiii-3-yl) (1R> -1- 1 0» 5-dibn»»>4-liydmyph«iiyl) Mtliyl] *2- [4> 
(tratt9-4- (2-«tbay-2-o»Mtfayl) qrclolMMyl] -l-piiMraxliiyl) -2>o«>atliyl astor 
(9CX) (CA nSBX HAMB) 

Absolut* staraocbadstEy. 



M AHSVHR 2 or 32 CAPUI5 OOPYRIGBT 2006 ACS on STN 



(CoBtlBuad) 




vat 910631-93-5 CAPLUS 

CN l-PiparidiDacacbc»yUc add, 4-(l,2,4,5-tatrahydro-2-o«o-3a-l,3- 

banzodlazapln-3-yl) (IR) -2- I 4- ( tc«na-4- (earbasynatfayl) cyclobaxyl] -1- 
plp*razlnyll -1- 1 0, S-dibraBO-4-bydrOBypiMnyl) Mttyl] -2-oso«tliyl astac 
(9CI) (CA INOBX NAKB) 

Absoluta stacaoediBdatcy. 




m 910631-94-6 CAPLUS 

CN l-PipaddlnacarboKyUc add, 4-(l,2,4,5-tatrahydro-2-o»o-3H-l,3- 

ban2odlazapln-3-yl) (lR)-l-[(3,S-dibronu>-4-hydro9iyphanyl)Mthyl] -2-[4- 
|da-4- (2-«thoay-2-osoatlqrl) cyclohaayl] -l-piparadnyl] -2*OBoatkyl astar 
(9CZ) (CA INO» NAHB) 

Absolut* staraoehadstry. 



Habte 



11/28/2006 



10/685,921 Page 34 

M JWSVSR 2 OF 32 CAPLUS OOPYRIGBT 2006 ACS on STN 



(Contiouad) 



M MIStfBR 2 OF 32 CWUIS COPYIUGHT 2006 ACS on STN (Contlnu«d) 




910631-95-7 CAPLUS 

l-Pif»rldin«»rbcxyUc add, 4-(l,2,4,5-t*trahydro-2-o«o-3H-1.3- 
b«nzadlaz«fala-3-yl>-, (lB)-2-(4-(c±5-4-(carbojiyB«thyl)cycloh«ayll -1- 
piFMrazlayl] -1- { (3, 5-dibrcao-4-liydnMypheiiyl) wtbyl] -2'aMMtfayl vstsr 
(9CI) (Ok ram WtMB) 



Absduta stataoetemLatry. 




910632-07-4 CAPLUS 

1-Pip«rldin*carixaiylic add, 4- (l,2,4e5-tatrahyd^o-2-o«o-3H-l,3- 
b•n^odl•*•pin-^-yl)-, {lA)-l-( (3-brolK>-4-hyd^o«yph•nyl)n•thyll-2-(4- 
eyclohMyl-l>plP•c•xlnyl)-2-aso•t^yl ester (9CZ) (CA IMOBI NANB) 




RN 910632-08-5 CAPLUS 

CN l-Plp«rldln*earboKyllc add, 4-(l»2,4,S-tatrahydco-2-a>o-3K-l,3- 

baiizodiazaplii-3-yl) (») -1- [ 0-braao-4-liydro>yphaiiyl) matliyl) -2- «- 
cyeIohaptyl-l'piparaziByl)-2-osoatliyl astar (9CX) (CA tmot MAMB) 

Absoluta stacaochaalstcy. 




m 910632-09-6 CAPLUS 

CN 1-PlparldlnaearboxyUc add, 4- (1,2, 4,5-t■trafaydro-2-oso-3H-l,3- 
ban^odlaz«pln-3-yI) (IR) -l-[ (3-bromo-4-hydto«yphenyl) DathylJ-2- (4- 
cyclapantyl-l-plparazliiyl)-2-osoathyl astar (9CI) (CA INDSC NMB) 

Absoluta staraocbaaistsy. 



U MISnR 2 or 32 CAPUS COTTRIGRr 2006 ACS oa Sn (CDnUouad) 




m 910632-16-$ OffUIS 

CH l-PlparldUwearbaylic add, 4-(l,2,4,5-tatrafaydro-2-ato-3a-l»3- 

baniodlaxepiii-3-yl) (U) -l-C (3-brow-4-hydKwypl»nyl>"»«Vll-2-t«-[l- (2- 
faydroxy«thyl)-4-piparldiayl]-l-piparaxlBylI-2-canMtbyl aatar (9CI) {Ch 

INDEX NAKB) 
Absoluta ataraecbaaistry. 




Be 



RN 910632-28-9 CAPLUS 

CN l-Flparldlnacarbiwyli-e add, 4-(l»2t4,5-tatraliydro-2-om-3B-l,3- 

banzodlazaplD-3-yl) (IX) -l-[ (3-bn»o-4-fayriro3VPbaxiyi)Mtbyl] -2-[4-[l- 
(natbylnilfoiiyl)-4-iilparldinyll-l-piparazliiyI)-2-o«>atbyl astar (9CI) (CA 
imnx NAMB) 

Absoluta starsochaaistry. 



L4 ANSVKR 2 07 32 CAPLUS OOPTItlGBr 2006 ACS on STM (CoDtinuad) 




RM 910632-31-4 CAPLUS 

CM l-Plparldlnac«rbc3»yUc add, 4- (l,2,4,S-tatrahyd^t>-2-oao-3H-l,3- 
baazodlazepin-3-yl) (IR) -2- [4- [1- (ssilnosulf onyl) -4-piparldinyl) -1- 
plparazlnyl]-l-[(3-broao-4-hydrosypbanyl)mathyl]-2-o«oathyl astar (9CI) 
(CA IKDSX NAME) 

Absoluta staraocbaalstry. 




RN 910632-34-7 CAPLUS 

CN 1-PiperidlnacacboxyUc add, 4-(l,2,4,5-tatrahydro-2-o«o-3H-l,3- 

banzodi aiapin-3-y 1) - , ( IR) -I- C (3-broM>-4 -taydroayphanyl) nttbyl} -2- (4 - [1- 
( (Datbylaaioo) sulf onyl] -4-plparidiayl) -l-piparaxlnyl) -2-OBoatliyl astar 
(9CI) (CA INDEX MAHE) 

Absoluta staraocbasdstcy. 



Habte 



11/28/2006 



10/685^921 Page 35 



M ANSVER 2 07 32 OtfUIS OaPYRIGaT 2006 ACS oa STN (ConUQUttd) 




m 910632-37-0 CKPUIS 

CN l-Plpetldinecarbo»yUc •dd, «-U,2,4.5-t«traliydto-2-«io-3H-1.3- 

b«nzadi«r epin-3-yl) ( W) -1- ( (3-bcaK»-4-faydrOByplMnyl) BMtbyl] -2- [4- [l- 
t (dlMUiylanlcio) sulf onyll -4-pi|McidlBylI -l-piparazlnyll -2-oaRMttayl astsr 
(9CI) {CK XNDSt NMfB) 

Absolut* starttocbudstEy. 




BN 910632-50-7 CAPLUS 

Oi 1-Plp«tldia«ac«tlc «cd.d» 4-[4-[ (2R)-3-(3-bFOBO-4-hyd^wyph•^yl)-l-owl-2- 
^ [ 1 4- < 1 , 2, 4, 5- 1« t rahydro-2-«K>- 3H-1 , 3-b«iaodla««pii»-3-yl) - 1 - 
pi|wrldi£yllcaEbonyl]avlpn)pyU-l'-pip*razicvl1-> atfayl •9ft (9CI) <C3l 



Absolute - •tanracfawiistty. 



L4 AMSVER 2 07 32 CAPLUS OOPYRXGBT 2006 ACS on STN (Contlnuad) 



JO 




910632-51-8 CAPUUS ^ , 
1-Piparidlnaacatlc add. 4-t4-( (2B)-^-(^-b^omo-4-hyd^caypt^•oyl)-l-««>-2- 
t 1 14- 11, 2, 4, 5-tatrahydro-2-oaK>-3H-l, S-banxodiaiapin-S-yl) -1- 

piparldlnyl) carfaonyl] o«yJ propyl] -l-plparaiinyU - C9CI) (C* IMDW HAMBJ 



Absoluta staraocbaBlstry. 




RN 910632-54-1 CAPUJS ^ _ , 

CN l-Plparldin«propanoic add, 4-(4-l(2»)-3-(3-bta»o-4-hydro«yphaiiyl)-l-oa»-2- 
[ I [4- (1, 2,4, 5-tatrabydro-2-o«o-3H-l,3-baniodlazepiii-3-yl) -1- 
pipacidlixyllcarbonyljoay] propyl] -l-plparaxlnyll-, athyl aatar {9CI> (C» 
tllDBX NMfB) 

Absoluta stacaochanLstcy. 



U AHSVZR 2 or 32 CAPUS OOPTRIGar 2006 ACS on STK 



(Contlnuad) 
PAGB 1-A 



L4 AMSBBR 2 OT 32 CAPXJUS COPTRIGHr 2006 ACS OB STM 



(COntimtad) 




-00 



ni 910632-70-1 CAPLUS 

CM 1-Plpacldinabutandc add, 4-t4-t(2R)-3-(3-bro«>-4-hydroiyphaBvll-l-< 
t([4-tl,2,4, 5-tetrahydro-2-c»o-3B-l, 3-banxodi•xaIIlD-3-y^)-l- 
. pipar±dtnyllcarbonylJa3cyJpcopyll-l-piparazinylJ-y-«to-, atbyl aatar 
(9CI) (CA moss NAME) 

Absoluta ataraochamlatty. 



-CO 



RN 910632-56-3 CAPLUS 

CN l-Plparldlnapcopaode add, 4-14-1 (2»)-V(3-bro«»-4-IiydroiVP»»«Byl>-l-o«o 
( t i*' (1*2' *» 5-tatrafaydro-2-oae-3H-l, 3-b*iizadlazapin>3-yl) -1- 
plpaEldiiiyl]carboayl)oiVlpnpyl]~^-piP«r*^^^I~ INDSX NAKB) 

Absolut* staraacbamLstry. 





-CO 



m 910632-71-2 CAPLUS 

CN l-Plparldinabutando add, 4-{4-l t2R)-3-(^-broBO-4-bydro«yphaIIyl)-l- 
[ [ [ 4- (1, 2, 4, 5-tatrabydro-2-oaio-3a-l, 3-baB«odla«apln-3-yll -l- 



Habte 



11/28/2006 



10/685,921 



Page 36 



U ANSVER 2 or 32 OPUJS OOFTRIGBr 2006 ACS on STN (Contlmwd) U ANSIIER 2 OF 32 CKPUIS CQPTRIGBT 2006 ACS on STN (ConUmiad) 

p±p«tldlnylIcacboivll«VlpnwlI-l-pip«'««i"yll t9CI) (CA 

XNIISX HMfS) PAGE 1-A 

Absolut* stitoochonistcy. 




(faydroxynathylanlno) -2-oso«thyl] -4-pip«rldilayl] -l-plp«razlnylj -2-0)io«ehyl 
m 910632-79-0 CA?LU5 estor (9CI) (CA INDEX MAMB) 

ai 1-Plp*ridla«cactx»yllc add* 4-(l,2,4,5-tatrafaydro-2-oso-3H-l,3- 

beBX0dlaz«pin-3-yl)-, (lR)-l-[(3-broa»-4-)tydro>yphaRyl)iMthyl]-2-[4-tl-[2- Absolut* at*r*ocb*ni9tcy. 

<h y a n Mi y«ii iio> >2-o«a*thyll -4-plp*cldlByl] -l-plporMinyll -2-c«o*tlyl •9t*r 

<9CX) (CA tmn NMB) 

Absolut* st*r*ocb*^stcy. 



14 AIBBBR 2 or 32 CAPUIS UUPtKiUg 200C ACS on STR 



(ContlmMd) 
PAGE I'h 



L4 KKStaSt 2 CF 32 CAPUIS CQPTJaGBT 2006 ACS oo STN 



(CoQtiouad) 
PAGE 1-A 






-00 



SN 910632-81-4 CAPLU3 

CN l-Plp*rldio*catboayUc wld, 4-CI,2,4,5-t*tcaIiy«Jto-2-o»o-3H-l,3- 

b*azadiaz*pio-3-yl) (IR) -1-C (3-braDO-4-bydr0Bypb*nyl) nttliylj -2-[4- [1- 12- 
(MtheivaBiao} -2-om*tbyll -4-pip*rldlDyl] -l-plp*razioyl) -2-OKo*tfayl matmr 
(9a| (CA ntDBX MAKE) 

Absolut* 8t*E*oeb*al9tcy. 



m 910632-84-7 CAPLUS 

CM l-Plp«tldia*e«cboiyUe «eld, 4-(l,2»4,S-t*tralvdco-2-o»o-3B-l,3- 

b*nzodlaz*pln-3-yl) (IW -I- 1 (3-broM-4-hydro«yph*oyl| aatbyl] -2- [4- [ trans^ 
4--(2-*tiMny2-oso*tbyl)cyclob*syl]-l-pip*ra2iiiyl)-2-oso*tliyl *8t*r {9CI) 
(CA XNDBC MAMB) 

Absolut* 8t*r*och*Bistty. 




Habte 



11/28/2006 



10/685,921 



Page 37 



MtSnSR 2 OF 32 CULUS OOPTRICHT 2006 ACS oa 5TN 



(Contieutd) 



KM 910632-B5-8 C»LUS 

CM I'PipaddintearboayUc add, 4-(l. 2.4,5-t«trafaydro-2-<»o-3B-l,3- 

banzodln«plD«3-yl) (IR) -1- [ (3-braBO-«-hydcoxyph«oyl) mtbyl} *2- [4- lerao^- 
4-(earbelyMtb/l)eycloll•syl]-l-pip•^asllIyl)-2•o>Mtlqrl Mtcr (9CI) ich 



AMSVKR 2 or 32 CAPLUS OOPTRXGHT 2006 ACS on STN (Ctatinucd) 
lMnzadlaz«|iln-3-yl) (IR) -1-C (3-brc»o-4-hydroxyplMnyl) Mtfayl] -2-(4-(ci9-4- 
(eacboaymtbyl) cyclolwsyl) -l-plp«raxiiiyl] -2-OBo«tbyl »t*r (9CI) (CA 
ZNOSX NKHE) 



Absolut* stcreoehttmlstry. 



Absolut* stsrsochsalstEy. 





910632-86-9 CAPLUS 

l-Plp«cldia*carbcnyUc add, 4- (l,2,4,5-t•tt*byd^o-^-o«o-3H-l,3- 
b«Il^odlazeplo-3-yl) -1- 1 (3-bcoB»-4-hydroayph«tiyl) Mtbyl} -2- (4- [c±9-4- 
(2-ethosy^2-asoetliyl) cyclehtayl] -l-|iip«raxiiiyl) -2-eso«tliyl sstar (9CX) 
(OA INDEX NAKS) 



910632-98-3 CAPLUS 

l-Plparldlft*cacbosyUc add, 4-(l,2,4,5-t«tral>ydro-2-o«o-3H-l,3- 
baModlazapin-3-yl) (IR) -2-(4-cyclobeptyl-l-pipacaxlnyl)-l-[ (4-bydco«y^ 
3.S-<tiMtliylplMnyl)Bmtbyl]-2-esoatfayl astar (9CZ} (CA INOBX NAME) 



Absoluts stsraochsmiatcy. 



Absoluts starsochanlstry. 





910632-87-0 CAPLUS 

l-Plpseidiiisc«cbosyllc add, 4-Cl#2,4,S-tstra}iydro-2>axo-3H-l,3- 



910632-99-4 CAPLUS 

l-PlpsridiDscacboiyUc add, 4- (1, 2, 4, S-tatrabydro-2-o*o-3H-l. 3- 
banzodiazspla-3-yl) (IR) -2- (4-cyclopantyl-l-piparazlByl) -1- [ (4-b(ydK»3r- 
3,5-<liBatlvlpbaiiyl)BatbyI]-2-o«Mtliyl astar (9CI) (CA ZIIDHX NAHB) 



U ANSHKR 2 or 32 CAPUIS OOPTRIGBT 2006 ACS OS STM (CoatlBUMl) 
Absolut* stataodia^txy. 



M ANSm 2 or 32 CAFUIS OOpyRICBr 2006 ACS OB STN (CdntinuMl) 





910633-03-3 OPUIS 

l-Plp*tidliMCscboayUe add. 4-(l»2,4,S-tsecalqrdEO-2-eait>-3H-1.3- 
baazadlaz*pio-3-yl) (IR) -1- [ (4-bydroKf-3» S-dlaatlqFlphanyl) nthyl] -2- [4- 
[l-(2-bydzxBy«thyl|-4-pip*cldlByl]-l-plpanxlayl]-2-OKO*tIqrl ostar (9a) 

(CA ] 



910633-24-8 CAPLUS 

1-Plpatldlnacarbosyllc add, 4-(l,2,4,5-t*traiiydro-2-oao-3a-t,3- 
banzodlazapia-3-yl) (IR) -2- [4-(l- (asdAOsuUonyl) -4-pipatldliiyl] -1- 
piparaxlnyll-l-t (4-liydro>y^3,S-dlaatliylphafiyI)Batbyl]-2-anatliyl astar 
(9CI) (CA ] 



Absolut* st*r*ocb*Bi8tcy. 





JQf 910633-18-0 CAPLUS 

Of l-Plp*rldlD*carbosylic add, 4-(l,2.4,S-tatrafaydco-2-oso-3H-l,3- 

banzodiazapin-S-yl) (IR) -l-[ (4-bydR»y-3, S-dlmtbylphanyl) Bathyl] -2- [4- 
(l-(aatfaylsulfoayl)-4-plperidiiiyll-l-pip«razliiyl]-2-o«j*tliyl astar (9CI) 
(CA INOm NAMS) 

Absolut* st*r*ocb*mistcy. 



m 910633-30-6 CAPLUS 

CN l-Piparldin«carbo«yUc add, 4-(l,2,4,5-tatrahydro-2-oao-3H-l,3- 

b*nzodia2apin-3-yl) (IR) -l-[ (4-bydrosy-3,5-dlaattiylph*iiyl) natfayl} -2-(4- 
Cl- [ (BattaylaalBo) sulf onyl] -4-piparidiiiyl] -l-plparazlnyl} -2-osoatfayl astar 
(9CI) (CA minx NAHK) 

Absolut* staraochaalstcy. 



Habte 



11/28/2006 



10/685,921 • Page 38 

M msm 2 or 32 oplus oarnaGot 2006 acs on stn (contimwd) 




m 910O3-36-2 CAPLUS 

CH l-PiparidiBscarbcaiylic add, 4- (1,2,4, ^t«tcatiydto-2-aio-3B-l,3- 
benzodiBzepin-3-yl) (») -2- [4- Cl-t («iia*thyl»mlno) »ulf onyl) -4- 
pipocidioyll -l-pip«razliiyl] (4-hydreii/-3, S-dlMtfaylphanyl} natfayl] -2- 
OBMttayl sstar (9CX) (O DIOB KMfS) 

Jlbsolut* statsodMadatcy. . 



M«21l^ 




m 910fi33<S4-4 OkPLUS 

CH 1-PlparldinaacaUc add, 4-t4-( (2!i)-3- (4<liydro«y-3,5-dlBMtlvlphaayl>-l-an 
2-[ [ [4- (1,2,4, 5-t«trahydro-2-o«>-3B-l, 3-beazodl«zapln-3-yl) 
plpaEidtnyllcacbonyllosy} propyl] •l-plparazloyll-, attayl astar (9CS) {CA 



AMSVER 2 OF 32 CAPLUS OOPYRXGHr 2006 ACS en STN 




RN 910633-55-5 CAPLUS 

CW 1-Piparldlnaacatlc acid, 4-C4-t{2R)-3-(4-hydreay-3,5-di»athylphanyl)-l-o 
2- t [ 14- (1, 2, 4, S-tatrafaydro-2-aso-3B-l, 3-baBzadlazapln-3-yl) -1- 
plparidllayl]cacboiiyl}oay]prapyl]-l-plparazliiyl)- (9CZ) (a INDEX NANB) 

Absoluta ataraochamlatEy* 




BD2C^1 



RN 910633-58-8 CAPLUS 

CM 1-Plparidinepropanolc add, 4-[4-[ (^R)-3-(4-hyd^cMiy-3,5-dllB•tfaylpbe^yl)-l- 
o«o-2- ( ( [4- (1, 2, 4, 5-tatrahydr»-2-an>-3B-l, 3-banzod±a2apitt-3-yl) -1- 
tdparldinyll carbooyll cayl propyl] -l-pipara»lnyll atfayl astar (9CX) tCh 



Abaoluta ataraoehantstry. 



u AKsvn 2 or 32 cwuis copYiaGBr 2006 acs on sn 



(ConUmiad) 
PAGE 1-A 




-00 



RN 910633-59-9 CAPWS 

CH t-Pipaddioapropaaolc add, 4-(4-[(2R)-3-(4>Iiydrosy-3,S-diMtfayIphaByl)-l- 
rao-2- [ [ (4- (1, 2, 4,S-tatraliydre-2-i«o-3B-l, 3-baazadlazapln-3-yX) -1- 
piparidinyl)earfaoiiyl]aayIprqpyl]-l-plparazlnyl]- (9CX) (CA niDSX MAHB> 

Absoluta staraoebamlstry. 



U AMSVSR 2 OP 32 CAPUIS CDPtRIGHT 2006 ACS on STN (Contlmiad) 

PACT 1-A 




-CP 



RN 910633-66-e CAPLUS 

cn l-Plparidlnabutandc add, 4-t4*n2R)-3-(4-liydro]v3,5-dlMthylphasyl)-l- 
aro-2- [ [ [4- (1. 2, 4, S-tatratiydro-2-OKe-3a-l , S-baazadiazapln-S-yl) -1- 
plparldliiyl]carboiiyl]oBy) propyl) -l-piparaxlnylj-r-oxo-, atliyl astar 
(9CX) (CA XNDB( NAHB) 

Absoluta staraoehaalstry. 



Habte 



11/28/2006 



10/685,921 



Page 39 



MISVZA 2 OF 32 CAFLUS OaPTRIGST 2006 ACS on STH (ContlnuMl) 



rrtY 



-00 



m 910693-67-9 CWUIS 

CM l-Plfwrtdlmbutanotc add, 4-(4-{ (2Jl)-3-(4-hyd^o»y-3,5-dlm•thylph•I^yl)-^- 
«w-^- [ [ [4- (1, 2, 4 , 5-t«traliydro-2-aio-3a-l, 3-b«nzocliaz«pin-3-yl) -1- 
plpartdliiyll ocfaoayl] tiayj profyll -l-pip>c««inyll -r-o«o~ (9CX) (CA 



ANSWER 2 or 32 CAPLUS 



' 2006 ACS on STH 



(CODtiniMd) 
PACT 1-A 




-00 



RH 910633-74-B CAPLUS 

CN l-Pip«cidln«c«rbcaiyUc «cid» 4-{l,2,4,5-t«trahydK>-2-o«o-3H-1.3- 

lMnzodlaz«plD-3-yl)-, (lR)-2-t4-ll-[2-(bydro«y«mlno)-2-o«oethyl3-4- 
plporldinyl] -l-pd.p«r«slayll -1- [ (4-hydEOsy-3, S-dlmthylplMnyl) matbyl) -2- 
oxoothyl ma ft (9CI) (CA IMOBX NMfE) 

Absolute 9t«r«ochadstcy. 



-CP 



RN 910633-75-9 CAPLUS 

Of l-PipmtiOiomc^TbaaifUG add, 4-(U2r4,5-t«traliydro-2-agio-3a-l,3- 

banzodlaztpm-S-yl) <1») -X-C (4-bydro«y-3, S-dlaatliylphaiiyl) matfayl) -2-14- 
[1- [2- (hydcoavMthylaBdno) -2-anatliyl] -4-piparidliiyl] -l-pipatazlnylj -^- 
OKoatfayl wttt (SCI) (CA ZMOSX MNIB) 

Absolut* storaoclwdtttcy. • 



L4 AHSBXR 2 OP 32 CAPLUS COPYRIGHT 



2006 ACS on STH (Continuad) 
PAGE 1-A 




-00 



RM 910633-76-O CAPUIS 

CN l-Plp«cLdln«c«rboKyUc add, 4-(l,2.4.5-tatcaDydro-2-o>o-3B-l,3- 

banzodlazepln-3-yl)-, (IR) -l-[ (4-llydro1?y-^»5-^i«tlIylph•nyl)■BthylI-2-I4- 
(l- [2- (fflathoxyainlno) -2-oso«thyll -4-piporldlnyll -1-plparadnyl] -2-osoatliyl 
•star (9CI) (CA INDBC MAMS) 

Absoluts staraochaodstry. 



Habte 



11/28/2006 



10/685,921 



Page 40 



ANSVER 2 07 32 C»IJUS O0?YRXGBT 2006 ACS on STN (COttdniMd) 

PMX 1-A 




-no 



RN 910633-79-3 CAPLUS 

CM l-riMridlmcatbosyUc acid, 4-(l,2,4,5-t«tcahydro-2-o»o-3H-l,3- 

b«iisodiu«ptn-3-yl) (IB> -2- {4- [tc«w-4- (2-«th<»iy-2-aso«thyl) cyclobtsyl) - 
l-plp«raziiiyl) -1- C («-liyclco>y^3, 5-diMtl«ylplMiiyl) Mtbyl] -2-ara«tbyI tatar 
(9a) (Ok noBx muKSi 

Abaoluta ataraechaalatcy. 



L4 AHSHBR 2 OF 32 CKPLUS OOPYIUGBr 2006 ACS on STN (Contlnuad) 




910633*80-6 CAPLUS 

1-Piparidlnecarbosylie add* 4-(l,2.4,5-t«tr8bydro-2-o»o-3H-l,3- 
bai«odiaz«pln-3-yl) (IR) -2-C4-ttrans-4- (carboxynathyl) cycloha»yll-l- 
filpacazlnyl] -1- C (4-bydroay-3, S-diaatliylphanyl) oatltyl] -2-aioatliyl aatar 
(9a} (CA ZNDKX HAMS) 



Absoluta staraochanlstty. 



HD2C.^^^X^ 




PN 910633-81-7 CAPUfS 

CH 1-PiparldlnacarbosyUe add, 4-(l,2,4,5-tatrahydto-2-o«o-3H-l,3- 

baazodlazapin-3-yI) {in) -2- C4- tcls-4- (2-athoay-2-o»oatIiyl) cyelohax/1] -1- 
plpa razlnyl] -1- ( (4-liydraav3r 5-diMthylphaByl) Mtliyl) -2-oxoatlirl •> tar 
(9a) (CA mOBX MMfB) 

Absoluta ataraoebasdatcy. 



M ANSVSR 2 or 32 OffUS COVmiGBr 2006 ACS on STIC (CooUnuad) 




RH 910633-B2-8 CAPLUS 

dl l-Plparldiaacarboxylie add, 4-Cl.»*«.5-tatrabydro-2-OKi-3B-l,3- 

bemodlarepin-a-yl) {lA) -2-t4-td»-4- (cacbo^yoatliyl) eyclAbaxyl] -1- 
piparazinyU -l-l (4-t>ydrosy-3.S-diaatlqrlplMflyDflMthyl]-2-oaoatkyl astar 

(9CI) (CA INDEX NAKX) 

Absoluta staraochadstcy. 




m 910633-94-2 CAPLUS 

CM l-Piparidin»caEbc«yUc add, 4-(l»2,4,5-tatrahydro-2-<ao-3H-l,3- 

b«nzodLaz«pln-3-yl) (IR) -1- 1 (3, 5-dlchloro-4-hydKwyphanyl) mathylj -2- [ 4- 
(l-iwthyl-4-plf»ridiiiyl)-l-piparadnyll-2-o«oatbyl astar (9C1) (CA INZOX 
NAHB) 

Absolut* staraochadstcy. 



M AMSVBR 2 OF 32 CAPLUS OQPlRIGar 2006 ACS on STM (Contlnuad) 




CI 



m 910633-97-5 CAPLUS 

Of l-Piparldinacarbo«yllc add, 4-(l,2,4,S-tatrahydro-2-o«o-3H-l,3- 

banzodlazaplo-3-yl)-, (lR)-l-[(3,5-diciaoto-4-hydro»yphanyl)mathyll-2-oao- 
2-[4.(4-piperidlayl)-l-plparadByl-]*tl)yl> vstar (9a) (CA ZHOBX NAKB) 

Absoluta staraochadstty. 




RN 910634-01-4 CAPLUS 

CN l-Plp«rldlD«carboayUc add, 4-(l,2,4,5-tatrahydro-2-OKO-3H-l,3- 

banzodiazapln-S-yl) -» dR) "2- (4-<:ycloh««yl-l-plp«r«lnvl) -1- 1 (3. 5-dichloro- 
4-liydroayph*nyl)mathyl]-2-oaoathyl astar (9a) (CA INDEX NAHB) 

Absoluta staraochadstry. 



Habte 



11/28/2006 
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RN 910634-11-6 CKPLUS 

en l-Plp«rldin«carboiiyUc acid, 4-(l,2,4»5-tBtrahydro-2-ffln>-3H-1.3- 

teaxadlax»plB-3-yl) (3, S-dlcfaloro-l-hydrosyphenyl) mtfayl) - 2- [4- 

Cl-(Batliylsulf(nyl)-4-plp*cldliiyl)-l-plp*razliiyl]-2-aiMthyl e9t«r (9CZ) 
(Oi IHDBX NHMS) 

Abaoluf stacaocbaaistcy. 




RN 910634-13-8 C3l?LUS 

d l-Plp«rldlMcarbcaiylic add, 4-(l,2,4,5-t«trahydro>2-<»o-3H-l,3- 

b«azodlaz*pln-3-yl) (IR) (3-chloro-4-liydr(»yph«iiyl) mtfayl) -2-(4< (1- 
aattayl-4-plp«Eldliiyl)-l-pl|ieraziiiyl}-2-o»Mtbyl astar (9CX) (Ck INDSX 
tUMB) 

Absoluta stataoeha^stry. 



M JWSVBR 2 or 32 CAPLUS OOPYRIGBT 2006 ACS on STN (Continuad) 




CI 



m 910634-16-1 CAPLUS 

CK 1-PiperldinacarboKyUc «cd.d, 4-(l,2,4,5-tatrahydro-2-<wo-3H-l,3- 

b«nzodiazepia-3-yl) (IR) -1- 1 (3-ehloro-4-faydroxyphaiiyl) natfayl] -2-<wo-2- [4- 
(4-plparldlnyl)-l-pd.parazlnyl]atfayI astar (9CI) (CA IMOBX MMIB) 

Absoluta staraochaalstry. 




CI 



RN 910634-20-7 CAPLUS 

CM l-PiparidiBacaEbo>yUc add, 4-a»2,4,5-tatral9dco-2-o«o-3H-1.3- 

banzodlazapiD-3-yl) (») -1- 1 0-chloro-4-hydn»yphanyl) aathyU -2- (4- 
cyclohaayl-l-plpara£lByl)-2-aHoatlvl •afr (9a > (CA INDSt NAHB) 

Absolut* ataraoehadatty. 



L4 AMSBBR 2 OT 32 OkPUIS OOmUCHr 2006 ACS 0& STN CContiauad) 




RN 910634-35-4 CNPUIS 

CN l-MpadcUnaearbo^lle add. 4-(l,2,4.S-tatratvdEO-2-cm-3B-l,3- 

b«ttZQdiazapiii-3-yl) (») 0-chIoro-4-liydroxypbaByl)Mtlv3-] -2- [4-{l- 
(lBatltylsulfonyl)-4-plpacldilqfll-l-|)lpaminyl]-2-o»Mel)yI astar (9CI| (CA 
XNQSX MAMB) 




RN 910634-3S-7 CAPLUS 

at l-PipatidioacaEb(nylie add, 4-(l,2,4,S-tatraliydro-2-OBO-3B-l,3- 

baasodlaxaplB-3-yl) (IR) -l-[ (4-adiio-3, S-disMtbylphanyl) aatbyl] -2- (4- 
eyelahaxyl-l-plparadiiyl)-2-«Kiatlqrl Mtar (9CZ} (CA XNDBI NMIB) 

Abaoluta ataraoehadstty. 



U AHSHBR 2 or 32 CAPUJS GOPTRXGar 2006 ACS oa STN (Continuad) 




RN 910634-56-9 CAPLUS 

CN 1-Piparldlnacarbosyllc add, 4-(l,2,4,5-tatrahydro-2-o»>-3B-l,3- 

banzodiaxapln-3-yl)-, (lR)-l-[ (4-adno-3,5-dimUiylphanyl)Batbyl]-2-[4-[l- 
(nMtliylaulfoiiyl>-4-pipaddlByl]-l-piparadByl]-2-(nn»tliyl astar (9CI) (CA 
XNOSC NMB) 

Absoluts staraeehadatry. 




Ha 



RN 910634-60-5 CAPLUS 

CN l-Piparidin«carboxyUc add, 4-(l,2.4,5-t«tcahydro-2-c»o-3H-l,3- 

b«nzodiaz«pin-3-yl) - , ( IR) -1- [ [3, S-ds ( trlfluorcoatfayl) phanyl] oatliyl] -2- (4- 
cycloh«xyl-l-plp«raziayl)-2-osoatfayl aatar (9CX) (CA XNOBX tMHSI 

Absoluta staraeehadatry. 



Habte 



11/28/2006 



10/685,921 



Page 42 
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m 910634-77-4 CAPLUS 

CM l-Pip«ciclinec«cbc«yUc add, 4- (l,2,4,5-t•trahydro-2-o«o-3H-l,3- 
b•nzodl«2tpln-3-y^^-, (in) (3,5-hi» (trlf luoroaiathyl)ph«nylJm«thyll -2-t4- 
tl- <nttiiyl»ulfooyl) -4-pl|MEldliiyl) -l-plpvrazlnyl] -2-aso«tliyl Mtar (9C1> 
(C» ZHIIBX NAKB) 

Absolut* stermdMolatty. 




KN 910634-94-5 CAPUIS 

CM l-Pip«rldln*carbosyUc add. 4- (l,2,4,5-t•trahydro-2-«x»-3B-l,3- 
b•c^xodiaz•pin-3-yl) (IR) -l-[ O-Betbylphaoyl) Mthyl]-2-<»o-2-[4- (4- 
pl|Mrldlayl)-l-plp«razlaylI»tliyl eatac t9Cl> (CA ] 

Absolut* st*raodi*mlstEy. 



M ANSVSR 2 0? 32 CAPLUS OdPYlUGar 2006 ACS on STN 



(CoDUmiad) 



xyr 



Y 



910635-05- IP 910635-06-2P 91063S-07-3? 

RL: RCT (R*actant)» SPN (Synthetic preparation) I PRBP (Pr*p«ration)i RACT 
(Raactant or raagant) 

(preparation of notatrafaydrabaazodiazepiRylpipsridinas as C6RP r*c*ptor 

antagonists ) 
910635-05-1 CAPUIS 

1-Pip*rldla*ac*tie add, 4-[4-[(2R>-3-C3,5-diiMtfayl-4- 
(pbanylBathosy) phanyl] -l-aKO-2- [ [ [4- (1, 2, 4» 5-tatrahydro-2-oso-3B-l, 3- 
b*nzodlaz«pln-3-yl) -l-piparidinyl] carbonyl] my] profiyl] -l-pip*raalnyl] -r 
•thyl *st*c (9CX) (CA INDBX NAKB) 



Absolut* 8t*r*ochaal8tcy. 



JU7 




RN 
CM 



910635-06-2 CAPLUS 

l-Plp«ridin*cartoo»yUc add. 4-(l,2,4»5-t*tcahydro-2-q«>-3B-l,3- 
b*nzodiazapio-3-yl) (IR) -1- [ [3, S-diBatbyl-4- 



U AXSSSR 2 07 32 CAPLOS COPTRIGHT 2006 ACS on STU (CoaUmisd) 
(phenylBathoxyl phenyl] mtbyl] -2-ck o-2-I4 - (pfa«nyla*tfayl) -l- 
plp*raxlnyllatfayl t9t*r (9C2) (CA IROBX NAKB) 

Absolut* 8t*r*ocb*Blstty; 




M* 



RN 91063S-07-3 CAPLUS 

CM l-Plp*cldln*carbosyUc add, 4-(l,2,4.S-t*ttabydro-2-o«o-3B-l,3- 

b*nzodlaz*pin-3-yl) (IR) -1- [ (4-liydro:v^3. S-diMtfaylph*nyl) natfayl] -2-aBO- 
2-(l-plp*taslnyl)«ttiyI astac (9CZ> (CR SltDBlt HAMB) 

Absolut* st*r*ocb*mlstcy. 




RBrSRENCB COUrr: 2 TBBRB ARB 2 CITBD BSFSRSNCSS AVAILABLB IQR THIS 

RECOnO. ALL CITATZOHS AVAILABLB IN THB RB FOfMAT 



L4 ANSWER 3 OF 32 CAPLOS CQPYRIGaT 2006 ACS OD STN 
AOCBSSIOM NUMBER: 2006i 656692 CAPLUS 

DOCUKENT NUHBBR: 145*96491 

TITLBi Us* Of 06RP antagonists In troatmnt and prav«ntion of 

hot flushas in prostata eanear patients 

INVBMT0R(S): Rudolf. Xlaus* Doods. Benri> Nualler. Staphan Georgr 

Zasponl. Annette* lustanberger. PhiUnpi Stankaq>, 
drk; Arndt. Xlrateni Schaenzle. Gerhatdi Brlckl. 
Rolf-Stefan 

PATENT ASSIGMBB(S)i Boebrlnger Zngelhela International G.n.b.H.. Gamanyt 

Boahelngar Ingelhein Pbataa 6.a.b.R. & Co. K.-G. 

SOUBCBl per Int. Appl ., 46 pp. 

COOBNc PIXXD2 

DOCUMENT TYPE: Patant 

LANGUAGE: English 

FAMILY AOC. NUM. OOUNTt 1 

PATENT INFORMATION: 

PATENT NO. KIND DATB APPLICATION NO. DATS 



«D 2006069754 Al 20060706 WO 2005-BP13974 20051223 

Wt AS. AG, AL. AH. AT. AU. A2. BA. BE. BG. BR, Btf. BY. BZ, CA. CH. 
CN. 00, CR. CU. CZ, DB. IHC. CM. 02. BC. BS. BS. BS. FI. GB. GO. 
GE. GH. GM. HR. HU, ID. IL. IN. IS. JP. KB. KG. lOt. XN. KP. KR. 
XZ. LC. LK. LR. LS. LT. LU. LV. LY, HA. KD. HG. MX. HN. KV. MX. 
HZ. NA. NG. NI. NO. NZ. OK. PG. PH. PL. PT. K>. RU. SC. SD. SB. 
SG. SX, SL. SM, SY. TJ. TM, TN. TR. TT, TB, UA. OG. US, UZ. VC, 
VN. YU. ZA, ZH, Z» 
nr: AT. BB. BG. CB, or, CZ. DB* mC BB. BS. FI. PR, OB. GR, BU. IB, 
IS. IT. LT. LU, LV. MC. NL, PL, PT, RO. SB. SI. SX, TR. BF, BJ, 
CF. OG, d. CM. GA. GN. GQ. Gtf. KL. HR« NB. SN. TO. TG. BW. GH. 
Qt. KB. LS, MV. HZ. KA, SO, SL. SZ. TZ. UG. ZM, ZV, AM. AZ. BY. 
KG, KZ, HD. RU. TJ. TH 
DB 102004063755 Al 20060720 DB 2004-102004063755 20041229 

US 2006154921 Al 20Q60713 US 2005-301422 20051213 

PRIORITY APPLN. INfO. t DB 2004 -102004 063755A 20041229 

AB Th* invention discloses a nethod for treatment or prevention of hot 

flushes in men who underwent castration, e.g. due to androgen ablation 
treatment in prostate cancer therapy, coofirlsing admidstration of an 
effective amount of a selected OGRP antagodst to the patient, as well as 
the use of the active compds. for the manufacture of a pharmaceutical 
cooposition 

intended to be used in this method. 
IT 696296-57-1 686296-57-10. salts 8660S6-02-4 
866086-02-4D. salts 866086-13-7 866086-13-7D. 
salts 866086-63-7 B66086-63-7D, salts 
866086-67-1 866086-67-10. salts 894071-73-9 
894071-73-90. salts 894071-75-1 894071-75-lD, 
salts 

RL: PAC (Fhacmacological activity)* TBU (Therapeutic use)i BIOL 
(Biological study) i USBS (Uses) 

(OGRP antagodsts for treatment and proveotien of hot flushes In 
prostate cancer patients) 
RN 686296-57-1 CAPUIS 

Oi l-Piperidinecarbosamlda, N-[ (lR)-l-[ (3.4 -diethylphenyl) methyl] -2- C4-(l- 
Batfayl-4-piperldinyl) -1-piperazinyl] -2-oxeethyl] -4- (1, 2, 4, 5-tatrahydto-2- 
oso-3H-1.3-benzodiazcpin-3-yl)- (9CI) (CA INOBX NANS) 

Absolute staceochenistry. 



Habte 



11/28/2006 



10/685,921 Page 43 
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r/rV 



00 



m tt6396-57-l CWLUS 

CH l-PlfMrldlnacarbosanldB. 1l-[(U0-l-[O,4-dl*tliyl|ih«ayl)Mtfayl)-2-(4-(l- 
B»thyX-4-pip«rid±nyl) -l-plp«rasiiiyl] -2-osMtliylI -4- (1, 2, 4, 5-t«trabydro-2- 
oso-3H-l,3-b«nzodiaz*pla->Yl)- (9CI) (Oi IXOIX KMCB) 

Absolut* st«r«ochud.8tcy. 

. rrCO 



vat i660«6-02-4 cwias 

CM l.piparldliiaeaEbcavlic addr 4-a*2.4,5-t*tnliydro-2-<nK>-3B-l,3- 

banzodl«s«ptD-3^1) (IR) -1- C (4-lvdnay'3,5-<liMtliyl|>b«iiyl) Mthyl) -2- [4- 
(l-Mtliyl-4-pl|wcldiByl)>l-plp«ruliiyl]-2-an«tliyl Mtvr (9CI) (CK mOBC 



Absolut* at*noclM*i0tcy. 



U AMSVER 3 OF 32 CAPLUS OOPTRIOar 2006 ACS on STN (Continued) 




rrrv 



00 




866086-02-4 CAPLUS 

l-Plp«ndln«carboxyUc add, 4- (1,2, 4,5-tetrahydro-2-«it>-3H-l, 3- 
b«M0di*ZBpin-3-yX) (IR) (4-hytlto«y-3, S-dinathylphsnyl) oathyU -2>I4- 
(l-mtfayl-4-plp«rldiDyl)-l-plp«razlnyl]-2-oxo«thyl aster {9CI) (OA r"— 



Absolut* staraoclMaistEy. 




RN 866086-13-7 CAPLUS 

CN l-Pip*ridliMcaEboxyUc add, 4-(l,2,4,S-t*trahydro-2-OBO-3B-1.3- 

b*iizodiaz«plii-3-yl» (IR) (4-liydrosy-3, S-diBathylpboayl) uatliyl] -2- 
2-[4-(4-plp«Eldinyl)-l-plp*raziiiyll*tbyl •st*r (9CI) (CA IHDBC NAMB) 

Absolut* stsnoehttBlstcy. 



14 ANSnil 3 OP 32 CAPLUS caPTRIGar 2006 ACS on STM (C on tlnu a d) 




RN 866086-13-7 CAPLUS 

CN l-PtparidinacatboiiyUc add, 4-(l,2,4,S-tatrafaydro-2-c»>-3H-l,3- 

banxodlaz«pia-3-yl> (IR) -1- ( (4-liydroxy-3, S-dlaatliylpbanyl) aatbyl] -2-aso- 
2- [ 4 - ( 4 -plpa rldloyl) -l-pip*raxlii]rll atbyl •stoc (9CI ) (CR ZMDSX HAHB) 

Absolut* staraochadstry. 




RH 866086-63-7 CAPLUS 

CN l-Piparidinacarbc«yUc add, 4-(l,2.4,5-tatrahydro-2-oao-3H-l,3- 

baBzodiaz«pin-3-yl) (IR) -1- [ (3, 5-dibroK>-4-hydro»yphanyl) nathyl] -2-(4- (1- 
jaathyl-4-plparidinyl>-l-pipata*iiiyl)-2-o«o*thyl astac (9CI) (CA INDEX 
NAME) 

Absolute stataochadstry. 



U AMSNBR 3 or 32 CAPLUS COPTRIGHr 2006 ACS ott STM (Contimiad) 




RM 866086-63-7 CAPLUS 

CM 1-Plparidlnacarboxyllc add, 4-(l,2,4,5-tatraiiydro-2-o«o-3H-l,3- 

banzodlazaplii-3-yl} (IR) -1- C (3» 5-dibcoB»-4-hydro»yphanyl) o*thyll -2- [4- (1- 
Mtfayl-4-plp*tldiiiyl>-l*PlP«r»ioyU-2-oxo*tkyl aatar (9CX) (CA INDEX 
' MAHB) 

Absolut* staraochadstcy. 




RM 866086-67-1 CAPLUS 

CM l-Plparldlnac«rbo«yUc add, 4-(l,2,4,5-tatrahydto-2-o«o-3H-l,3- 

baiizodlazapln-3-yl» (IR) -l-[ (3,5-dlbroB»-4-hydroayphaiiyl)mathyl] -2-oso-2- 
[4-(4-plp*ddlDyl)-l-pipacazliiyll*tbyl astac (SCI) (CA INOIDt MAKE) 

Absolut* staraochadstcy. 



Habte 



11/28/2006 



10/685,921 
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U MSVER 3 or 32 CWUIS COPnaGBT 2006 ACS on STN 




ayP 




m 86608 G-CT-l CKPLUS 

Ca l-Plpeddloacarboayllc add, 4- (1. 2,4, 5-t•trahyd^o-2>OKO-3H-l,3- 
b•nzodlazepio-3'yl) (1A> -1- [ (3, S-dlbroiio-4>hydroxyph*nyl) mtfayl] -2-i 
[4-(4-plp«cldlnyl)-l-plp«raziiiyl]«tliyl vstar (9a) (Ok INDEX NMfS) 

Absoluttt stcraoetMfflLstey. 



RN 894071-73-9 OVPLUS 

CN Plp«razin*, l-l (2S) -2-[I3-chloro-4-hydro»y-5- (tcifluoroo«thyl)phenyllia«tby 
11 -1, 4-diomo>4- [4- (1, 2, 4, 5-t«trahydco-2-oao-3H-l, 3-beazadlazapln-3'yl) -1- 
pip«rldinyl)butyl)-4-(l-iMthyl>4-plperldlliyl)- (9CI) (CA XNDSX NMIB) 

Absolute staraoehMdstry. 





m 894071-73-9 CWUJS 

cat Plpacazinar l-[ (2S)-2>[[3-chloro-4-liytlroiy^5-(triflueran»tliyl)phanyl]BMthy 
1] -1. 4-dlaso-4- [4- (1, 2. 4. 5-tatral9dEO-2-oso-3B-l, 3-b«nzadlazepin-3-Yl) *1- 
pl|Mridliiyl]fautyl]-4-(l-Batfarl-4-plp«rtdlDyl>- (9CI) (CA INDBI HKHB) 

AbMluta stataodwnlstcy. 



RN 894071-75-1 CWUJS 

Of 1-PlparldlaacatbosaBida, N-[ (lR)-l-[ (4-afldRO-3-chloro-5- 

mathylpHaivl) natfayl] -2- [4- (l-mathyl-4-plpacldiiiyl) -l-plpacaziiiyl] -2- 
OKoathyl] -4- (1, 2, 4. S-tatrafaydto-2-oso-3a-l, S-banzodlazapln-S-^l) - (SCI) 
(CA INHBX NAMB) 

Absolut* staraochafldstcy. 



MfSWn 3 or 32 CKPLUS COraUGHr 2006 ACS on STN (COntimwd) 



L4 ANSWER 4 OF 32 CAPUTS COPYRKaT 2006 ACS on STN 
ACCBSSIOM NUMBZRl 




RN 894071-75-1 CAPUIS 

CN l-MpatidlBeearboMiiida, N-[(lA)-l-[(4-amlno-3-chloro-5- 

■athylpbanyl) nathyl] -2-(4- (l-Mtfayl-4-|ilpatldlByl) -l-plpenzlnylj -2- 
osoatfayl] -4- (1, 2, 4, S-tatrafaydro-2-ogK>-3H-l, 3-benzadlazaplB-3-yl) - (9CX) 
(CA INDEX NAKE) 

Absolute stacaodbaodstcy. 
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PATENT NO. 



KIND DATE 
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DATS 



US 2006142274 
DB 102004063752 
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• Vt AB, AG, AL, AM. 

CN, 00, CR, CU, 



Al 20060629 US 2005-301446 20051213 
Al 20060713 OS 2004-102004063752 20041229 
Al 20060713 VO 200S-BP13972 20051223 
AT, AU, AZ, BA, BB, BG, BR, BV, BY, BZ, CA, CH, 
CZ, DB, DX, DH, DZ, EC, BE, BG, ES, FI, GB, GO, 
GB, GH, GM, BR, HU, ID, IL, IN, IS, JP, KB, KG, KM, KN, KP, XR, 
KZ, LC, LX, LR, LS, LT, LU, LV, LY, HA, MO, MG, MX, MN, MV, MX, 
HZ, NA, NG, NI, NO, NZ. CH, PG, PH, PL, PT. RO, RU. SC, SD. SB. 
SG, SK, SL, SM, ST. TJ. TH, TN, TR, TT. TZ. UA. U6. US. UZ. VC. 
VH, VU. 2A. ZM. ZN 
RNt AT, BG. CH. CT, CZ, DB, DK. BB. ES, FI, FR. GB. GR. BU, IB. 

IS, IT, LT, LU, LV, HC, NL, PL. PT. RO, SB, SI. SX, TR. BF. BJ. 
CF, OS, CI, CM, GA, GN, GQ, GV. ML. MR. NB. SN. TD. TG. B». GH. 
CH, XE. LS, Ktf, MZ, NA, SO. SL, SZ. TZ. UG. ZM. ZN. AH. AZ. BT. 
KB, XZ, MD, RU, TJ, TM 
PRIORITY APPIN. INFO, c DB 2004-1020040637S2A 20041229 

AB The invention discloses the use of selected OGRP antagonists, the physlol. 
aecaptable salts thereof or the hydrates -or the hydrates of the salts 
thereof for coabating oenopausal hot flushes. A variety of fotaations are 
included. 

IT 686296-57-1 686296-57-10, salts 866086-02-4 
866086-02-40, salts 866086-13-7 866086-13-70, 
salts 866086-63-7 866086-63-70, salts 
866086-67-1 866086-67-lD, salts 894071-73-9 
894071-73-90, salts 894071-75-1 894071-75-10, 
salts 

RLi PAC (Pharmacological acUvity)i TBU (Ther^MUtie use)> BIOL 
(Biological study) r USES (Uses) 

(OGRP antagonists for coabating oenopausal hot flushes) 
RM 686296-57-1 CAPLUS 

CM l-Piperldinecarbosasdde, N-[ (IR)-l-t (3,4-diethylphenyl)oethyll -2-[4-(l- 
methyl-4-piperidinyl) -1-piperazinyll -2-ojtoetfayl) -4- (1. 2, 4, S-tetrahydro-2- 
oao-3H-l,3-benzodiazepin-3-yl)- (9CI) (CA INDEX NAMB) 

Absolute stereocheoistry. 



Habte 



11/28/2006 
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U W5VBR 4 OF 32 CAFIUS OQFYRIGBT 2006 ACS on STN (Continued) 




Mtfayl-«-pip«ndliiyl) -l-pipsrazioyll -2-omthyl] -4- (1,2, 4, S-t«traliydTO-2- 
aM-3B-l,3--lMiizodiuaplB-3-yl)- (9CX) (Ch XHOBC NMIB) 

Absolut* stanoelMflistty. 




m 866086-02-4 CKPLUS 

CN l-Pip«rldintcarbcwyUc add, 4- {l,2,4,5-t•tcalIydrt>-2-aJ^o-3H-l,3- 
b•I«odi«•piD-3-yl) <lR)-l-[{4-Iiy(lro«y-3,5-<llBathylph«oyl)ia«thyll-2-[4- 
(l-i»thyl-4-pip«rldinyl)-l-plp«t«liiyl)-2-o»o«thyl •at'r (9C1) {Ch INDSX 
NAME) 

Absolut* starsocbsBlstcy. 



U - MISSra 4 or 32 ClttlUS OOraUGar 2006 ACS on Sn (OoatiiUMCl) 




RN 866086-13-7 CUIUS 

Ol l-Plp«rldlo«carfa(»yUc scid, 4-tl»2,4,5-tstr«!iydro-2-ow>-3B-l,3- 

bsftxodiMtptn-S-ylJ (IB) -1- 1 (4-bydco«y-3, S-dlMthylphsny l) mst byll -2-«k>- 
2-[4-(4-pip«ndinyl)-l-pi|MraziDyl]«ttayl •atmt (9CI) (CA ZIIDHX mHB) 

Absolut* st*r«och*ni9tEy. 




RN e66086«63-7 CKPUIS 

CH l-Plp*cidln*c»Ebo»yUc acid, 4-(l,2,4,S-t*tcahyd«>-2-o«o-3H-l,3- 

b*nzodlaz*pla-3-yl) -, (l») -l-t (3» S-dlbroao-4-hydto»yph*iiyl) natbyl] -2-(4- (1- 
Mthyl-4-plp*ridliiyl)-l-plp*raziayl)-2-o«o*ttiyl cstar (9CX) (CA iNmx 
NAKB) 

Absolut* st*r*och*ffll8try. 



L4 ANSWER 4 OP 32 CAPWS OOPYRIGRT 2006 ACS en 5TN (ContlBU*d) 




N* 



m 866086-02-4 CAPLUS 

CN l-Pip*ridlnecarbo«yl±c add, 4- (1,2,4, 5-t*trahydro-2-o«o-3H-l,3- 

b*nzodiazap±n-3-yl) (IR) -I- 1 (4-hydcoxy-3, S-dii»thylph*iiyl)B*tliyll-2-[«- 
(l-iB*thyi-4-pi|)*ridiiiyl)-l-|>lp*razinylJ-2-qMO*thyl •st*r (9CI) (CR INOBC 
NAHB) 

Absolut* 8t*r*och*Bl8tty. 




. RN B66086-13-7 CAPLUS 

ON l-Plp*ridi&*eatbosyUe add, 4-(l,2,4»5-t*trahydra-2-oso-3H-l,3- 

b*i»odi*z*piii-3-Yl) (IR) -l-t (4-hydroay-3, S-diMtbylphaiiyl) ntthylj -2-o«o- 
2.[4-(4-plp*ddliiyl)-l-pLp*radnylI*thyl *8t*r (9CI) (CR XMDBX NAME) 

Absolut* st*r*och«nlstKy. 



U ANSWER 4 or 32 CAPUIS OOPYRIGBT 2006 ACS on STN (Contlmi*d) 




Br 



BN 866086-63-7 CAPLUS 

CN l-Plp*ridin*cacboxyli.c add, 4-(l,2,4,5-t*tc*hydro-2-o»o-3H-l,3- 

b*ozodia»*pla-3-yl) -. (IR) -l-[ (3, 5-dibroao-4-taydtoiiypb*nyl)ffl*tfayl] -2-[4- (1- 
■•tfayl-4-pip*rldiflyl)-l-plp*razliiyl]-2-oxo*ttayl Mtac (9CI) (CR INDEX 
NAME) 

Absolut* 8t*noeh*Bi8tcy. 




RN 866086-67-1 CAPLUS 

CN l-Pip*ridlnecartxwyUc add, 4-(l,2,4,5-tatrahydro-2-oxo-3H-l,3- 

b«DZodlazepln-3-yl) (IR) -l-l (3, S-dibcoao-4-hydco«yph*nyl)n*ttoylJ -2-o«o-2- 
[4-(4-plp«rldinyl)-l-plp*razlnylI*thyl sstar (9CI) (CA INDEX NAME) 

Absolut* steraochenistcy. 



Habte 



11/28/2006 
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L4 JWSWKR 4 OF 32 CAPLUS OOPTRICar 2006 ACS on STH (CoatlmMd) 




KM 866086-67-1 CWUOS _ ^ ^ , , 

at l-Pip«rldln»c«rbo«yllc add, 4-<l,2,4,5-t«tr«hydro-2-oao-3H-l,3- 

b*tizodlaxapiD-3^1) (IB) -1- [ {3, 5-<librwno-4-bydroaiyph«nyl) mtfayl] -2-o»o-2- 
(4-(4-plp«rldliiyl»-l-pip«raziiiyllethyl •atme (9CI) (CA tVBBK MAMB) 




CN PliMrazln*. l-l (2S) -2- ( (3-chXoro-4-hy«»««y^5- (trLfluoramthyl) phenyl] n»thy 
1] -1, 4-dlao-4- [4> (1, 2, 4, S-tatralvdro-2-aaK>-3B«l* 3-b«nzodiaz«pio-3-yl) 
Iiipacldliiyl] butyl] -4- (l-Mtliyl-4-pip«cldinyl) - <9CX > {Ch IXSn mm) 

Absolut* af ra och— latty. 



L4 ANSVSR 4 OF 32 CAPLUS ODPYRIGBr 2006 ACS oo STH (Continuwl) 




CF3 



FM 894071-73-9 CAPLUS 

CM Pip«cMln«, 1-t (25) -2- [ [3-chlore^-4-hydro»y-5- (tcif luocmtliyl)pbeayll»tliy 
1] -1 , 4 -dl o«o-4 - [4-(l,2,4r5- tet rahyd ro- 2-o«o-3H- 1 . 3-b«n3todlai«pln-3-yl) -l- 
pip«cidiiiyllbutyl)-4-(l-»«t»iyl-4-pip«ridinyl)- (9CI) (CA IlltWX NAME) 

Absolut* stsrsochralstry. 




CF3 



RN 894071-75-1 CAPLUS 

Of l-Pip«cidin*cirbo««Bdd», N- [ (IB) -1- 1 (4-«Bino-3-chloro-5- 

flMtbylpbaayl) msthyll -2- (4- (1 -Mtfayl- 4 -plpsrldlayl) -l-pip«rszlnyl] -2- 
Mostfayll -4- (1,2. 4»S>tstrabytlro-2-OBO-3B-l,3-bsazodiuspiii-3-yl)- (9CX) 
(CA INDEX HAHB) 

Absoluts stsrsoclMBlstEy. 



U AMSVEII 4 OF 32 CAPLUS COPTBIQBr 2006 ACS oa STH (Contlmiad) 




L4 ANSVER 5 OF 32 
AOCBSStOH NUMBERl 
DOCUMENT NUMBERl 
TlTLBt 

INVENTOR(S)t 



PATENT ASSIGNEE (S)t 



CAPLUS COFYRIGBT 2006 ACS on STK 
2006:636805 CAPUIS 
. 145:96481 

Uss of »sl«ct«d OSRP antagonists in ceabination with 
othsr antinigralna drugs for th* traatoant of nig rains 
Rudolf, Klaus* Doods, Banrif HualXar, Stephan Georg> 
Zanponi, Annattai Lustaobargar, Phllippi Arndt. 
Kirstany Schaanzla, Garhacdf Stankanp, Dirk» Bricia, 
Rolf-Stafan 

Boahringat lagalbain Intamatlonal GnfaH, Garmany 
U.S. Pat. Appl. Publ.r 22 pp. 



DOCUMENT TTPEt 



Patsnt 



FAHILT ACC. NU 
PATENT XNFOmiATXaHt 



PATENT NO. 



KIND DATE 



APPUCKTXOII NO. 



DATE 



RN 894071-75-1 CAPLUS 

CN X-PlparldinseacboMBlds, »-( (»)-!-[ (4-nLao-3-chloro-S- 

nstbylpbanyl) nstfayl] -2- [4- (l-Mtliyl-4-plpstidiBvl) -l-pipstKinyl] -2- 
OMMtliyl]-4-(l, 2,4,5-tstca^ro-2-aio-3H-l,3-bsnzodiazapiii-3-yl)- (9CX> 
(CA INDEX MAKE) 




us 2006142273 Al 
DB 102004063753 Al 
«0 2006072413 Al 
Vt AE, AG, AL. AM, 
CN, CO, CR, CU, 
GB, GB, GH, HR, 
KZ, LC, LX, LR, 
MZ, NA. NG, NI, 
SG, SK, SL, SH, 
VN, TU, ZA, ZMr 
Rtf: AT, BE, BG, CH. CT, 
IS. IT, LT, LU, LV, 
CF, CG, CI, C«, GA, 
GM. KE, LS, Ktf. MZ, 
XS, KZ. NO. RU, TJ. 



20060629 US 2005-27S169 20051216 
20060713 OB 2004-102004063753 20041229 
20060713 tro 2005-EP13964 20051223 

AT, AU, AZ, BA. SB, BG. BR. Btf. BY. BZ, CA, CS, 

CZ, BE, OK, on, OZ. EC. EE. BG. BS. FI, GB, GD. 

HU, ID, IL, IN, IS, JP, KB, KG, KM. XN. KP. XR. 

LS, LT, LU. LV, LY. MA, MD, NG, MX, HN. HV, MX, 

NO. NZ. OH. PG. PH. PL. PT. RO, RU, SC, SO, SB, 

ST, TJ, TM. IN, TR. TT. TZ. UA, UG, US, U2, VC. 



CZ, DB, DX, EE, BS. FI, FR. GB, GR, EU. IB. 

MC, NL, PL, PT, RD, SB, St, SX, TA, BP. BJ. 

GN, GQ. GV, ML, MR, NS, SN, TD, TG, BN, GB. 

NA, SO. SL, SZ. TZ, U6, ZM, Ztf, AH, AZ, BT, 

PRIORITY APPLN. INFO. I OS 2004-1020040637S3A 20041229 

AB Ths invaotioD dilselosas a procass for tbs traatasBt or prawsatlea of 

indicaUons which acs salactad froa amog ths group eo^rising headaehas, 
Bigralna and clustar haadachas, tba procass coaprising tha joint 
adnlnistratioo of a thar^utieally affactiva aaount of a salactad CGRP 
antagonist (A), a pfaysiol. aceaptabla salt tharaof or a hydrate of tha 
salt and a therapeutically affactiva anount of a second or third active 
anti-tdgraine aedicaBent (B), particularly suaatrlptan, zolaitclptao, or 
dlhydroergotaaina, or a physiol. aceaptabla salt thereof, as wall as the 
corresponding phannacautlcal conipns. and the preparation thereof. A 
variety of 

fetaulatlons are indudad. 
IT 686296-57-1 686296-57-10. salts B66086-02-4 
866086-02-40. salts 866086-13-7 866086-13-70, 
salts 866086-63-7 B66086-63-7D, salts 
866086-67-1 866086-67-10. salts 894071-73-9 
894071-73-9D. salts 894071-75-1 894071-75-10, 
salts 894761-30-9 894761-34-3 894761-39-8 
894761-40-1 894761-42-3 894761-43-4 
894761-44-5 894761-50-3 B94761-S1-4 
894761-52-5 894761-54-7 894761-55-8 
894761-57-0 894761-67-2 894761-68-3 
894761-69-4 894761-70-7 894761-78-5 
894761-82-1 894761-86-5 894761-88-7 

894761- 93-4 894761-94-5 894761-9S-6 

894762- 03-9 894762-06-2 894762-10-8 



Habte 



11/28/2006 



10/685,921 



Page 47 



M AMSVBt S or 32 CKPUIS COPYKIGHT 2006 ACS oo 5TN (CoAtluiad) 
894762-14>2 894762-17-5 894762*18-6 
894762-20-0 

RLt PJIC (Pharaacological activity)* THU (Thtrapmitlc U9«)r BIOL 
(Biological study) > USSS (Usas) 

(CGRP satagonists Id eaatalnatlon ultli othar antlmlgcalna dcuga for 

treatoent of nigraloa) 

m 686296-57-1 CAPLUS 

C3I 1-Piparidioacarbo«aaida, N-( (IR) -1- [ (3, 4-dlatbylpbaiiyl)Mtlqrl] -2-14- (1- 
Mtivl-4-pip«ridliiyl)-l-pip«razlnyl] -2-osoatfayl] -4- (l,2»4, S-t«tr«hydro-2- 
o>o-3S'1.3-banzodla2apla-3-yl}- (9CI) (CA INSBX MMtE) 

AbMluta stacMChaalatcy. 



L4 MISHBR S 07 32 CAPUIS OOPYRIGHT 2006 ACS on STN 



(Contlnuad) 



RN S66086-02-4 CAPLUS 

CM 1-PlparldlnacacboayUc add, 4-(l,2,4,5-tetr«hydco-2-oxo-3H-l,3- 

b«nzodlaz«pln-3-yl) (IR) -l-I (4-hydro«y-3,5-dliaathylph«ayl)iaathylI -2-|4- 
(l-BMtbyl-4-plpetldlnyl)-t-plparazlnyl]-2-osoathyl astac (9CI) (CA T" 
MAHB) 

Ahsoluta 9tftraocheal9tcy> 





CO- 



m 
at 



686296-57-1 CAPLUS 

l-PlparldlBacarbo«aalda, li- [ (IR) -I- [ (3, 4-dlathylphanyl) nathyl] -2- 14- (l- 
Betfayl-4-piparidliiyl) -l-piparazioyl] -2-osoathyl) -4- (1, 2, 4, S-tatrabydro-2- 
(»o-3B-l»3-lMQZOdlazaplD-3-yl)- (9CI) (CA XMDEX NAKS) 



866086-02-4 CAPLUS 

l-Pip«ridinecarbo»yUc add, 4- (1.2, ^,5-tettahydco-2-o«o-3H-l,3- 
b•nzodla^apin-3-yl)-, (IR) -l-I (4-hydro«y-3, S-dinatbylphaayDmathyl] -2-[4- 
(l-Mtliyl-4-plparidlnyl)-l-piP«raziiiyl]-2-«ioetliyl astar (9CI) (CA XNDBR 
NAKS) 



Absoluta staraoehaalatcy* 



Absoluts Btacaoehasdstty. 





(CoatlQuad) 



U ANSWER S OF 32 CAPLUS OOPYRIGOT 2006 ACS on STH 
m 866086-13-7 CAPUJS 

at l-PiparldlBac«cbo«yllc add, 4-(l,2,4,5-tatrahydro-2-o«o-3H-l,3- 

banzedlasapln-}^!) iW -l-[ (4-liyd«wjr-3, S-dlMttaylptenrDaetliyl] -2-« 
2-(4-{4-piparidltrl)-l-plP«nzlByl]«tiqrl aster (9CI) (CA r 

Absoluta staraoehasdstcy. 



M MSm, 5 or 32 CAPXUS oaraiGBr 2OO6 ACS on STN (CoatlBUod) 





866086-13-7 CAPLUS 

1- PlparldlnacarbcxyUc add, 4-(l,2,4,5-tatrahydro-2-oitt>-3H-l,3- 
bao2odlazapin-3-yl) -, (IR) -1- 1 (4-by<>«wy-3, S-dlnatfaylphanyDBatbyH -2-< 

2- (4-(4-|>lparldlnyl)-l-plparazli>yl]atliyl astar (9a) (CA JMBSt MAMB) 



RN 866086-63-7 CAPLUS 

CM l-Plparldlnacacfaosyllc add, 4-(l,2,4,5-tatcahydn>-2-oao-3H-l,3- , 

banzodlBzapln-3-yl)-, (lR)-l-[ (3,5-dlbrOBO-4-hydcoayphanyl)nathylJ-2-[4-(l- 

■athyl-4-plparldinyl)-l-plparazliiyl]-2-aoatfayl astar (9CI) (CA T 

MAMB) 

Absoluts staraechamlstry. 





RN 866086-63-7 CAPLUS 

CM l-PlparldlnacarbcxyUc add. 4- (1, 2,4,5-tatrahydco-2-o«o-3B-l,^- 
banzodlaztplo-3-yl)-, (lR)-l-( (3.5-dlbro^4-hydrOByph«iiyl)»BtliylJ-2-|4-(l- 
oattiyl-4-plparidinyl)-l-plparaziiiyl)-2-o>oatliyl astar (9CX) (CA INDEX 
NAKS) 

Absoluta staraochaalstry. 

Habte 



RN 866086-67-1 CAPLUS 

CN l-Piparidinacartxwyllc add, 4-(l,2,4,S-tatrahydro-2-oao-3H-l,3- 

banzodia2«pin-3-yl) (IR) -l-( (3,S-dlbroao-4-hydro«yphaiiyl)iBathyll -2-oao-2- 
(4-(4-plp«tidlcyl)-l-|*lparazlByilatliyl astar (9CI) (CA INOEK NAKB) 

Absoluta staraochamiatry. 
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M ANSVER S 07 32 CA?LUS OOPIRIGBT 2006 ACS oa STN (CoatlmMtf) 




RM 866086-67-1 CWUIS 

Cn l-Pip«cidix>«acbo«yUc add, 4-a»2»4.5-tetr»hydro-2-cnto-3H-l,3- 

lMnxodtazeplo-3-yl) -* (W) 0» S-dibromo-i-hydroxyph^nyl) awtbyll -2-o»o-2- 
C4-(4-pip«cldlivl)-l-p±p*nzlixyll*tl)yl astar (9C1) (CK INOBX lUMB) 




RM 894071-73-9 CAPLUS 

Of PiMrasiM, l-t(2S>-2-(t3-chloto-4-hydrQay-5-(tElfluoc<M«thyl)ph«iiyllnethy 
11 -1, 4-dlam-4- M- {1,2, 4, 5-t«ttalwil»-2-o«o-3H-l, 3-b«iiKodl«MplD-3-yl) -l- 
plpacldinyl)tautyl] -4-U-Bitliyl-4-pip«cidliiyll- (9a) (Cft IMSBC MMfB) 

Absolut* starMcfaolstcy. 



M ANSWER 5 CV 32 OiPLUS OOPTRIGHT 2006 ACS on STN (CODtiUMd) 




m 894071-73-9 C3tfLUS 



CN Plp«railne, l-( C2S)-2-[|3-c*loro-4-Iiydro3iy-5-{tcifluorc»tliyl)ph«Bylla«thy 
1] -1, 4-dloao-4-(4- (1, 2, 4,5-t«tMlv*to-2-o»-3H-l,3-b»iueodl«»epln-3-yl) -1- 
pip«tldliiyl]butyl]-4-(l-aMtbyl-4-plpacldlDyl)- (9CI) <r- 



Absolut* starsQcbamtstcy. 




m 894071-75-1 CAPLOS 

CN l-Piperidioecarbc««aid«, N-t(lR)-l-[{4-«d.i»-3-Chloto-5- 

BWtbylpbanyl) Mtbyl] -2- [4- (l-Mthyl-4-plpacidliqrl) -l-piparazinyl] -2-_ 
ososttayl) -4- (1, 2, 4, S- 1« t rahydro-2-o»9-3H-l, 3-b«nzodl w«|ila-3-yl) - (9CI ) 
(CA mOBX NANB) 

Jteolut* staraocbsoistc/. 



U AMSNBR S or 32 OffUIS OaPfRIGBr 2006 ACS OB STM (COtttiBUKi) 




RN 894071-7S-1 OtfUIS 

CN . l-PlpoddiiMeacboxaBddo, N-((lR)-l-l<4-««lno-3-chloro-5- 

Botbylpboayl) Mtfayl] -2-14- (l-mttyi-4-plp«ndliqrl) -l-pipocazlnyl) -2- 
OMMtfayl) -4- (1, 2, 4, 5-t«trafaydio-2-a»>-3B-l, 3-boazodi«z«p±B-3-yl) - (9CX) 
(CA INDBX NANS) 

Absoluto tttonoclMmlstEy. 




L4 ANSWER 5 OF 32 CAPLOS COPTRISaT 2006 ACS on 
Absolut* st*r*och*mlstry* 



STN (Continwd) 




CRN 57808-66-9 

Off C22 B24 CI N5 02 



6 



<CH2)3 



894761-30-9 CAPLUS 

1- Pip*ridiD*carboxyUc add, 4-(l,2,«,5-tatraixydto-2-OK€>-3H-l,3- 
b*nzodlaztpin-3-yl) (IR) -1- 1 {4-hydroay-3, 5-diJB*thylpb«iiyl)«»thyll-2-« 

2- I4-l4-pli>*t±dlnyl)-l-pip«r»2inylJethyl astar, al«t. with 
5-chloro-l - 1 1 - 13- (2 , 3-dlhydro-2 -oso-lH-banzloidazol- 1 -yl) propyl) -4- 
pip*rldinyl)-l,3-dihydro-2H-b*niiBid*zol-2-ona and 2-C(2,3- 
dlMtbylphanyDaminolbanxoic add (9CI) (CA INOBX NAME) 



CRN 61-68-7 

OIP CIS HIS N 02 



CRN BG6086-13-7 
CNF C3S H4* N6 OS 



Habte 



11/28/2006 



10/685,921 Page 49 



AKSVER 5 OF 32 CAPLUS OOPYRIGKT 2006 ACS on STN 



(Contlnuad) 



9?^ 



m 894761-34-3 CaPLUS 

CM 2H-l,2-B«nxothi«zin«-3-carb«iaadd«, 4-hytlro»y-2-m«thyl-M-2-pytldinyl-, 
1,1-dieadito, Bd»t. with l-l (^S)-2-ll3-ctaoro-4'hydro«y-5- 
(tnfluocaMtfayl>l>b•<>yl] owthyll -1, 4-d±o»o-4- [4- (1. 2. 4, 5-tetcahydro-2-o«o- 
3B-1, 3-b»ittodi«««pin-3-yl) -l-pl|McldlBylI butyl) -4- Cl-Bathyl-4- 
plp«rldlayl>p±p«nzliM (9CI) (CA INDBX MMfB) 

CM 1 

cm 994071-73-9 

OIF C36 B46 CI P3 Me 04 

Absoluts stsrMchMistcy. 




CRN 



36322-90-4 

CIS B13 N3 04 S 



L4 AHStfSR 5 OF 32 CAPLUS COFYRIGHT 2006 ACS on STM 



(continued) 




^;'^Hs 



vat 894761-39-8 CAPLUS , ^ 

CN lH-B«niifflidazol«-7-carb<wyUc acid, 2-othoxy-l-[ [2♦-(lH-t•t^■2ol-5- 
yl) ll,l'-hiph«iTyl]-4-yl]B«tbylJ-, l-[t (cycloheayl<wy)caEt)cnyllo«ylathyl 
t9t«r, BlBt. with l-{(2S)-2-[[3-chloro-4-liydrcay-i- ^ . 

( trif luoramatbyl) ph«iiyll oAthyl) -1, 4-dlajK>-4- 14- (1, 2» 4, 5-tetr«hydro-2-o»0' 
3H-1, 3-bsnzadla2epin-3-yl) -l-pip«ridinyl) butyl] -4- (l-B«thyl-4- 
pifMeldinyDpiperazin* (9CI) (CA INOSOC HAMB) 

CM 1 

Crai 894071-73-9 

Cnr C36 B46 CI r3 116 04 

Absolut* stsrsochsmistcy. 




145040-37-5 
C33 H34 116 06 



M HISnR 5 OF 32 CAPUIS OOPtlllGBr 2006 ACS oa SIM (Coatiausd) 

PA6B 1-A 




> 
> 



PAfiS 2-A 

6 



m 894761-40-1 CAPLUS 

CN l-Pipstidinscarb<wyUc acid, 4-(l,2,4,5-t»tcaliydro-2-<»o-3H-l,3- 

b«nzodiaztpiii-3-yl)-, {lR)-l-t (3,5-dibtoBO-4-bydro«yphenyl)ii»thyll-2-(4-(l- 
B«thyl-4-pip«cidinyl)-l-|»ip«raiinyll-2-cKoathyl estar, oiat. with 
4-anlno-5-chloro-ll-t2-(disthyl*alno)athyl)-2-BStho«ybai«aaida t9Cl) (CA 
INOBX NAME) 

CM 1 

aw 866086-63-7 

CMF C34 B44 Br2 116 OS 

Absolut* 3tsr*och*aistcy. 



U ANSmi 5 OF 32 CAPLUS COPYRXGBr 2006 ACS oa 5TN (Contimisd) 




at 2 

CRN 364-62-5 

OIF C14 H22 CI H3 02 




RN 894761-42-3 CAPLUS 

CM Pipatazin*» l-[ (2S)-2-([3-chloro-4-hydro«y-5-(tci£luoroo*tbyl)ph*ByljB*thy 
1] -1, 4-dio«o-4- (4- (1, 2, 4, 5-t»trahydro-2-o«o-3H-l, 3-baDZodiaz«pia-3-yl) -1- 
pip*ridinyl]butylJ-4-(l-B*tbyi-4-pip*ridinyl)-, miat. with 
NfN-diiMthyl-S- (lB-1, 2, 4-triazel-l-ylmthyl) -lB-indol*-3-*tbanaain* (9CI) 
(CA XNDDC HAKE) 

CM 1 

cm 894071-73-9 

CMF C36 H46 CI F3 N6 04 

Absolut* st*r*och«mi8tcy. 



Habte 



11/28/2006 



10/685,921 



Page 50 



L4 ANStfSR 5 0? 32 Otf UlS CSPYRIGBT 2006 ACS on STN (Contlnuad) 




at 2 

C30I 144034-BO-O 

air CIS B19 US 



FH 894761-43-4 OtfLUS 

CM l-MpactdlMeaEboiylie add, 4-(l,2,4,5-t«trahydro-2-e«o-3H-l,3- 

b«cizodlaz«piik-3-yl) (IR) -1- [ (4-liydr(»y-3, S-dimthylphanyl) Mthyll -2-aR 
2-t4-(4-pip*ridlnyl)-l-pip«cazlnyl]«tfayl MUir, mist, with 

2- chloro>N,N-dlB0thyl-lQH-pb*aothittiiM-10-prapuiaid.iM and 

3- [ ( (2R) -l-B»thyX-2-pyrcolldliiyll MtHyl] -5- (2- (pbanylsuXf onyl) •thyl] -IH- 
ladol* (9CX) (CA IVOSK NNfS) 

CM 1 

CBH S66086-13-7 
Off CSS H48 N6 OS 

Absolut* stT< oc b » Btatty. 



L4 AHSVSR 5 OF 32 CKPUIS COPYMGHT 2006 ACS on STN (Continued) 




CM 2 

oat 143322-58-1 
OIF C22 H26 112 02 S 

Abseluta stareocheBlstEy. Rotation (+)* 




CH 3 

cm SO-53-3 

OtF C17 H19 CI 112 S 




RN 894761-44-S CAPLUS 

at l-Plp«ridln«carbosylic add. 4-(l,2,4.5-tatrahydro-2-asi>-3a-l,3- 



M KHSm 5 07 32 CAPLUS COPYRIGHT 2006 ACS on STW (Contlnuad) 

bttnzodlaz*pin-3-yl} ( IR) -1- [ {4-liydro»y-3, S-dloetbylphanyl) matlyl] -2-OJ 
2-[4-(4-pip«ridiiiyl)-l-pip«razijiyl] ethyl estar, a±mt. with 
ll-Mthyl-3- (l-BethyI-4-plpacldiByl) -lH-lndola-5-afhat>aiwnfonairtrta <9CI) 
(Ok IMDB MAMS) 

Ol 1 

CRN 866086^13-7 
CKF C35 H48 K6 OS 

Absolute staraochattlatty. 




Of 2 

CRN 12167»-13-e 
OtF C17 H2S N3 02 S 




RN 894761-50-3 CAPLUS 

Ol l-Plp*cidioecarbo»yUc add, 4-(l,2,4.5-t»ttahydco-2-o»o-3H-l,3- 

b*nzodiazepln-3-yl)-, (IR) -l-[ (4-bydreay-3,5-dinethylphenyl)enthyl] -2-oso- 
2-E4-(4-pipecldinrl)-l-pd.perazlBrlIatb]fl ester, mat. with 
2-[(2,3-dimtbylphanrl)aDioolb*nzdc add (9a) (CA XMOSX HAMB) 

Ol 1 

CRN 866086-13-7 
CMF CSS a48 M6 OS 



U ANSMSR S OF 32 Otf UiS COPYRIGBT 2006 ACS on STM (CoatlDuad) 




CM 2 

CRN 61-68-7 

GIF CIS BIS M 02 




m 894761-S1-4 CAPUIS 

CM L-Valioe, M-(l-o»opentyl) -M-(C2*- (lH-tetrazol-&-yl) [I, l*-hlph«nyl] -4- 
yl]metbyl]-, aiat. with l-[ (2S)-2-([3-chloro-4-bydroay-S- 
(tdf luoroMthyDphenyl) aethyl] -1, 4-diaso-4- [4- (1, 2, 4, 5-totrahydro-2-ogto- 
3B-l, 3-banzodiazepln-3-yl) -l-piparldiayl)butyll -4- (l-Bathyl-4- 
piparidinyDpiperazlne (9CX) (CA IMDSX MAMS) 

Of 1 

CRM 894071-73-9 

OfF C36 B46 CI F3 N6 04 

Absolute ataraoehaalstry. 



Abaoluta steraoehaaistry. 

Habte 



11/28/2006 



10/685,921 Page 51 



M ANSWER 5 or 32 CWLUS OOPTRXGaT 2006 ACS oa 5TN (COQtimMd) 




CM 2 

CRK 137B62-S3-4 
CMT C24 B29 US 03 

Absolut* star*och*mlstry. 




RN 894761-52-5 CAFUJS 

CM 1-Pip«rldln«carbc»yllc add, 4-(l»2,4,5-t*trahydro-2-oso-3H-l»3- 

b«nzodl«z«pla-3-yl)-, (lR)-l-( (3,5-cllbroa»-4-liydrosypb«iiy'l)DBtfayl)-2-(4>(l- 
mthyl-4-pip«rldliiyl)-l-plperazlDyl)-2-osoethyl astar, nlHt. with 
(5-MthyX-2-(»o-l,3-dioaral-4-yl) nathyl 4- (l-faydroBy-l>Datliylathyl) -2- 
pra|iyl-l- [ [2* - (lB-t«trasol-5-yl) (1» 1* -Idphaiiyl] -* -yl] Mtliyl] -IB-lnddazole- 
5-carboaylata (9CZ) (CA xmUK KAMS) 



U ANSVSl 5 32 CAPLUS OOPyRIGBr 2006 ACS on STN (Continuad) 

CRN 666086-63-7 

av C34 H44 Br2 N6 OS 

Absolut* staraochamistcy. 




CH 2 

CBN 144689-63-4 
CMT C29 a30 N6 06 




RN 894761-S4-7 CAPLUS 

ON l-Plp*rldlnacarbosylie add, 4- (l,2,4,S-tatrabydro-2-oso-3R-l,3- 

banzodlazapio-3-yl)-, (IR) (3,5-dlbrono-4-hyd^cwyphaoyl)nathylI-2-t4-(l- 
Iwthyl-4-pipa^ldlnyl) -l-pip«razinyl] -2-(no«thyl estar, nixt. with 
4-ai&ino-S>chloro-N- (2- (diathylaaino) ethyl] >2-ittathcnybaazaalda and 
N-mathyl-3- (l-mathyl-4-piparidlnyl) -lH-indola-S-athar»aaulf onaalda (9CI) 



U AXSVBR 5 OP 32 CAPLUS ODPyRICBT 2006 ACS OD ! 
(CA INDBC NAME) 



CRN 866086-63-7 

OIP C34 H44 Br2 N6 05 



(Con tl cm ad) 



Absolute starsecbsBlstcy. 



.XT' 




rrrv 



OD 




CRM 121679-13-8 
CMF C17 H25 N3 02 S 



1.4 ANSHER 5 07 32 CAPLUS OOPYRKST 2006 ACS on STN (Contloued) 
RN 894761-5S-B CAPLUS 

CM l-PlparidlnacarboKyUc add, 4-(l,2,4,5-tatrahydro-2-o«o-3H-l,3- 

baazodlazapiD-3-yl) (IR) -1- [ (4-bydroMy^3. &-dlaatfayl|thaayl) natbyl] 
2-[4-(4-plp«rldinyl)-l-pd.p«raziiiylletliyl aatar, ndst.- with 
4-aaino-5-chlon>-N- [2- (diotbylaalno) atliyl] -2-Mthasybsnzaiald* 
nonohydrocblorlda and H-MtIiyl-3-(l-natfayl-4-piperidloyl)-ia-indola-5- 
athaoasulfonamida (9CI) (CA INDBC NAME) 

CM 1 

CRN 866086-13-7 
CMP C35 B4S N6 05 

Absoluta staraochamistcy. 



CP 




MaNB-S>CB2-CB2 



CRN 364-62-5 

OIP C14 B22 CI N3 02 



CRN 121679-13-8 
OIP C17 H25 N3 02 S 



MaNH-S-tB2- 



Habte 



0 

II 

C~ NH— CHj— CHj— NEt2 



CRN 7232-21-5 

OIP C14 B22 CI N3 02 . CI R 



11/28/2006 



10/685,921 



Page 52 



U ANSWKR S OP 32 CAPLUS OOPYRIGHT 2006 ACS On STN (Coatlmtad) 



If 



• bci 

Vn 894761-57-0 CAPUJS 

Of l-Pipecidin«»rboxyl±c add, 4-{l,2,4»5-t*tt«hydc&-2-o«o-aH-l,3- 

b«nrodia2epli>-3-yX) -l-£ (4-bydro»/-3, 5-dli»tbylphenyl)MthylJ -2-oso- 

2-[4-(4-plp«ridlayl)-l-plper«zliiylI*thyl ester, adst. with 

2- E (2t 6-dichlorqpiMayl> amlnol bMZMMaotlc add Booosodlm salt (9CX ) [Ch 



aa 666086-13-7 
cur C35 E48 116 OS 



Absoluts stotsocbaBtstty. 




CRN 15307-79-6 

OIP C14 ail C12 N 02 . Va 



U MI.S0KR S OP 32 CAPLUS COPTIUGBr 2006 ACS on STH (Contimiad) 
HO2C-CH2 




• Na 

m 894761-67-2 CAPLUS 

or l-plpaddintcarbosyUc add, 4-(l,2,4,5-tatraliydro-2-o»o-3H-1.3- 

b«azodlaz«pin-3-yl) (IR) -1-t (4-lrydrpay-3,5-*liaathylphenyl) methylj -i-amo- 

2-[4-(4-plpecldiByl)-l-plparazloyl]atliyl astsr, dst. with 

(4 5) -4-( [3- 12- (dlBatbyladno) athyl] -IH-lndol-S-ylJ Bsthyll -2-oaaioUdiBons 

(9CI) (CA r 



OOI 866086-13-7 
CMP CSS H48 N6 OS 



Absoluta staraochanistcy. 




CfhP 



cm 139264-17-S 
Off 016 B21 N3 02 



Absolute stacaochedstcy. 



L S or 32 CAPUS OOraUGBr 2006 ACS oa STH 




694761-68-3 CAPLUS 

l-Pipaddlnacacboualda, »-((l»)-l-[ (3,4-diathylphanyl)Datl^ylJ-^-l4-(l- 
BatiIyl-4-plparldl]yl} -1-plpacadnyl] •2-oiK>atfayl] -4- (1.2, 4, S-tatrafaydco-2- 
>-3a>l, 3-baniodia«apln> Vyl) dat. dth 5,$-diphaiiyl-2,4- 

(9CZ) ich nam wmb) 



aa 6B6296-S7-1 
OfP C38 ass 117 03 



Absoluta staraochadstcy. 




CRN S7-41-0 

CHP CIS H12 N2 02 



0^ 



m 894761-69-4 CAfUIS 

Of l-PlparidaaeacboMyUc add, 4-(l,2,4,S-tatcaliydro-2-0KO-3B-l,3- 

baozodaxapiik-3-yl) (UU -1- [ li-hgdrtatyJ, S-dlaatbylphanyl) MtbyU -2- 14- 

Habte 



AHSVER S OF 32 CAPLUS OOPTRICCT 2006 ACS oa STN (Contlouad) 
(l-mathyl-4-pip«ridiiyl)-l-pd.p*radiiylJ-2-o»oathyl aster, coavd. with 
5- [3- [ (1, l-diaathylethyl> adno] -2-DydroKyprapoay] -1,2, 3, 4-tatraliydro-2, 3- 
(1:1) (9CI) (CK'IHOBX MAMK) 



cm 866086-02-4 
CMP C36 aSO He OS 



Absoluta stataodMdstry. 




42200-33-9 
C17 B27 N 04 



OH 

0-ca2-<»- CHj-KBDu-t 

'x6 



m B94761-70-7 CAPLUS 

CN l-Pip«cidin«carbo»yUc add, 4-(l,2.4,5-tetrahydco-2-o»o-3H-l,3- 

b«nzodlazapln-3-yl) (IR) -1- ( (4-hydrosy-3, 5-diaathylphanyl) aathyl] -2-obo- 

2- [4-(4-pip«rldnyl)-l-piparadiiyl) ethyl aster, dat. with 

3- 1 1 (2R) -1-aa thyl-2-pyrroUdiByll nathyl] -5- [2- (pbeaylsulf onyl) athyll -la- 
Ifidole (9CI) (CA XWDSX NAMS) 

CM 1 

cm 866086-13-7 
CMP C35 848 H6 05 



11/28/2006 



10/685,921 



Page 53 



L4 ANSVSR 5 07 32 CAPLU5 COfYKLCm 2006 ACS on STN (CoBtinuad) 
Absolute stercochemistEy. 




cm 143322-50-1 
OtF C22 H26 N2 02 S 




894761-76-5 CAPLUS 

lH-Ii»itol»-3-ac«tic add, l-(4-chloti)b«B«oyl»-S-Mtho«y^2-Bathyl-, alst. 
with (UU '1- [ ( 4-faydraary^3. 5-dlMti^lplMByl) Mttyl] -2-aso-2- [4- (4- 
pipaddinyl) -l-plp«razioyI]«tfeyX 4-(l,2,4,S-t*trakydro-2-earo-3B-l,3- 
b«i«odi«z8j»lo-3-yl)-l-pi|)«ridln«catbo«yl»t» and 3-[C(2R)-l-iMthyl'2- 
p/rrolidlnyllMtfayl]-5-C2-(phMVlaulfoiiyl)«tliyl]-lH-liidolA (9CI) {CK 
INDEX NAKB) 

Of 1 

cm 866086-13-7 
017 C35 H48 116 05 



L4 AHSmSR 5 OF 32 CAPUIS OOPYniGOr 2006 ACS on STN (CoDtlmMd) 




ayP 



aw 143322-58-1 
017 C22 B26 N2 02 S 



Absolut* 8tor«oeh«ai9try. Rotation (<f). 




cm 53-B6-1 

Oir C19 B16 CI H 04 



BO2C-CH2 



rtx. 



101 894761-82-1 CAPLUS 



U AMS9ER 5 07 32 CAPLUS OOPTRIGHT 2006 ACS on STM <Cootlnu«l) 
CM l-PlpeddlDAcarboxyllc add, 4-(l,2,4,5-t«tr«bydro-2-ojK>-3H-l,3- 

benzodiaz*pln-3-yl) <1A) -1- [ (4-hydro«y-3, 5-<liMtfaylpfa«nyl)Mtfayl] -2-oso- 
2-[4-(4-plp«rldlayl)-l-ptparazlflyl]«tlyl astar, aist. with 
5-cbloro-l- { 1- [ 3- { 2« 3-<llhydro-2-o«o-lB-banT< nl rtaiol -1^1) propyl! -4- 
piparldlayH -1, 3-dlhydro-2B-banTi iirirtaTol-2-ona and ll-Batbyl-3-U-aatbyl-4- 
piparldiixyl)-lB-liidela-S-etban*9ulfoaaadda (9CI> (CA IMOSI MAMB) 



cm 866086-13-7 
Otr C3S B4t 116 OS 




cm 121ff79-13-8 
OIV C17 H25 113 02 S 




cm 57808-66-9 

OfF C22 H24 CI H5 02 



L4 AMSRR 5 07 32 CAPLUS 



CQPYKIGBt 2006 ACS on STN 



(Contlouad) 



tCH2)3 



894761-86-5 CAPLUS 

1- Plp«ridiQacarfao3iyUc add, 4-(l,2,4, 5-t*tra^Iydro-2-o«o-3H-1.3- 
banzodiazapia-^-yl) (IR) -l-[ (4-bydroKy^3,5-diiBatfaylphanyl)oathyl) -2- 

2- [4-(4-ptpariditiyl)-l-plperaziiiyllattiyl astar, mlBt. with 
a-iMttiyl-4-(2-Mtfeylpra|i/l)banzanaaeatlc add (9CI) (CA INDBX MAHB) 

Of 1 

cm 866086-13-7 
OV CSS B48 N6 05 



Abaoluto staraodMBdstcy. 




cryP 



cm 15687-27-1 
OfF CIS H18 02 



Habte 



11/28/2006 



10/685,921 Page 54 

U AHSVER 5 OF 32 CAPLUS OOPtRXGar 2006 ACS on STN (ContlDued) 



L4 ANSWER 5 OF 32 CAPLUS OOPTRICTT 2006 ACS on STN 



(Continuad) 




m 894761-B8-7 CAPLUS 

CM l-PiperixlinecarboiyUc add, 4-(l,2,4,5-t«trabytlro-2-oso-3H-l,3- 

b«nzodiaztpla-3-yl) -. (IR) (4-hydroxy-3, 5-<liJMthylph«nyl) Mthyl} -2- [4- 
(l-natbyl-4-plp«rldlityl)'l-plp«ra2lfiyl]-2-o«o*thyl «9C«r, odiit. with 
2*.4*-difluoro-4-faydra>y[l,l*-falpfa*nyl]>3-carbo]iyllc BCid (9CX) (CA INDEX 
MAMB) 

Ot 1 

QQI 8660a6>02*« 
Off C36 BSD 116 0$ 

Absolut* starMdMoistEy. 




Of 2 

cm 22494-42-4 
atr C13 HS F2 03 




OO2H 



RN 894761-93-4 CAPLUS 

CN l-Plp«ridlln«catbo>ttalde, N-[(lR}-l-[(3,4-dl«thylph«nyl)m«tbyl]-2-[4-(l- 
iMtfayl-4-pip«ridiiiyl) >l-piperazinyl] -2-oxoathYl) -4- (1, 2, 4, 5-t«trahydto-2- 
oso-3B-l,3-benzodlazepla-3-yl)-, iiil«t. with l-[ (l-cwtbylathyl) anino] -3- (1- 
n^ththalanylony) -2-propanol hydrochJLorld* (9CI) (CA ZNDBX NAME) 

CH 1 

•CRM 686296-57-1 
CMF C38 HSS N7 03 

Absolut* stareocbeadstry. 




St 



CRN 318-98-9 

CMP C16 H21 N 02 . CI H 



M AN58KR 5 OF 32 CAPLUS COPTRIGar 2006 ACS oa STM (ContimMd) 14 ANSHBR 5 OF 32 CAPLUS OOPYRIGBT 2006 ACS oo STN (CoatiDuad) 

OB O Ma 

I II I 

i-PillH-CH2-Ca-C«2-0 Ph-C^^js,^C2-C02H 




RK 894761-9S-6 CAPLUS 

CM lH-lftdola-3-ac«tic add, I- («-chlorob*nzoyl) -S-matbomy-Z-Bathyl-, 
carboayaatfayl eatac, mlat. with (lR)-l-[(4-hydrosy-3,S- 
A ~, dlBathylphaflvDflMttiyll -2-aso-2-[4- (4-pipacidlDyl) -l-piparaxinyl] atfayl 

4- (1, 2, 4, S-t*tc«lvdro-2-OBO-3B-l,3-banzodlazapln-3-yD -X- 
pipaddinacarfaosylata (9CI} (CA XMDBIC NAME) 

RN 894761-94-S CAPLUS 

CN l-Fipaddinacacbosyllc add, 4-(l,2,4,5-t«trahydro-2-<Mto-3H-l,3- « 1 

btiaodiazapin-3-yl)-, (lR}-l-[ (4-liydrO]iy-3.5-dimathylph«nyl)iaathyl]-2-[.4- 

(l-Mthyl-4-pipadditiyl)-l-plp*radnyl]-2-osoathyl aatar, odat. with CRM 866086-13-7 

3-bsBzayl-«-BatliyU»iu«maeatie add (SCI) (CA INOSK MMIB) OIF C3S B48 N6 05 

CM 1 Abaoluta stacaodMBiatry. 

CRM 866086-02-4 ^ ^ 

CMF C36 BSO N6 05 f^[^ 

A b s oli i ta stataocfaaadatry. m 



CRN 53164-05-9 

CMF C21 B18 CI N 06 



CFM 22071-15-4 
CNF 016 H14 03 




Habte 



11/28/2006 



10/685,921 



Page 55 



U ANSWER 5 OF 32 CAPUIS CX)pyRI(ST 2006 ACS on STN (Cootinu«d) 
CI 



O 



CB2— C- O- CHj- OOJB 
B94762-03-9 CAPLUS 

Pipttrazla*, 1- [ (2S) -2- [ [3-chloro-4-faydroaiy^S- ( trlfluoroMtlqrl) ptenyl] Mtfay 
1) -1 » 4-dioso-4- [ 4* (1* 2, 4, 5-t«trahydro-2-aKO>3DB-l, 3-lMnzodl«z«^tt-3-yl) «1- 
pip*rldltiyl]butyl]-4*(l-Mefayl-l-pip«cldiiiyl)-, mint, with 
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with N- 1 (IR) -1-t (3» 4-dietbylphenyl) oathyll -2- {4- (l-m«thyl-4-piparldinyl) -1- 
piparaiinyl}-2-o«DathylI -4- (1,2, 4, 5-tatrabydco-2-o«o-3H-l, 3-banzodlazaplQ- 
3-yl)-l-piparidinacacboK«mida (9CI) (CA 2NDSX NAMB) 
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AB Title conpde. [tt V - NR1R2, 0R4* R4 - alkyl, haloalkyl, etc.f Rl. R2 - B. . 
(substituted) alkyl, alkanyl, alkynyl, cycloalkyl. Ph. azetidinyl, 
adanantyl, oaadiazolyl, piperazinyl, etc.i R1R2N - (siibstituted) 
azetidinyl, pyrrolyl. pyrrolinyl, pyrrolidinyl, azepinyl, diazepinyl, 
piperidinyl, piperazinyl, etc.f R3 • (substituted) (hlcyclic) heteroaryl, 
Ph, fluorenyl, naphthylf 0-0, NCN, alkylsulfonyliiainoi m. n - 0-2i A, B 
- C, N, CHi p - 0, It if p - 1, GJB - atODO to form (substituted) (fused) 
betarocyclyU if p - 0, AJC • atoos to fora (substituted) spirocyclyli 
with prawlsosl. were prepared via a 6-8tep procedure. Thus, 
4-iodo*2,6-tliaetliylanlline hydrochloride (preparation given). Me 
2-benzylesycarbonylaerylate (preparation given), Pd(QAc)2, Bu4NCl, and Et3N 
were reflu«ed together for 3 h in THP to give 651 Me (Z)-3- (4-a»ilno-3.5- 
dliBethylphenyl)-2-benzylo]cycarbonylacrylate. This vas hydrogenated using 
(-) -1, 2-bi8[ (2R, 5R) -2, 5-diethylph09pholano] benzene (cyclooctadlene) rhodium! 
X) tetrafluoroborate in CH2C12/MeOa at 65 psi H2 for 16 h at rooa 

temperature to 

give 981 Me (R)-3>(4-amino-3,5-dlfflethylphenyl)-2- 

(benzyloxycarbonylamino)propanoate. The latter vas stirred vith KOAe and 
isoaayl nitrite in PhMe/HDAc for 16 h to give 76% Me {R)-2- 
(benzyloxycarbonylBinlno) -3- {7-methyl-lH-indazol-5-yl) prqpanoate. 
Hydrogenolysis of this in Ne<» over Pd/C at 15 psi H2 overnight gave lOOt 
Me (R)-2-amino-3-(7-methyl-lH-indazol-S-yl)pr(^)anoate. This was stirred 
with diisopropylethylamine and disucciniraidyl carbonate in IMF for 30 mitt. 
foUowed by addition of 3-(piperidin-4-yl)-3,4-dlbydroquiBazoUo>2(ia}*o&a 
and aUrriag for 24 h to give lOOt Me (R)-2>[4-[2-^o-l,2- 
dihydroquinazolin-3 (4H) -ylj piperidine-l-earbosamido] -3- (7-Bethyl-lH- 
lndazol-5-yl)propanoate. Saponification with LIOH in THF/He0fI/B2O followed 

by 

acidification vith BCl gave 80% free acid, «rhich vas stirred with 
diisopropylethylamine, decahydroisoquinoline, and PyBOP in OMF at 
0* to room tesqperature overnight to give 79% title compound (XZ). 
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RLs INF (InduatrlAl manufacture)! SFN (Synthetic preparation) > PREP 
(Preparation) 

(process for ths preparatlom of 
onqul nazoliny Ipipe ridinylca rbaaoyle thylinda 
zoles) 

m 890044-53-8 CAPLUS 

Ol l-Piperidittecarboxamida. N-I(lR)-2-(4-cyclobeayl-l-piperazinyl)-l-((7- 
methyl-ia-indazol-5-yl) methyl] -2-osoetfayl] -4- (1. 4-dibydro-2-omo-3 (2H) - 
qulaazcllayl)- (9CX) (CA UOast NMIB) 

Absolute staroocfaeaistcy. 
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2006} 315123 CAPLUS 
144:460321 

Non-peptide calcitonin gene-related peptide receptor 
antagonists from a benzodiazepinone lead 
tfilliams. Theresa M.» Stump, Craig A.i Nguyen, Diem 
M.> Qulgley, Amy G.i Bell, lanM.f Gallicchio, Steven 
N.* Zartman, C. Blairt Van, Bang-Linf Delia Penna. 
Kimberly* Kunapuli, Priya* Kane, Stefanie A. i Xoblan, 
Ken S.t Nosser, Scott D.f Rutledge, Ruth Z.» 
Salvatore, Cbrlstopberi Fay, John f.f Vacca. Joseph 
?.f Graham* Saaial L. 

Department of MSdidnal Chemistcy, Hattk & Co.. Wast 
Point, PA. 19486. USA 

Bioorganic « Medicinal ChcmistEy Letters (2006), 
16(10). 2595-2598 
COHEN* BHCLSSi XSSNt 0960-894X 
Blservler B.V. 
Journal 
BngUsb 

CASRBACT 1441460321 
High- throughput screening of the Merck sample collection identified a 
benzodiazepinone tetralin-spirohydantoin as a OGRP receptor antagonist 
with micromolar activity. Comparing the structure of this eoqMund with 
those of earlier peptide-based antagonists such as BXBN 4096 BS, a key 
hydrogen bond donor-acceptor pharmacophore vas hypothesized. Subseque&t 
structure activity studies supported this hypothesis and led to 
beozodiazepinotte piperidinyldihydroqul nazolinoae, C6RP receptor Xi - 44 aM 
and IC50 • 38 dM. This compound was orally bloavailabila ia rats and is a 
lead in ths development of orally bioavailablo C6R? aatagoaists for ths 
treatment of migraine. 
XT 886854-34-8 

RL: PAC (Pharmacological acrtivity)r TBU (Thsri^peutic use)* BIOL 
(Biological study)* USES (Uses) 

(non-peptide caldtonia gene- related peptide receptor antagonists fron 
a bsnzodiazeplnona lead in relation to treatment of migraine) 
BN 886854-34-8 CMWS 

CN 1-Piperldlaeearbosamide, N- [ (U) -1- [ (3. S-dibroanpheayl) methyl] -2-oxo-2- (4- 
phenyl-1 -piperazinyl) ethyl] -4- (2,3-dibydro-2-a«o-lB-beazimidazol-l^l) - 
(9CI) (CA INDEX mHX) 

Absolute stereochemistry. 
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2006:5S2ei CAPLUS 
144:205969 

Idantification and PhactnacoloQlcal Characterization of 
DoiBains Involved In Binding of CGRP Receptor 
Antagonists to the Caldtonin-llke Receptor 
Salvatoca, Christopher A.f MaUoe, J.» Bell, Ian 

H.I Zartiun, C. Blalrf Villlams, Theresa M.i KOblan, 
Kenneth S.f Kane, Stefanie A. 

Pain Research Medicinal Chemlatry, and BlOBedical 
Research Departments, Merck Research Laboratories, 
Vest Point. PA, 19486, USA 
Biochemistcy (2006), 45(6). 18B1-1887 
OOOEN: BICEKVi ISSN: 0006-2960 
Aaericao Cbeaical Society 
Journal 
Bttgllsb 

The caldtonin-llke receptor (CLR) and the calcitonin receptor (CTR) 
interact with receptor activity-modifying protein I (RAHPl) at the cell 
surface to form heterodineric receptor conplexes. CLR and CTR are swobers 
of the class II (family B) G-proteln-coupled receptors (GPCR) and bind 
- calcitonin gene- related peptide (OGRP) with siailar affinities when 
coeapresaed with RAMPl. The observation that various noiqiaptlda CGRP 
receptor antagonists display a higher affinity for the CLR/RAHPl conplea 
than for CTR/RAMPl provided an opportunity to investigate the nol. 
detensioants of the differential receptor affinities of these antagonists. 
A chimeric receptor approach was utilized to identify key doouins within 
CLR responsible for conferring high-affinity antagonist binding. Xoitial 
chimera expts. implicated distinct regions within CLR as responsible for 
the affinities of strttcturally diverse OGRP receptor antagonists* 
Dissection of these key regions implicated amino acids 37-63 located In 
the N-teminus of CLR as responsible for the high-affinity interaction of 
one structural class, while transaenbrane domain (TM) 7 was responsible 
for the Interaction of a second class of antagonist. A unicpje binding 
interaction in the N-teminus of CLR is consistent with the observation 
that these conpds. also interact with the extracellular region of RAMPl 
and could suggest the formation of a binding pocket between the two 
proteins. Conversely, a conqpound which interected trlth TM7 did not display 
a similar RAMPl dependence, suggesting an allosteric mechanism of 
antagonism. Collectively, these data provide insight into two alternative 
mechanisms of antagonism for this unique heterodimerie receptor coo^lea. 
IT 876066-62-S 

RL: fiSU (Biological study, unclassified) I BIOL (Biological study) 

(identification and Pharmacol, cbaraetarizatlm of domaias Involved in 
binding of OGRP receptor antagonists to buaan caldtonln-Ilks receptor 
conplexed with RAMPl) 
KM 876066-62-5 CAPLUS 

at 1-Piperidinecarboxamlde, N-( (IR) -l-( (3, 5-dibramo-4-hydraiVPlMi>yl)"*^^] 
oxo-2- (4-pheoyl-l-piperazinyl) ethyl] -4- (1, 4-dlhydro-2-eKO-3 (2H) - 
quinazoUnyl)- (9CI) (CA INDEX NAME) 
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Gtf, 


ML. MR, NB, 


SN, 


TD, 


TG, BV, GB, 


GH. 


KB, 


LS, 


Htf, 


NZ, 


NA, 


SD, 


SL. 


SZ, TZ, UG, 


ZN, 


ZV. 


AM, AZ, BY, 


KG. 


KZ, 


MD, 


RU, 


TJ, 


TM 














2006252931 




Al 
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US 2006-277177 




20060322 
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INFO. I 












OB 2004-102004019492A 20040422 


















US 2004-569S33P 




P 20040510 


















AR 2005-101139 




A 20050323 


















TO 2005-EP3094 




A 20050323 


















TO 200S-BP4104 




A 200504ie 


















EP 2005-21283 




A 20050929 



OTHER SOURCE(S)i 
GI 



HARPAT 143:440449 
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U ANSWER 9 or 32 OPLUS OOPtMGBr 2006 ACS oa STN (CCmtiiiuad) 




I 



AB Title coopds. t tA - O, Si X - O, S» 0 - C or N-aton of a hatarocyclio 
rinfl with provlsosi Rl - 5 to 7-o«iBbarad hatarocycla, atci R2 - H, 
phanylnathyl, alkyl, ate.* M - H, Ph p/rldinyl, ate.] and thair 
pbacmacautlcally accaptabla aalto and fonukUtions waca praparad For 
axaiVla* SCI nadlatad daprotacUoa of Boc-lsoiiMlazolo It (2 - Boc) 
•ffordad baBzdlazepin-2-OM IX (S • H) la 72% ylald. In litmaa egrp 
racaptoc assays, conpds. X axhihltad ICSO vmliMS £ 1000 nM. 

IT 868706-76-7P 868706-80-3? B68706-8S-8P 

868706- 89-2P 868706-92-7P B68706-98-3P 
86B706-99-4P B68707-08-8P 860707-10-2? 

868707- 12-4P 868707-13-5? 868707-16-8? 

RLt PAC (Phanucologieal aetivltylf SPN (Synthatie praparation) > TBU 
(Tharapautlc uaa)l BIOL (Biological study)* ?RBP (?c^ratioD)t 
(Uses) 

(praparation of battzdiazapin-2-ooas and ralatod coaqpds. as cgrp 
astagoois ts ) 

ni 868706-76-7 CAPLUS 

CK 1-Plpacldinacarboayllc add, 4- (l,2,4,S-tat^allydtP-2-o»o-3B-l,3- 
b•Iaodiaz•pin-3-yl) (IB) -1- 1 (2.3-diliydco-4-Bathyl-2-o»o-6- 
banzozazolyl) mathyl] -2- [4- (l-iMthyl-4-pLpacidiiqrU -l-plperazinyl] -2- 
OBOatfayl astar (9CZ) (CX IMOSC MAMB) 

Absolut* stacaodianistty. 



U ANSHBR 9 or 32 CAPXUS OOPTRICBr 2006 ACS on STN (Cbntiouad) 
piparazlnyl} ethyl aster. (9CX) (Ok nm mMB) 

Absolute staraocbeBistty. 




Vn 868706-89-2 CAPLUS 

CM l-?lpaEidiiiaeatbo>yUc aetdr 4-(l,2.«,5-tetcafaydro-2-oso-3R-l,3- 
beittQdlaxepiii-3-yl) (UO-l-( (2. 3-difaydco-3,4-diBetfayl-2-OTO-6- 
benzoBazolyl) Mtfayl] -2- (4- ( (3-exo) -8-Mtbyl-8-azabicyclo[3. 2.1] oet-3-yl] -1- 
pip*raziiiyl]-2-OB0etfayl ester (9CI) (CR XNDBI MAMB) 

Absolute steroocbsaistcy. 



9»ex l-A 




L4 ANSVBR 9 OF 32 CAPLUS COPTBICTr 2006 ACS oa STN (Contimted) 




RN 868706-80-3 CA?LUS 

CM l-?iperidinecarbosyUc add, 4-(l,2,4,S-tatrataydro-2-o»i-3B-l,3- 
beazadiazepio-3-yl>-, (lR)-l-( (^,3-difaydro-^,4-dinetbyl-2-aso-6- 
beazoatazolyl) Mtiyl] -2- {4- (l-Betliyl-4-piperldiByl) -l^perazioyl] -2- 
osoetfayl ester (9CX) (CA INOBX MAMB) 

Absolute sterooehemistcy. 




RN 868706-85-8 CAPLUS 

CM l-Piperidinecarbo«yUc add, 4-(l,2,4,5-tetcahydro-2-ojto-3H-l,3- 
b«DzodiazBpin-3-yl) (IB) -1- [ (2, 3-dlhydco-3, 4-diBathyl-2-oao-6- 
baozoaazolyDBatbyl] -2-OSO-2- [4- [1- (pbanylttatbyl) -4-piperidiByl] -1- 



U AHSMBR 9 or 32 CAPLUS OOPYRIGBT 2006 ACS Ott STN (Contiouad) 

PA6B 2-A 




S 



RN 868706-92-7 CAPLUS 

CM 1-PiperidinecartxwyUc add, 4-(l,2,4,5-tetcahydto-2-o«o-3H-l,3- 
benzodiazepia-3-yl) CIR) -l-£ (2.3-dihydro-3,4-diMtIqrl-2-o«o-6- 
benxouKolyl) aetbyl) -2-oso-2-(4' (4-pdLperidlnyl> -l-pipsraziayl] ethyl ester 
(9CI) (CA XMOBX NXKB) 

Absolute stereocheadstty. 




RH 868706-98-3 CAPLUS 

CH 1-Piperidinacarboaylic add, 4-(l,2,4,5-tatrahydre-2-oxo-3H-l,3- 

b*azodiazapia-3-yl) -, (IR) -2- (4-eycloha«yl-l-plparari«yl) -1- ( (2, 3-dihydro- 
3, 4-diiaathyl-2-oxo-6-b«azosazolyl) methyl] -2-oxoattiYl ester (9CI) (CA 
INOBX MAMB) 

Absolute stereochemistry. 
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U ANSHER 9 OP 32 CWUUS OOTtlUGBr 2006 ACS on STN (ContlniMd) 




m 868707-08-S CKPLUS 

CM l-Pl(MtldiiMcarbcnyllc add. 4- (l,2,4»&-t•tcahydro-2-oxo-3B-l,^- 
b•^zodlaz•pll)-3-yl) (l]t)-l-[(2,3-dlfaydro-B-iMtliyl-l,4-teii2odioxln-6- 
yl) Mtliyl] -2- [4- Cl-n»tliyl-«-pip*rldliiyl) -l-plparazlnyU '2-«n«tbyl est* c 



U ANSWER 9 OF 32 CAPtUS ODPYRIGBT 2006 ACS on STN (CooUnutd) 
(9a) (CA INOaC NAME) 

Absolut* stcraoehcnlstcy. 




RN 868707-10-2 CAPLUS 

CN l-PiperldlMcarbc«yUc add, 4-(l,2,4,$-t«trabydro-2-oso-3B-l,3- 

b«nzodlaz«pln-3-yl)-, {1R)-1-I (2,3-<miydro-8-B»thyl-l,4-b«i»odlOKl»-6- 
yl) mtbyl] -2- 1 4- 1 (3-«xo) -8-n«thyl-8-azablcyclo[3. 2. IJ oct-3-yll -1- 
piper«xlnyXI-2-CKO*thyl astar (9CI) (OA INDSt NAME) 

Absoluta staraoehamistcy. 




RN 868707-12-4 CAPLUS 

CN 1-PlperldlnacatboxyIic add, 4-{l,2,4,5-tatrahydro-2-o«o-3H-l,3- 

b«nzodiaz«pia-3-yl) (IR) -2- [4- (3S) -l-azabicycloi2. 2.2] oct-3-yX-l- 
piparazlnyl] -1- [ (2, 3-dlhydco-8-mathyl-l, 4-banzodlo«in-6-yl) nathyl] -2- 



M AMSim 9 or 32 CAPIAS OOPTitlfiHr 
osoatfeyl oatar (9CZ) {Ok IHDBI M 

Absoluta staraodiamlstty. 



2006 ACS on STN (COntinuad) 




RH 868707-13-5 CAPLUS 

CM l-Pipetldlnacacbo«yUc add, 4-[4-( (^R)-3-(2,3-dlhyd^o-8-nathyl-1.4- 
banzodlaslo-6-yl) -l-o>o-2- t [ [4- CI, 2, 4, 5-tatrahydro-2-o»o-3H-l» 3- 
baazadlazapltt-3-yl> -l-plparidinyl] cacbenyl) o>y] pEopyl) -1-pipacazliiyll - 
phanylMtbyl astar (9CI) (CA tMm NAME) 

Absolut* stscaodMBdstty. 




U AMSHKR 9 or 32 CAPLUS OOPtRIGHI 2006 ACS on STN (Continued) 

PAGE 1-B 



-00 



868707-16-8 CAPLUS 

l-Plp«ridln*carboxyUc add, 4-(l,2,4,5-t«ttahydro-2-o«o-3H-l,3- 
banzodiazapin-3-yl) -, (IR) -1- 1 (2, 3-dihydro-8-Batiiyl-l, 4-banzodio»in-6- 
yl)natbyl]-2-oso-2-[4-(4-plperldinyl)-l-pipacazinyl]atltyl astar (9CI) (CA 
INDEX NAME) 



Absoluts stataochaHdstgy. 
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cgrp antagonlsta 
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Klrsteai Dooda, Henri 
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Boehrlriger Ingelheim Phana Gabh t Co. XS 
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US 2005250763 
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OTHER SOURCE (S) I 



KIND OATB 



APPUOmCH NO. 
NO 2005-BP37$9 



20050409 



Al 20051027 

CI 20060105 
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Al 
Al 



MARPAT 1431422350 



> & T IUi E . I URg DXAGRm TOO LARGS fOR DISPLAT ■ 



AVAILABU VIA OFrLINB PRINT * 



etc.* X < 



AB Title conpds. I [A • substituted Ph, i.e., Cr3, NB2, C] 
NH/ Rl - l,3-dibydro-2H-iiBidazo[4,5-c]quinoliD-2-onyl, 
l,3-difaydro-2B-beaziaidazol-2-one, etc.* NR2R3 • l,4'-hipiperidinyl, 
l-aetfeyl-4-(4-piperldinyl)pipar8ziDyl, l-(l-net)iyl-4- 

piparidliorDpiparaziflyl* ate.] and their pbanBacsutically acceptable salts 
and fomilations were prepared * For exanple, coupling of l,4*-biplperidlj>e 
and acid II afforded liBldazo[4,5-clquinolin<2-eaa III in 76% yield. In 
huaan cgrp receptor assays, c onp ds . I eahihitod IC50 valuas S 1000 
tU. 

IT 868355-3S-5P 866355-38-8? 868355-41-3P 



L4 ANSVBR 10 OF 32 CAPLUS COPYRIGHT 2006 ACS on STN ' (Continued) 
RL: PAC (Phamacological activity)! SPM (Synthetic preparation)! THU 
(Therapeutic use)! BIOL (Biological study)! PREP (Preparation)! USES 
(Uses) 

(prepa. of ifflidazo[4,5-clquinolin>2-ones and related con pds. as cgrp 
aatagoalats) 
RN 868355-35-5 CAPLUS 

CM 1-PiparldinaearboKylle add, 4-(l,2-dlhydro-2-o:io-3B-iddazo[4,$- 
c]qulBolin-3-yl)-, (IR) -l-t(4-amlBO-3-chloro-5- 
(trif luorometbyl) plwnylj nethyll -2- [4- (l-MtIiyl-4-pipeeidliiyl) -l- 
plparaxinylJ-2-oxo0tliyl wter (9CI) (CA INDBX NAMB) 

Absolut* staraeebaBlstry* 




RN 86B35S-3B-S CAPLUS 

CM l-Piperidinecarbo«ylic acid, 4- (2,5'dihydro-5-c»o-3-phenyl-lH-'l,2,4- 
triazel-l-yl) -, (IR) -1- ( l4-aadBO-3-chloro-5- (trif luoromathyl) phenyl] mthyl 
]-2-[4-(l-Batliyl-4-plp«ridiiiyl)-l-pipecaziivl)-2-oso«tliyl aster (901) (CA 



Absolut* st*r*ocb*aistty. 




AMStfBR 11 or 32 CAPLUS COPTRlGHr 2006 ACS on STN 



RM 868355-41-3 CAPLUS 

CM l-Plp*ridin«carboayllc add, 4-(2,5-dihydro-5-a»>-3-pb*0yl-lB-l,2,4- 

trlazol-l-yl) -, (IR) -1- [ [4-aBino-3-chloro-5- (trif luoromtbyl) ^nyl] Mtlyl 
1 -2- 14 - |l-az ahtcyclot2. 2. 21 oct-3^1) -l-pipradiiyl} -2-owtliyl estac (9CX) 
(CA INDEX NAKB) 

Absolut* st *e*och— tstry. 
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LI ANSWER 11 OF 32 CAPUiS OOPYRZCT 2006 ACS on STN (COfitlmiad) 
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b«nzodlaz«pin-3-yl) (IR) -1- 1 [4-«alno-3-chloro-5- 
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Abaolut* 9t*r«och*iBl8try. 
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PRIORITT APPLN. INFO.X DB 2004-102004019736A 20040420 

US 2004-S70379P P 20040512 
DB 2004-102004063754A 20041229 

AB The Invention discloses a process for the treatnent or prevention of 
headaches, odgraine or cluster headache, conprising the joint 
edadnistration of a therapeutically effective aaouot of a OGRP-antaQonist 
[•.9. 1- (N2-(3,5-dibrooo-N- { (4- (3,4-dihydro-2 (lH)-aioquinazoUn-3-yl) -1- 
.piperidinyl)carbonyl)-IKtyro9yl)-L'lysyl)-4-(4-pyTidinyl)piperazine], or a 
pbysiol. acceptable aalt thereof, and a therapeutically effective asnunt of 
the selective serotonin reuptake inhibitor [e.g. (+ ) -N-inethyl-3-(I' 
naphthylo3iy)-3-(2-thi«nyl)propanaaine), or a physiol. acceptable salt 
thereof, ea mil as the corresponding pharmaceutical co^ns. and the 
preparation thereof. 

IT 204696-63-9 205061-76-3 205063-65-6 
20S063-67-8 205063-68-9 205063-69-0 

205063- 87-2 205063-89-4 205064-45-5 

205064- 53-5 205064-61-5 205065-28-7 

205065- 32-3 205066-02-0 205260-29-3 
205260-30-6 20S260-31-7 205260-32-8 
32S975-87-9 

RLt PAC (Pharmacological activity) 1 T8U (Therapmitlc use) t BIOL 
(Biological study) r USBS (Uses) 

(OGRP antagonist conbinatioa tilth serotonin reivtako Inhibitor for 

traatnent of aigraine or other baadscbe) 

RH 204696-63-9 CAPUIS 

CH l-Piparldinecarbosaalde. N-( (IR) -1-t (4-amloo-3. S-dibromophenyl) methyl] -2- 
omo-2- [4- (4-pyrldinyl) -l-piperasinyl] ethyl] -4- (2,3-dlbydro-2-oso-4-ph«Byl- 




BM 205061-76-3 CAPUIS 

or l-Piperidinecarboa«mide, N-t (IR) -1-C (3,5-dibromo-4-hydroxyphenyl)aethyl) - 
(4- (l-Bethyl-4-piperidinyl) -l-piperaiinyl] -2-oxoetfayl] -4- (1, 4-dihydro-2- 
oaio-3(2H)-quioasoUoyl)- (9CI) (CA INDBX NAME) 

Absolute stereochemistry. 




RN 205063-65-6 CAPUIS 

CN l-PiperldinecarbosaBide, H-[ (IR) -l-{ (4-amino-3, S-dlbromopbenyl) methyl] -2- 
[4- Cl-methyl-4-piperidlinyl) -1-piperazinyl] -2-OBoetfayl} -4-(2, 5-dihydro-5- 
oso-3-phenyl-ia-l,2,4-trlazol-l-yl)- (9a) (CA IND» NMIB) 

Absolute stereoeheaistry. 
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RH 20S063-67-8 CAPLUS 

CN l>Plp«rldlo«carbasaiBid», N-((lR)-l-[(4-aoino-3,5-dibraaopheiiyl)nthylI-2- 
[4- (l-B»thyl-4-pip«ridinyl)-l-ptp«razlnylJ-2-atoethyll -4-[2,3-diliydco-2- 
aio-4-(3-tbi*ayl)-lB-lttijdazol-l-yl]- C9CI) (OA INDEX lOMS) 

Absolut* stsrvoclMmlstKy. 




RN 205063-69-0 CAPUI5 

CH l-Pip«ridiMcarbosaiBid», N- [ (IR) -1- [ (4-aalno-3, S-cUbroaophanyl) iMthyl] -2- 
(4- (l-B>tliyl*4-pl|Mridlnyl) -l-plparazlnyl) -2-c»o«tbyll •'4-(2r3-dlbydro-2- 
OKO-4-[3-<tcifluocOBtthyi)phaivlI-lB'-lnlduol-l-yl)- (9CI) (CA INOBX 




Absolut* stsrsoclwatstcy. 



205063-68 CKPLUS 

l-PlpecidlMcazfaasaaid*. N- ( (IR) -1- [ (3, S-fUJbraM-4-liydreBypfa*iiyl) aatfayl] -2- 
[4- (l-Mtl)yl-4-pip*cldliiyl) -l-plp«razinyl) -2-o«Mtfayl] -4- [2, 3-dll9dro-2- 
OBO-4<(3>(tclfluoraattlvl)pb«Vl]-lB-ialdasol-l^l]- (9CI) (CA INDBX 



Absoluts stsrsoehsBistcy. 




20S063-87-2 CAPLUS 

l-Plp«ridlnecaiixnMaid«, N-[ (IR)-l-[(4-aai^o-3,5-dlbroBaphssyl)BStbylI-2- 
I4 - (l-« thyl-4 -plp« ridi nyl) -l-plp« razinyl] -2-osostbyl] -4- <1 , 4-dlhydco>2*o>o- 
3(2H)-quin«zolinyl)- (9CI) (CA : 



U ANSBER 12 07 32 CAPLUS OOPTRtOff 2006 ACS OS STN (CODUmJSd) 
Absolut* st«reoch«al9tcy> 
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205063-89-4 CAPLUS 

l-Plp«ridio*carb(nuiald«, M-t (lR)-l-t (4-«BdBO-3, 5-dibraaopb«ctyl)BatI>ylI -2- 
[4- (l-*tliyl-4-pip*rldliiyI) -l-plp*ra»inylj -2-caoetl>yll -4-(2, 3-diliydro-2-OKt> 
4-[3-(trifluoraMthyl)ph*iiylI-lH-laddazol-l-yl]- (9CI) (CA INDSX NAME) 




RN 205064-53-5 CAPLUS 

CH l-Pip«rldin*carboxaalda, H-((lR)-l-t(4-md.no-3,5-<U.brojBe»>h*nyl»n*thyll-2- 
t4-C3- (dliMtfaylanlno)pr(^l] -1-pip* razinyl] -2-OKO*tl>yl) -4- (1, 4-diliydco-2- 
azo-3 (2H) -qulnazoUoyl) - (9a) (CA IMDBC NAHB) 

Absolut* st*reocheffll8tcy. 





(CH2li' 



1M*2 



RN 205064-45-S CAPLUS 

CN l-Pip«rldin*carboxamid«, fl-[(lR)-2-[4-(4-*c*tylph*nyl)-l-pip*razloyl]-l- 
[(4-aiiino-3,5-dibraaaph*nyl)iB*tfayll -2-o«o*thyl] -4- (2,3-dlliydro-2-oxo-4- 
ph*nyl-lH-iBldszol-l-yl)- (9CI) (CA ] 

Absolut* 8t*c*oeh«nlstcy. 



RH 205064-61-5 CAPLUS 

CM 1-Piperldin«carboxaaido, N-[ (IR) -l-I (4-aaino-3,5-dibroaoph•lIyl)B*thy^J-2- 
(4-^ {l-B*thyl-4-pip«cidinyl)carbonylJ-l-pip*razlnyl}-2-o«o*thyl)-4-(l,4- 
dlhydro-2-oso-3(ZH)-qulnazoUiiyl)- (9CI) (CA INOBX NAME) 

Absolut* starsochcoistEy. 
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m 205065-28-7 CAPLUS 

CM l-Plp«rldlnecarboxaalda, N-( (4-aialRO-3, S-dibraooph*iiyl)Mthyl) *2- 

[4-1 (4-oothyl-l-pip«rmzioyl)carbonyll -l-pip«cazlryl)-2-o«oethyl)-4-(l,4- 
difaydn>-2-azo-3(2H)-quiouoUayl)- (9CI) (CA niDSX NMIS) 

Absoluta stsraoehralstEy. 

Die 




20S065-32-3 CAPLUS 

l-Pip«EldiiMCacb(MMBld*, N- [ (IB) -1- ( (4-«aliw-3, S-dibconoplMiiyl) n*tbyl) -2- 
[4-(4- [4- (dlimt±ylaBliw) butyl] phcoyll -l-pip«raslnyl) -2-«iMtlvll i^p*' 
dilyiro-2-o«&-3 <2H) -qui n»«ell nyl) - (9CI) {CK INOBX MMtB) 




RM 205066-02-0 CAPUIS 

CM 1-Pip«ndlnttc«rfo<»anid«r N-[ (XR)-l-C (4-amilw>-3,5-dibrom^3|lh•^yl)In•tllylI-2- 
(4- (5-i»thaiy-4-pyrlintcliiiyl) -l-plp*raziiiyl] -2-«ro«tbyl}-*- (l,4-dll>ydro-2- 
0X0-3 (2H) -qulnazoUnyl) - (9CX) (CA XNOBC NMB) 

Absoluts 9t*r«och«mlstcy. 
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Be 



m 205260-29-3 CAPWS 

Of l-Plp«tldltt*carboKaald*, N-[ (IR) -1- [ (4-aid.o»'3, S-dlbrtnopbtnyl) owtfayll -2- 
14- 1 (3-««o) -0-Btatbyl-8-azabicyclo(3. 2. IJ oct-3-yll -l-plp«razlnyll -2- 
OMfthyl] -4- (1, 4-dlhydto-2-oaw>-3 (2H1 -qulnwol i nyl> - (9CI) (CA imm MAMB) 

Absolut* 9t*r«och*nlstry. 




R 



m 20S260-30-6 CAPUJS 

CM l-Plp«ridln«carboHaaldtt, N-[ (lR)-l-( (4-«mllu>-3,S-dibraB^pb•IIyl)lMtllyl)-2- 
[ 4- [ (3-«xo) -B-Mthyl-8-azablcycloC3.2. 1] oct-3^1] -l-piparuiayl] -2> 
o«o« thyll -4- ( 2, 3-dibydro-2-o»o-4- (3- (tdf luoeoMtliyl) phanyl) -IB-loldazol-l- 
yl]- (9C2) (CA INOSX NAME) 

Abaoluttt starMtclMalstiy. 
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RN 205260-31-7 CAPLUS 

CM 1-Pip«tidlnecatbffliaaid*, M- ( (IR) -1- ( (4-affllDO-3, S-dibronophenyl) owtbyl) -2- 
(4- ( (3-«Ko) -8-iMthyl-8-«zabicyclo[3. 2. 1] oct-3-yl) -l-plp«raziryl) -2- 
osoathyl] -4- [4- (3-braaopheiiyl) -2, 3-dlfaydro-2-oso-ia-lBlduol-l-yl] - (SCI ) 
(CA ntOSX NMIB) 

Absoluts stocaochaaistiy. 




RN 20S260-32-8 CAPLUS 

CN l-Pip«ridln«earboxaald«» N- { (IR) -1- [ (4-aaiRO-3, S-dibroaopbanyl) methyl] -2- 
(4-( (3-«so) -B-Mtliyl-8-az«bleyelo[3.2.1}oct-3^1] -l-ptparazioyl] -2- 
oaoatbyl] -4- [2, 3-difaydr»-4- O-Mthoaypbaayl) -2-oso-lB-ialdazol-l-yl] - 
(9a) (CA INOBX NAHK) 

Absolut* at*r*och*Bl8tey. 
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m 325975-87-9 CAPLUS 

CM l-Plpedditteacatlc add, 4-t4-I (2R)-3-^3.5-dlbcoao-4-hydroayphanyl)-2-[([4- 
<l, 4-dlfaydro-2-a(o-3 (2B) -qulouoUoyl) -l-plp«ridinylj carbonyll amino) -1- 
osopcopyll-l-pliwnxinyl]- (9CI) (CA ZNDSS MMtB) 

Absolut* stanecbraistry. 
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* STRUCIURS DX»5RM TOO LARGE FOR DISPLAY - AVAILABLB VIA OFFLINE PRINT • 

AB Tltl* csBipds. t (A - O. Si X • O, St D, E - CH, N with provisos^ G • CRar 
M - CRbf Q • CRc> Ra. Rb, Rc • H, halo, alkyl, etc. i Rl - 5 to 7-naiBbarad 
batarocycla* R2 • H, Pb, p/cidioyl, atc.i R3 - B, Ph. pyrldinyl, ate.] and 
tbair phaxnacautically accaptabla salts and fonaulations vera prepared For 
emanple, coupling of l-(l-iBetbylpipecLdiR-4-yl)plpecszine and cacboaylic 
add XZ afforded brazdiaseplae III Id 87% yield. In laaaa 006RP receptor 
iohifaltioa assays, coivds. I avhibited ZCSO valitas < 10000 aH. 

IT 866085-11-2P •66085-27-OP 866085-29-2P 
866085-33-8P 866085-41-8P 866085-47-4? 
866085-54-3P 86608S-58-7P 86608S-60-IP 
866085-64-5P 866085-68-9P 866085-72-5P 
866085-81-6P 866085-84-9P 8660S5-90-7P 

866085- 96-3P 866085-99-6P S66086-02-4P 

866086- 06-ep 866086-10-4P 866086-13-7? 
666086-19-3? 866086-24-0? 866086-26-2? 
666086-30-8? 866086-33-1? 666086-35-3? 
666086-37-5? 866086-41-1? 666086-S3-5? 
666086-57-9? 866086-59-1? 866086-63-7? 

866066- 67-1? 666086-76-4? 666086-61-9? 
866086-85-3? 666086-87-5? 866086-69-7? 

866067- 66-3? 666087-74-3? 

RLt PAC (Pharsacologlcal activity)* SPN (Synthetic preparation) » THU 
(Tharapautic usa)i BIOL (Biological study)* PRSP (Preparation)* USES 
(Uses) 

(preparation of 3-piperidin-4-yl-tetrataydro-l,3-benzdiBzapin-2-ones as 

OCGRP 

receptor antagonists) 
FH 866085-11-2 CAPLUS 

CN 1-Piperldinecarboayli-c acid. 4-(l,2,4.5-tatrahydro-2-oao-3H-l,3- 

beazodlazapia-3-yl) (IR) -1- [ <3, 4-dibreaK)pbaayl) oNtbyl] -2- (4- (l-Mtliyl-4- 
pipecldiayl)-l-piperazlnyl}-2-omethyl eater (9CZ) (CA ZMOBX MAHB) 

Absolute stareodiamiatry. 
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RN 866085-27-0 CAPLUS 

CN 1-Piperidinecarboayllc acid, 4-l4-( (2R) -3-(3,4-dibrooophenyl)-l-oao-2-t [ [4- 
<1, 2, 4, 5-tatrahydro-2-oao-3H-l, 3-benzodiazapin-3-yl) -1- 
piperidinylj carbonyll oayj propyl! -1-ptperaxinyl)-, 1. l-dinethylethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 866085-29-2 CAPLUS 

CH l-?iperidinecarbo»yUc acid, 4-(l,2,4,5-tatrahydro-2-oxo-3H-l,3- 

bsnxodiazepla-3-yl) (IR) -l-( (3, 4-dibroBgpheayl)flwtliyl] -2-o«>-2-[4- (4- 
piperidiayl) -l-plperaslnyl] ethyl ester, dltaydtochlorlde (9CI) (CA INDEX 
NAME) 

Absolute stereocbeaistEy. 
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r/TY' 



^00 



m 866085-33-S CAPWS 

CM -l-Mp*xldlnM»EboByUc add, 4-(l»2*4,5-t«trabydro-2-«to-3H-1.3- 

l)mMdUzapiB-3-yl) (IR) -l-[ (3, 4-dlehlorapli«nyl)aatliyl] -2- [4- (l-Mtliyl-4> 
pl|Mrldlayl»-l-plfMtulivl]-2-oso*tfayl Mtar (SCI) (CA IMDBX NAKB) 




RM •6608S-41-> CXPUIS 

CM l-Pip«Eldinw»cbo>ylic aeicU 4-t4-[(2R)-3-(3.4-clichloctiph«iiyl)-l-ow>-2- 
( [ (4- (1, 2, 4, 5-t«trafaydro-2-0KO-3B-l, 3-b«izodl«z«pln-3-yl) -1- 
plp«rldlnyl]carboiiyl)oayIprapyl]-l-|ilpor«ziivl]-, 1, l-dlMtfaylatbyl astoc 

(9CI) (CA ntDQC NAME) 

Absolut* »t*c«ocbemlstcy. 




RN 866085-47-4 CAPLUS 

CN l-Plperldln*catfoosyUc add, 4-(l,2r4.S-t*traiiydco-2-os»-3a-l,3- 

b«nzodazepiD-3^1) -» (1») -1- [ (3, 4-dtchloraplwiiyl) aathyl] -2-oko-2- [4- (4- 
plp«ddliqrl)-l-pip*razlqyl)«tlvl Mtac, bydrochlorlda (90) (<* IHDW 



>ta roochaols tcy . 




•s aca 

vat 866085-54-3 CAPbUS 

CM l-Plp«ridln«c«rt>o«yUc add, 4-(4-t(21l)-3-(4-chloro-3,5-diiB«tliylph«nyl)-l- 
oio>2-[ [ [4- (1, 2, 4,5-tatcaIvdro-2-o«o-3H-l, 3-b«nzodiaz«pin-3-yl) -1- 
piparidinyl] carbonyl] oxy] propyll -l-plp«tazinyl] 1, l-dinathylethyl astor . 
(9CI) (CA nm MAMB) 



U AMSmi 13 or 32 CAPinS GOPtiaGHr 2OO6 ACS on STM (ContlBuad) 
Absolut* staraeehamlstty. 



U ANSHn 13 or 32 CAPXJUS OOPTRIGBr 2006 ACS on STN (CODUmtod) 




m 866085>58-7 CAPUUS 

CM l-Plparldlnacacbo^rUc add. 4-(l,2,4,S-tatral:ydro-2-a>»>3B-l,3- 

b*nzodi«zapln->Yl)-, (U)-l-[ (4-chloco-3,5-dimthylphanyl)wtHyl3-2-o«»-2- 
[4'(4-pip*rldiByl)-l-plp*raztigrll*tbyl astar, difaydrochlodd* (9CI) (CA 
IMOBX NAifB} 

Absoluta staraochaadstcy. 




AN 86608 5-60'-l CAPLUS 

CN l-PlparidinaeatboKyUc add, 4-(l,2,4,5-tatrabydro-2-o>o-3B-l,3- 

baaxodlaz*plo-3-yl) (lA) -l-I (3, S-diaat)iylphaByl) aathyl) -2- 14- (l>Bathyl-«- 
plparidliiyl)-l-pip*raziiiyl]-2-oaoatfayl "tar (9C1) (CA r 

Absoluta staraodMaiatty. 

Habte 




rrrY 




866085-64-5 CAPLUS 

l-Piparldnac«rbo»yUc add, 4-{4-I <2R)-3- (3,5-dlBetliylphenyl) -l-o«i>-2- 
[ ( (4- (1, 2, 4 , S- tattahydro-2-o«o-3H-l, 3-benrodiaz«pin-3-yl) -1- 
piparidlnyll carbonyl] o«yl propyl] -1-plparazinyl) -, 1, l-di«atbylathyl aatar 
(9CX) (CA XNDSX NAKB) 



Absoluta staraocbamiatcy. 




rrrv' 




AM 866085-68-9 CAPLUS 

CM l-Piperidin«carbo»ylic add, 4- (1, 2, 4, S-tatraliydto-2-cao-3H-l, 3- 

banzodlazspla-3-yl) (IR) -1- [ (3, 5-dieathylpbanyl) nathyl] -2-aKO-2- [4- (4- 
pip*ridinyl)>l-pip«rBzlnyl}«thyI aatar (9CI) (CA INOSX NAME) 

Abaoluta ataraocbaalstry. 
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U ANSVBR 13 OF 32 OPUIS OOPYMGHr 2006 ACS oa STM (CoiiUmMd) 




rai S66085-72-5 CAPLUS 

CM l-Pip«riclin«c«Ebo«yUc add, 4- (1,2,4. S-tBtr•hydrt>-2-oxo-3H-l,3- 
bcnxoella^•pln-3•^l) (IR) -1- 1 [3, S-bis (trif luoroaetbyl) phanyl] mthyl] - 2-14- 
{l-Mttayl-4-plp*tldliiyl)-l-pliMrazliiylI-2-axcMtfayl esttr (9CX) (CA INDBI 
MMB) 

Absolute stecMchaaistcy. 




RH 866085-91-6 CAPUUS 

CM 1-Pipecldlnacacbaiyllc add* 4-(l,2,4,S-t«trafaydro-2-oso-3B-l,3- 

b«nxadlaz*plii-3-yl) |U) -l-[ [3, S-bis <trl£luora«tltyl)ph«vl]ntliyl] -2- 
oiw>-2-{4-Il- (phsnylnsthyH -4-|>ip>rldlayll -l-plpsrazlnyllstlyl aster (90) 
(CA INDEX' miO) 

Atisalute steraochanlstey. 



U AMSVBR 13 or 32 CA91.US COPyRIGHT 2006 ACS On STN (Contiiuiad) 




CF3 



RN 86608S-B4-9 CAPLUS 

CN 1-Plparidlnacarb(nyllc acid. 4-(l,2,4,5-tetrahydro-2-o«o-3H-l,3- 

banzodiazapin-S-yl) (Ug -1-CI 3, 5-hia (trlf luorfmstfayl) ptenyl] natbyl) -2- 
oBO-2-(4-(4-pipacidiiiyl>-l-|)ip«cazlDyl)athyl aster (9CI) (CA IMOBX IIAMB) 

Absolute steraocbaaistry. 




CF3 



RN 866085-90-7 CAPLUS 

CM l-Pip«ridlDocarbo«ylAc acid, 4-(a,2,4,5-tettaliydro-2-o»o-3H-1.3- 

banzodiaz«pin-3-yl) (IR) -1- [ (3, 5-dibraaophaciyl»Batliyll -2- [4- (l-oatbyl-4- 
piparidiiiyl)-l-piparaziiiyl]-2-oseatliyl aster (9CX) (CA IMOBC NAHB) 

Absolute steraoehafdstry. 



U AHSm 13 OF 32 CAFUIS O OF U MGIg 2006 ACS on STN (CoDtlBuad) 




HH 666085-96-3 CAFUIS 

CM l-PiparldioacarbosyUe acid. 4-[4-( (2B)-3-(3.5-dibraB»pbanyl)-l-OBO-2-C[[«- 
(1.2.4. 5-tetraliydro-2-o«>-3B-l. 3-boiutodiazapiB-3-yl) -1- 
plpatidlByUcatbonyl]a)V]pn)Prll-l-pip«te^oyll-> l.l-diMtfaylathyl aster 
(9CX) (CA IMOBX NUMB) 

Absolute steraocbaaistry. 




Br 



m 866085-99-6 CAPLUS 

CM l-PiparidioacacboiyUc acid, 4-(l,2,4.5-tetcahydro-2-o«o-3H-l,3- 

b«nzodiaztpin-3-yl) (IR) -I- 1 (3. S-dibEonophanyX) oatfayl] -2-oso-2- C4- (4- 
piptridioyD-l-plparaziaylJatfayl aster (9a) (CA IMDBC NMfS) 

Absolute ateraochaaistry. 



M ANSHBR 13 OP 32 CAPLUS GaPtRIGHT 2006 ACS OB STN (CODtiiniad) 




Br 



RN 866086-02-4 CAPLUS 

CN l-Ptpatidlnacarboaylic acid. 4-(1.2.4,5-tetratiydro-2-oxo-3a-1.3- 

ban2odiazapiB-3-yl) - . ( IR) -1- [ (4 -hydrav>-3. S-diaatbylpbanyl) aathyl] -2- [4- 
(l-Batlirl-«-pip«ridiiiyl>-l-p±paEazinyl]-2-aK)atfayl aster (9CX) (CA tNOBX 
MNfS) 

Absolute steraocbaaistry. 




RM 866086-06-e CAPLUS 

CN l-PipacidlntcarboaryUc acid, 4- (l,2,4,S-tat^»hyd^o-2-oxo-3H-l,3- 
baDZOdia^apin-3-yl) (IR) -l-[ (4-hyiJro»y-3, 5-diBathylphanyl)nathylJ -2-oxo- 
2-(4-(tatrahydro-2B-pyraa-4-yl)-l-plparaziByl]atbyl astar (9C1) (CA XND8X 
NAMB) 

Absolute staraocbaaistry. 



Habte 
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M MtSSSR 13 or 32 CKPLUS OOmXGOt 2006 ACS on STN (ContliUMd) 




RH 8660S6-10-4 CKFLUS 

CM l-Pip«cldii»carbo3iyUc add, 4-{l,2,4,5-t«tcahydro-2-o«o-3H-l,3- 

b«ttzodiaz«pl»-3-yl) (IR) -1- [ {4-bydro«y-3, S-dlmthylph«nyl)mtfayl] -2-o«o- 
2-(4-ll-(phtnyl»»thyl)-4-plp«ridiayl]-l-piperazliiylJ«thyl estar (dCI» (CA 
mSBC NMS) 

Absolut* 9tcr«edwnUtcy. 




m 866086-13-1 CAPUI5 

en l-Pip«tldlMcarbosylic add, 4-(l,2»4,5-t«tcalxydro>2-oso-3B-l,3- 

banzodiaz«pio-3-yl» (IR) -1- 1 (4-Iiydroay-3, 5-diMt&yl^«Byl) natliyll -2-as»- 
2-[4-(4-plp«cldii]yl)-l-pip«raziiiyllatliyl aster (9CX) (Cft XIIDSX mHX) 

Absolut* stataocbanistEy. 



M AHSVn 13 OF. 32 CAPLUS OOPTUGBr 2006 ACS on STN (Contimiad) 




RH 866086-26-2 CAPUIS 

CM l-PlpaddiDacscfoosylic add, 4-(l,2,4,5>t*trabydro-2-<»o-3H-l,3- 

baiizodiaz*pdn-3-yl) -* (IR) -1-C (4-adoo-3, S-dlmthylphanyl) nathyll -2-a»-2> 
[4-(4-pip*ddliiyl)-l-plparadiiyl]*tIirl astar (9CI> (CA INDSX NANB) 

Absolute staraodiaalstEy. 




RN 166086*30-8 CAPLUS 

CM l-Pip*ridliweacfaosyUc add, «-(l,2.4,S-tatrafaydro-2-OM-3B-l,3- 

baazodlaza|iia-3-yl) (IR) -1-t (3-chloro-«-Mthylpbanyl) aathyl] -2- [4- (1- 
■atliyl-4-pipaddlDyl)-l-piparazliiyl]-2-osoatfayl ester (9a) (CA INOn 
HAHS) 

Absolute stereoebaadstry. 



M ANSWSR 13 OP 32 CAPLUS OOPYMGHT 2006 ACS on STN (Coatimiad) 




Ha 



RN 866086-19-3 CAPLUS 

CM l-Plparidin«carbosyUc add. 4-(1.2,4,5-tatc«hydro-2-ow>-3B-l,3- 

b«nzodiazepln-3-yl)-, (IR) -l-I (4-adno-3,5-diiBathylpbaiiyl)natbylI-2-C4-(l- 
Bethyl-4-pip*ddiiiyl)-l-plparazliiyl]-2-azoathyl aster (9CZ) (CA INSBX 
NAME) 

Absolute stereoebaadstry. 




RM 866086-24-0 CAPLUS 

CN l-Piparidloacaebosylic add, 4-I4-[ (^R)-^-(4-aadllO-^r5-diMtbylpbeByl)-l- 
oso-^- [ ( [4- (1,2, 4, 5- ta tcataydco-2-oxo-3B-l, 3-beBtodlatepiD-3-yl) -1- 
plpeEidlnyDcarbooyllosy) propyl] -l-piperazliiyl]-« 1, l-di»ethyletbyl ester • 
(9CX> (CA INDEX NAME) 

Absolute stereocbemlstry. 



M AMSHSR 13 OP 32 CAPLUS COPYRIGBT 2006 ACS on STN (ContlBued) 




CI 



RN 866086-33-1 CAPLUS 

CM 1-PiperldinacarixwyUc add, 4-t4-I (2R> -3- (3-chlort>-4-ln*thylph•nyl)-l-(»o- 
2- £ ( (4- (1, 2, 4 , 5-t»trahydro-2-o«o-3H-l, 3-baazodlax*pii>-3-yl) -1- 
pipacldlnyllcarbonyllosyj propyl] -l-piperaxlnyl]-, 1, l-dlaathylathyl ester 
(9CI) (CA INDBC NAME) 

Absolut* stareochedstcy. 




RN 866086-35-3 CAPLUS 

CN l-pip«ridlnecarboayllc add, 4-(l,2,4,5-tetrahydro-2-o»o-3H-l,3- 

b*nzodiaz«pla-3-yl) (IR) -l-t (3-chlor«>-4-Bethylphenyl) Mtbyl] -2-oso-2-[4- 
(4-plp*ridlnyl)-l-plperazlnyl] ethyl ester, dibydrocblorlde (9CI) (CA 
INDEX NAME) 

Absolute stereocheaistry. 



Habte 
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M MtSVm 13 or 32 CWUn OaPYRIGar 2OO6 ACS on STN (ContimMd) 



1.4 ANSHBR 13 Or 32 CAPLUS COPYRIGBT 2006 ACS on STN (ConUniMd) 




•2 aci 



KM B66086-37-5 CAPLUS 

CM l-PlfwrldlMcacbosyUe aeld« 4-(l,2.4,5-tatrsliydro-2>oxo-3&-l,3> 

banzodiaztpin-3-yl) (lA) -1- [ 0-bEanD-4-Batliylph*ayl) Mtbyl] -2-t4- (1- 
ntliyl-4-pip«ci(li()yl)-l-plpcrazliiyl]-2-o>oatliyX Mtar (9CI) (CA INDB 
KMfB) 

Absolute stenoebaalstry. 




m 86608^41-1 CAPUIS 

Of l-PiperldlaacaEboayUc add, 4-(l,2,4»$-tetraliydr»-2-<so-3H-l,3- 

b«nzodiaz*pln-3^1) (lR)-l->[ f3-bn»o-4-MtliylplMiiyl)Mtlirl]-2-osi>-2-[4- 
(4-plp«rldiiiyl)-l-plpecazliirl]«UVl Mter (9CI) {Ok IWDOC NAKB) 

Absolut* 9 tereoch— t stry. 




RN 866066-S3-5 CAPLUS 

CN l-PlpsridiMcarbcnylic add, 4-(l,2,4,5-tatrahydro-2-eso-3B-lr3- 

banzadiazapiii-3>yl} (IR) -1- [ (4-bydcc»ypb0iiyl) Bstbyll -2- C4- (l-Mtbyl-4- 
plpaddliiyl)-l-pip«rasliiyll-2-osoatliyl astar (9CX> (CA XlfOSX HAMB) 

Absolute steraoehanlstry* 




PN 866086-S7-9 CAPLUS 

CM 1-PiparldinacatboayUc add, 4-t4-t (2R)-3-(4-hyd«wypfe«nyl)-l-o«»-2-I[E4- 
(1,2,4, S-tetrafaydro-2-OB»-3B-l,3>baiizodiazapiii-3-yl) -l- 
pipoEldinyl]carboii/l]aiV]pcopyl]-l-pd.parazliiyl}-, 1, l-dlmatfaylatbyl aster 
(9CX) <CA INDBX WINS) 

Absolute steraocbaaistEy. 



U AMSHBR U or 32 CAPUIS OOPTMGar 2006 ACS on STN (CoDUmiad) 




bawMM arairt n-3-yl) (IR) -l-[ (4-faydraxypbaiiyl»netbyl] ■'2-OBO-2- C4- (4- 
plparldliiyl)-l-piparaziiqrl]a^l aster (9CX) (CA imnsi NAHB] 




m S66086-63-7 CAPUU5 

CN l-Plparldlnacartxnylie add, 4-(l,2,4,S-tetrafaydro-2-oso-3H-l,3- 

banzodlazapln-S-yl) (IR) -l-( (3, 5-dlbraBO-4«bydraiypbanyl) aatfayl] -2- [4> (1- 
mtbyl-4-piparldiiiyl}-l-piparaxiiiyl]-2-OBoathyI aster (9CI} (CA IMDBt 
NAHS) 

A bs ol u te steraocbamlstzy. 



U ANSHSR 13 or 32 CAPUIS OOPYRIGBr 2006 ACS on STN (Continuad) 




RH B 66086-67- I CAPLUS 

CN l-PlpacidinecatboKyUc add, 4-(l,2,4,5-tetrafaydro-2-oso-3H-l,3- 

banzodiazapiD>3>yl) -, (lR>-l-( (3,S-dlbreno-4-llydroa^hanyl)■Batfayll-2-oso-2- 
[4•(4-plps^idi^yl)-l-plpa^asloyl]atllyl aster {9CZ) (CA XMOSX NAME) 

Absolute steraocbanlstcy. 




Br 



FN 866086-78-4 CAPLUS 

CM l-Piparidlnacarbc«yUc add, 4-(l,2,4,5-tatr«hydco-2-o«o-3H-l,3- 

banzodiazapin-3-yl) (IR) -2- (4-cycloh«xyl-l-plp«raziiiyl) -1- [ (4-hydrosy- 
3,5-dlmathylphanyl)iBathyl)-2-osoathyl aster (9CI) (CA INDEX NANS) 

Absolute ateraochaaistey. 



Habte 
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M MBBXR 13 or 32 CWUIS OOPnUGar 2006 ACS on STN (Contlmiad) 



M MfSHER 13 OF 32 CKfWS OaPYIUGBr 2006 ACS oa STM 



(COntlmitd) 




Ha 



m S6608&-81-9 CKPLUS 

CM l-Pip«rldin«carbo«yUc add, 4- (l,2,4,5-t•t^ahydro-2-o«o-3H-l,3- 
ben^odla^e|>io- 3-yl) - , ( IR) - 2- 1 4 - ( l-Be thyl-4 -pipa cidlnyl) -1 <plp« razl nyU -2- 
<»o-l-[[3-(trifluoranathyl)pbaiiyX]maUiyl]atfayl astar (9CX) (CA ZNOSX 
MMfB) 

Absoluta ataraoebaaistcy. 




BH (660I6-IS-3 CA?LtfS 

CN l-PiparidlnaearbcnyUc acdd, 4-[4-[ (2R)-l-oso-^-[[[4-(l,2,4,5-tatr«llydro-2- 
aso-3B-l, 3-banzodlazaplo>3-yl) -l-pdparldiBiyll catbooyl] osy] -3- (3- 
( trif luotonathyl) phanyl] profyl] -l-piparazlayl] 1, InUsatfeylatlvl •atmr 
(9CT) {CK INDEX HMfS) 

Absoiuta staraechaadstty. 



U MSm 13 or 32 CAPLUS OOTTRIGar 2006 ACS on STN (CoaUnuad) 




RR 866087-66-3 CAPUJS 

CM l-Plpacldlaacatbosyllc addr 4-[4-[<2A)-3-(3-brano-4-iBatliylphanyl)-l-o>&-2- 
{ [ [4- (1,2, 4. S-tatrabydEO-2-oao-3B-l, 3-baaxadiazapln-3^1) -1- 
pipacidliyll cartKwyll o»yl propyl] -l-pjparazinyl] l.l-dinatbylatliyl aatac 
(9CZ) (CA INDSX HAKB) 

Absoluta staraocbaaiatcy. 




RN 866087-74-3 CAPLUS 

CM l-Plparidlnac«rbo«yUc add. 4-<l,2,4,S-tatrahydro-2-o«o-3H-l,3- 

baniodlazapin-S-yl) (IR) -I- [ (4-chloro-3, S-dinathylphanyl) nethyll -2- [4- (1- 
aathyl-4-piparidicyl)-l-piparaziiiyll-2-asoatbyI astar (9CZ) (CA INOn 
NAME) 

Absoluta staraochaalstry. 




RN 866086-87-5 CAPLUS 

CN 1-Piparldinacatboaylic add. 4-(l,2,4,5-tatrafaydro-2-o>o-3B-l,3- 

banzodiazapln-3-yl) (1») -2-OKO-2-(4- C4^parldisyl) -1-pdporazinylJ -1-t t3- 
(trlfluoroaathyl)pbanyl]mattayl]atliyl ester (9CZ) <CA INOBX HAMS) 

Absoluta stacaoebaffllstry. 




BM 866086-89-7 CAPLUS 

CN l-Piparldlnacarbo>ylic add, 4-(l,2,4,5-tatrafaydro-2-aKO-3B-l,3- 

banzodlazapln-3-yl)-, (lR)-l-[ (3-oatl)ylphanyl)mathyl]-2-[4-U-BMtbyl-4- 
plparldliiyl)-l-piperaziiiyl}-2-e«>atl)yl astar (9CI) (CA INDEX NAME) 

Absolute stsraocheBistry. 



1,4 AMSVSt 13 or 32 CAPLUS OOPTRIGBT 2006 ACS on STN (Continued) 




RSrSRSWat counts ' 3 TBSRB ARE 3 CITBD RRFXRBNCSS AVAILABLE lOR TBIS 

RBOORD. ALL CITATIOilS AVAILABLE IN THE »B lOPHAT 



Habte 
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U MISVIR 14 OP 32 CKPIilS OOpyRXCT 2006 ACS on STN 
AOCBSSICN NIMBSRl 2005:1050867 CAPLUS 

DOOUHSNT MUHBEIIl 
TITLB: 

ITIVZKrOR(S) : 

PATENT ASSIGNXB(S) t 



2005:1050867 
143:347057 

Preparation of plparldlnacarbaxylato darivativss for 
the traatnent of nlgraina 

Degnao* Aodcaw P.r Baa, Xlao)tiiii Ikibmehlk* Gaaa H.i 
Kacor* John B.f Marcar, Staphan B. 

USA 

U.S. Pat. A|>pl. Publ., 7C pp. 



Bi Pstant 

BngUah 
PMOLT ACC. WBt. OOUVTt 1 
PATENT INFOIMATiailt 

PATSn W. XmD Dl 



APPLZCATICN NO. 



US 2005215576 Al 20050929 US 2005-91429 

BO 2005095383 Al 20051013 SO 2005-US10330 

Vt AE, AC, AL. AM. AT, AU. AZ. BA. BB. BG. BR. BV. BT. 
Of. CO. CR, CU, CZ, DS. OX. DH. 02. EC, EE, B6, BS. 
GB. Ca, Q(, HR, HU. ID, IL. IN, IS, JP, KB, KB. XP, 
UC LR, LS, LT, LU, LV, MA. MO, MS, NK, MH, MV, MX. 
NO, NZ, CM. PG. PH. PL, PT, RO, RU. SC. SO. SB, S6, 
ST, TJ, TM, TN, TR, TT, TX, UA, UG, US, U3. VC, VN, 
nrs BV, GB, Qi« XB. LS. Mr, «, NA, SO, SL, S2, TX, UG, 
AX, BT, XB, XX, HD, RU, TJ, IN. AT, BE, B6. CH, CT, 
XB, XS, PI, PR. GB, GR. BD, XB. IS. IT, LT, LU, MC. 
RO. SB, SI. SK, TR, BP, BJ, CT, OS, CI, CM, GA, GH, 
HR. NB, SN, TD, TG 
PRIORITY APPIM. niro. t US 2004-557408P 

OIHBR S00acS($)t NARPAT 143:347057 



200S032S 

20050328 
BZ. CA, CH. 
PI, GB, GD. 
XR. XZ, LC. 
MZ, NA. NI. 
SK, SL. SM, 
TU. ZA. ZM, Z8 
ZM, ZV, AM. 
CZ. ox, DK, 
NL, PL, PT, 
GQ, GV, ML, 

P 20040329 



▼ I 



AS Compda. of fotmila I [V • (substituted) NH2, alkos/, phenoxy. 

(aubstltutad) plparidiiiyl, plpacazieyl, atc.f Q - hetarocyclylaatfayl. 



I 14 OP 32 CAPUIS COPTRIGBT 2006 ACS on STN (Continued) 
etc. I D - O. NCN, NS02'alkyl* A * C, N, CH, COBi X - (CB2)dj Y - (CH2)of 
m, n - 0-2» R - (substituted) oxoquinazolinyl, Isoqulnolloyl, etc.] are ' 
prepd. as antagonists of calcitonin gene-related peptide receptors. The 
coc^s. can be used for the treatmat of neurogenic vasodilation, 
neurogenic inflaamation, migralna and other headaches, themal injury, 
circulatory shock, flushing assocd. with aenopause. ainray inflamutocy 
diseases, such as asthma and chronic obstructive pulnonary disease (COPD), 
and other conditions the treataent of which can be aff acted by the 
antagonism of OGRP- receptors. Thus. II was prapd. Tha prapd. 
binding af finiUes of less than 1 nM against human OSRP racaptor. 
IT B65626-S7-9P 865626-58-OP 8e5626-59-lP 

RLi PAC (Phatmaeologleal actlviey)i 8PH (Synthetic praparation) i TBU 
(TharapauUe U9a)i BIOL (Biological study) i PRBP (Praparation) > USBS 
(Usas) 

(praparation of pipaddinacarboaylata darlvs. for traatsant at nlgraiaa) 
RN B65626-S7-9 CKPUIS 

CN 1-Plp«rldlnacarbaaylie add, 4-(l,2-dlfaydro-2-o«>-3-quittoliiiyl)-, 

(IR) -2- (4-cyclohesyl-l-plparazinyl) -1- [ (7-eat)iyl-lB-indazol-5^1)BatfaylI -2- 
osoathyl ester (SCI) (CA INDEX MAKE) 

Absolute stereochemistry. 




RN 865626-58-0 CAPLUS 

CN l-PiparidinecarbosyUc add, 4-(l,2-dlhydro-2-oxo-3-qulnoUnyl)-, 

(IR) -2- [4- (4-f luoropbenyl) -1-piperazloyl] -1- 1 (7-nathyl-lB-indaxol-5- 
yl)nathyl]-2-osoathyl astar (9CI) (CA INDBt NAMB) 

Absolute steraochaalstry. 



U ANSVBR 14 OP 32 CAPUIS CaPTRIGBT 2006 ACS on i 



■ ANSWER 15 OP 32 CAPLUS CQPYRIGBT 2006 ACS oa STM 




RN 865626-59-1 CAPLUS 

CN l-PiparldinacarboxyUc add, 4'(l,2-dlhydro-2-oso-3-quinoUnyl)-. 

(IR) -1-t (7-Betliyl-lH-lndazol-5-yl) methyl) -2-oao-2- [4- (4-pyrldlnyl) -1- 
plperaslnyll ethyl ester (9Ct) (Ok XNSXX NAMB) 

Absolute stereocbeHiatry* 




111 



AOCXSSIOM NUMBER: 
DOCUMENT NUNBBRx 
TITLES 

INVBIirOR(S) t 



PATXMT ASSIGNB8(S) t 




2005:1004565 CAPLUS 
143:306304 

Preparation isdndazoles and related conpounds as cgtp 
antagonists 

Lustenberger, Philip; Rudolf, Xlaiisf Mueller, Stephen 
Georgi Stenkonp, Oirki Goods, Henri i Arndt. Klrsten* 
Schaenzle, Gerhard 

Boehrlnger Ingelhelm International Gii±a, Gecnaiiyi 

Boehrlngar Ingelheim Pharaa GabB ft Co. KG 

PCT Int. Appl., 132 pp. 

GODENt PIXXD2 

Patent 



PAMILT AOC. NUM. GOUNTl 1 



PATXMT NQ. 

NO 2005084672 

Vt AE, AG, AL, 
CM, CO, CR, 
GB, (S, GM, 
LX, LR, LS. 
NO, HZ, OH, 
SY, TJ, TM, 
RV: BV, GO, GM, 
AZ, BY, RG, 
BE, ES, PI, 
RO, SB, SI, 
MR. NX, SN, 
DB 102004010254 
DB 102004028751 
BP 1722792 

Rt AT, BS, B6, 
XS. IT, U, 
US 2005227968 
PRIORITY APPLN. INPO.t 



APPLICATION HO. 



{S): 



Al 20050915 «0 200S-BP2082 20050226 
AM, AT, AU, AZ, BA, BB, B6, BR, BV, BY, BZ, CA, CB, 
CU, CZ. QB. DX. EH, DZ. EC, EE, EG, BS, PI, GB, GD, 
HR, BU, ID, IL, IN, IS, JP, KB, XB, XP, KR, XZ, LC, 
LY, LU. LV, MA, MD, MB, MIC, MN, H«. MX, MZ, NA, NI, 
PG, pa, PL. PT, RO, RU, SC, SD, SB, SG, SK, SL, SM, 
YN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, Z9 
XB, LS. MV. MZ, NA, SD, SL. SZ, TZ, UG, ZH, ZV, AM. 
XZ, ND. RU, TJ. TM, AT, BB, BG, CH. CT. CX, OB, OK, 
PR, GB. GR, BU. IB, XS, IT, LT, LU. MC, ML, PL, PT, 
SK, TR, BP, BJ, CF, CG, CX, Ol. GA, GN, GQ, GV, ML, 
TO, TG 

Al 20050922 DB 2004-102004010254 20040303 
Al 20060105 DE 2004-102004028751 20040615 
Al 20061122 BP 2005-715592 20050226 
CB, CT, CZ, OB, DX, BB, BS, PX, PR, GB, GR, BU, XB, 
LT. LU, MC, NL, PL, PT, RO, SB, SI, SX, TR. BA, BR, YU 
Al 20051013 US 200S-73341 20050303 
08 2004-102004 010254A 20040303 
DB 2004-102004028751A 20040615 
80 200S-BP2082 V 20050226 

NARPAT 143:306304 



* STRUCTURE DIAGRAM TOO LARI» PCm DI5PLAT - AVAILABLE VIA OPPLINB PRINT * 

AB Title coapda. I {A - N, CSi B - N, CEj D - H, Me) B - H, halo. Me. etc. I X 
- CH2, NHi Rl - (un) substituted 3>phenyl-2-pyrazolin-S-OD«, 
tetrafaydro-2B-banzo-l,3-dia2apin-2-ona with provisos] and their 
pharBacautleally acceptable salts and foraulatlons ware prepared Por 
esaaple, coupling of carbosyllc add IX and l-Betliyl-4-piperidln-4- 
ylplperazine afforded cldaed Isdndaxolo IXX in 34% yield. In cgrp 
antagonist assays, coapds. X exhibited ICSO values equal to or < 10000 nM. 

XT e64536-44-7P 864536-45-BP 864S36-50-5P 
B64536-52-7P 864536-61-8P 864S36-62-9P 
864S36-67-4P S64536-69-6P 864536-78-7P 
864S36-79-8P 864536-04-5? 864S36-86-7P 
664536-94-7P 864536-95-eP 864S37-00-8P 



Habte 



11/28/2006 



10/685,921 Page 72 



U fSHSam IS or 32 CAFUIS OOPTHIGHT 2006 ACS oo STN (Contimitd) 
864S37-02>0P 864537-09-7? B64537-10-0P 
864537-23-5P 864537-24-6P 864537-33-7? 
864537-34-8P 864537-39-3P 864537-40-6? 
864537-45-lP 864537-46-2P e64537-51-9P 
864537-52-OP 864537-S7-5P 664537-58-6P 
864537-63-3? 864537-64-4? B64S37-69-9? 
864537-70-2? 864537-75-7? 864537-76-8? 
864S37-81-5? 864537-B2-6P 864S37-67-1P 
86«537-8»-2? 864537-93-9P 86IS37-94-0P 

864537- 99-S? 864538-00-1? 86453B-05-6P 

864538- 06-7? 864538-11-4? 864538-12-5? 
864538-17-0? 864538-18-1? 864538-23-6? 
864538-24-9? 864538-29-4? 864538-30-7? 
864538-35-2? 864538-36-3? 864538-41-0? 
864538-42-1? 864538-47-6? 864538-48-7? 

RL: ?AC (Pharmacological acUvlty)> SPN (Synthatlc preparaUea}! THD 
(Tharapmitle us*) i BIOL (Biological study) i PKHP (Preparation) $ USES 
(Uses) 

(prepn. isoindazoles and calatad coapds. aa cgrp antagonists 
aadicaaants) 
BN 864536-44-7 C3IPLUS 

CM Piparaxioa, l-{2-(lH-ind«tol-5-yljaethyl)-l,4-<iiojro-4-H-Cl»2,4,5- 

tatratiydrD-2-o>o-3H-l,3-b«nxodiazBpln-3-yl) -l-piparidinyl] butyl] -4- (1- 
■atltyl-4-plparidiRyl) - (9CI) (CA IHDSK vms) 




m 864536-45-8 CAPUJS 

CM Piparaziaa, l-(2-(lH-iodaxol-5-ylwtliyl)-l,4-dioao-4-[4-(l,2.4.5- 

tatrafaydco-2-ora-3B-l, 3-baDZ0di«xapiD-3-yD -l-p^cUtinyl] tau^l] -4- (4- 
piparidiayl)- (SCI) (Cft INDBX MMS) 



U ANSVSR 15 OP 32 CAPLUS OOPYMGBT 2006 ACS en STM (Continutd) 




UN 864536-50-5 CATUUS ' 

CM Piparaslna, l-(4-fluoropbsiiyl)-4-[2-(lB-indazol-5-ylMtlvyl)-l,4-diaso-4-[4- 
(1, 2« 4, 5-tatca)iydro-2-oso-3B-l, 3-banzadiazapin-3-yl) -l-piparldioyl) butyl] - 
(9a) (CA IMDBX MMIB) 




m 864536-52-7 CWLUS 

CM Piperazina, l-[2-(lH-iDdazol-S-ylaatfayl)-l,4-dia)K>-4-(4-(l»2,4,5- 

tatrUiydro-2-oxo>3H~l, 3-banzodiazapln-3-yl) -l-pipeddiivl) butyl) -4- (4> 
pytldinyl)- (9Ct) (CA INOSt NAMS) 




RM 864536-61-8 CAPLUS 

CM l-?lparidinecarbosamide, V- ( 1- (IH-indazol-S-ylmtfayl) -2- {4- (l-natfayl-4 - 

piparidinyl) -l-pip*razinyX} -2-eaoatiiyl] -4- (1. 2, 4, 5-t*trahydro-2-aio-3H-l, 3- 
banzodiazapiD-3-yl)- (9CI) (CA INSBX HAMB) 



M ANSHSR IS or 32 CAPLDS OOmiGBr 2006 ACS on STM (ContlBUSd) 



U AMSVBR 15 or 32 CAPLUS ODPIAIGBT 2006 ACS on STM 



(ConUnuad) 



CO 



Or' 



C V C-CB-KH-C- 



00 



HN 864536-62-9 CAPLUS 

CM l-?iparidiMcacbo>aaid«, N-ll-(lB-indazol-5-ylmatliyl)-2-o»>-2-(4-(4- 
pipacidinyl) -l-piparazinyl) atfayl] -4- (1, 2, 4, S>tatrabydro-2-aBO-3B-l. 3- 
banzodiazepiLn-3-yl)- (9CI) (CA IMOSX MAMB) 



864536-78-7 CAPLUS 

Piparazina* l-[2-( (7-aatliyl-lB-indazol-5-yl)Bstbyll-l,4-dioso-4-[4- 
(1,2,4, 5-tatca^ro-2-oso-3B-l, 3-ban>odiaxapin-3-yl) -l-piparldiivl] butyl]- 
4-(l-mathyl-4-piparidlByl)- (9CI> (CA INDEX MAMB) 



KM 864536-67-4 CAPLUS 

CM l-PiparidiD«cart)oxanida, N-{2-[4-(4-fluorophanyl)-l-piperasiByl]-l-(lH- 
lndazol-5-ylaatbyl) -2-asoatfaylI -4- (1,2, 4, S-tatrafaydro-2-oio-3B-1.3- 
banzodiazapio-3-yl)- (9CI) (CA INOBX HAMB) 



'Xi-Cr 



i-Crj-i 



CO 



m 864536-69-6 CAPLUS 

CM l-Plp«rldlQ«carboaanida, H-Jl-(lH-lmUzol-5-ylaethyl)-2-o»o-2-[4-(4- 
pyridloyl) -l-piparazinyl) atliyl) -4- ( 1, 2, 4 , 5- tttrafaydro-2-o»>-3H-l, 3- 
banzodiazapia-3-yl)- (9CI) (CA IMOBC HAMB) 




'•-Cry 



CO 



c-ca-CH2-c- 



86453G-79-8 CAPLUS 

Piparazina, l-I2-[ (7-aatliyl-lB-indazol-S^l)Bat)iyl] -l,4-dioxo-4-t4- . 

(1, 2, 4, S-tatrahydrt»-2-oxo-3H-l,3-banzodiazapin-3-yl) -Irpipaddinyll butyl) - 

4-(4-pip«ridlnyl)- (9CI) (CA IHOSX NAKB) 




O CH2 0 
II II 
CB— CB2'— C"— 1 



RN 664536-84-5 CAPLUS 

CN Plperazina, l-(4-fluoropbsayl)-4-(2-((7-natfayl-lB-indazol-5-yl)natliyl]-l,4- 
dioxo-4-[4- (1,2,4, 5-tatrabydro-2-oso-3a-l,3-banzodiBzapin<-3-yl) -1- 



Habte 



11/28/2006 



10/685,921 Page 73 



NISBER 15 or 32 OtfUIS OOPtUGHT 2006 ACS on STN 
pilMrldlnyllbutylJ- (9CI) [Ch IMDBI NMB) 




mi 864536-'8<^7 CXPUI5 

CM Fip^rKliw. I- [2-1 (T-Mttayl-lB-lixlazol-S-yl) astfayl] -I, «-dlca»-4- 14- 

(1,2, 4, 5-t«tra^to-2-aaR>-3B-l, 3-b«nzodiu«plo-3-yl) -l-pdp«ricllq/l] butylj - 
4-(4-pyTldiiiyl)- (9CI) (a 3 



O CH2 



C-CH-C52-* 



RN 864S36-94-7 C»LUS 

CM l-Piparldimcartxmaialde, N- [1- [ <7-iMtfayl-ia-indazol-5-yl) aatfayl) -2- {4- (1- 
aatliyl-4-pip«ndltiyl) -l-plperazloyll -Z-osMtfayl] -4- U,2,4,5-t«tr«faydro-2- 
a«>>3H-l»3-bttnzodl«z«pln-3-yl)- (9CI> (Ok XNDBC WWB) 



1.4 ANSBER IS OP 32 GAPLUS OOPTUGaT 2006 ACS oa 5TN 




CO 



C-CH-MH-C M, 



m 86453fr-95-8 OtfUIS 

CM l-PlparidlMcarbosaoicta,. N-Cl-t (7-Mtliyl-lB-liidazol-5-yl)mtbyl] -2-aKo-2- 
[4- (4-plp«ridliiyl) -l-plperazlnyl] ethyl] -4- (1,2, 4, $-t«tcahydrP-2-oso-3a-l, 3- 
b«nzodiaz«pin-3-yl}- (9CX) (CA INOSX HMCBl 




nt 864537-00-8 CAFLUS 

CM l-PipftcldlMcarfocnudde, N- [2- 14- (4-f luocophanyl) -l-pip«raziiiyl] -1- ( (7- 
MBthyl-lH-incUtol-5-yl) mthyl] -2-oscMtliyl] -4- (1, 2, 4, S-t«tr«liydto-2-«i»-31 
l,3-b«i»odlaz»pin-3-yl)- (9a) (CA ZNDIX WMB) 



lA ANSffSA 15 OF 32 CAFLUS CDPtUQar 2006 ACS oa STR (Co n ttnuad) 
RN 864S37-02-0 CKPLUS 

Ol l-PipacidiMcarbaauBld*, M- [1- 1 (7-Mtliyl-ia-iadazol-S-^l) mtfayl] -2-OKi-2- 
[4- (4-pycidlayl) -l-plp*raziayll atbyl] -4- (1, 2,4. 5-tatrafeydro-2-om-3B-l,3- 
lMiizadlazapta-3^1)- (9CI) (CA nnBC IONS) 




CM Plparaxlna, l-(4-(*-(2,5-dlbydro-S-«K>-3-phaiiyl-lH-l,2,4-ttla«il-l-yl)-l- 
piparldlnyl] -2- (IH-lnetazol-S-yliBathyl) -1, 4-diaB(ibu^lI -4- (l-Batfayl-4- 
pipaddinyl)- (9CX) (CA IMDEX MAMS) 



Ma 

I 




RN 864537-10-0 CAPUIS 

CM Piparaziae, l-(4-t4-(2,5-<llbv[lro-S-«io-3-phanyl-lB-l,2,4-tclazol-l-yl)-l- 
piparldinylj -2- (IB-lndazol-S-ylaathyl) -1, 4-dinial»Jtyll -4- (4-piparidliiyl) - 
(9CI) (CA INDSX NMfS) 



L4 ANSWER 15 OF 32 CULUS CSPTRKBT 2006 ACS oa STN (Coatlauad) 



0 




RN - 864537-23-5 CULUS 

CN 1-Piparldlnacarbf»aalda, 4- (2, 5-ditay(lro-5-OKO-3-phaDvl-lB-l, 2, 4-tclazol-l- 
yl)-N-{l- (lB-iadazol-5^1aMtfeyl) -2-[4- (l-BMtfayl-4-piparldlByl>-l- 
piparaziiiyD-Z-axoatliyl)- (SQ) (CA XNOSI NRHS) 



r 




RN 864537-24-6 CAPLUS 

CM 1-Plparidlnacarboxaalda, 4-(2.S-diIiydco-5-OBO-3-phanyl-lB-l,2,4-tclazol-l- 
yl) -N- [I- (IH-indazol-S-ylMthyl) -2-o»o-2- (4- (4-]^patldlayl) -l- 
plparazinyllathyll- (9CX) (CA tNDBt NMOt) 



Habte 



11/28/2006 



10/685,921 Page 74 



M AHSVSR IS OF 32 CAFLUS OOPYRICTT 2006 ACS on STN (Contlmiad) 



0 




m S64537-33-7 CAPLUS 

CN Piperazlne, I-(2-I(7-«thyl-lH-indazol-5-yl)i»thyll-l,4-dlo«o-4-(4-<l»2,4,5- 
tetr«bydco-2-aro-3H-l, 3-b«zixodlaz«pln-3-yl) -l-plparldleyll butyl) -4- (1- 
Mtfayl-4-plp«ridliiyl)- (9CI| (» ZNOBC NMCB) 




m B64S37-34-e CKPLUS 

Of PlparazlD*, 1-12-C (7-•tfayl-lfi-llKiazol•S>yl)natbyl)-l,4-ctino-4-(4-(l,^.4,5- 
t•trallydK>-2-oso-3B-l. 3-beiaodl«ztpiii-3-yl) -l-plpacidinyl) butylj -4- (4- 

pip«tidijvi)> (9a) (c» mm nnm 



U MISVER 15 or 32 OVPUIS COPTRIGHT 2006 ACS on STN (ConUnuad) 



Bt 




CM Mp«razln», l-(2-( (7-chloco-lH-iiid«zol- S^l) asthyl] -1. 4*dlaxo-4- [4- 

(1, 2, 4t S-ttttraliydco-2-oxo-3B-l, 9-b«azodla2apin-3-yl) -l-plp*ridliiyl] butyll - 
4-(l-Bathyl-4-pl|Mtidiayl)- (9a) (CA INIlBt NMIK) 



CI 




m 864537-40-6 CAFLUS 

CN PlpcraziM, 1- [2- [ (7-chloro-lH-lndazQl-5-yl)mtliyl] -l,4-di«io-4-[4'> 

(1,2,4, 5- 1« t rahyd ro-2-<»o- 3H- 1 , 3-b«nzodla>«pla-3-yl) -1-plfM rldlayU butyX] - 
4-(4-pip«cldinyl)- (9CI) (CA INDBC NMfB) 



OOraaGBT 2006 ACS on STK 




ANSWER 15 07 32 CAPLUS OOPYRIGHT 2006 ACS on STN (Continued) 
Pip«razln«, I- [1, 4-dloxo-4- [4- (1, 2, 4, 5-tetrahydro-2-o«o-3B-l, 3- 
b«nzodla2apd.D-3-yl) -l-plp«rlclliiyl] -2- 1 [7- (trlf luoroowtliyl) -lH-lndMol-5- 
yl]o»tbyllbutylI-4-(l-n8tliyl-4-|ilp«ridinyl)- (9CX) (CA INDEX NAMB) 



m 864537-45-1 CAPLUS 

CM Piparazlna. l-[2-[ {7-broBO-l^lodazol-$-yl)mthyl] -l,4-<iloso-4-[4-(l,2,4,5- 
tatraliydro-2-a«o*3B-l, 3-b«iizocllazapln-3-yl) -l-pipaddliiyll butyl] -4- (1- 
■•tliyl-4-piparldinyl)- (9a) (CA IMDSX MAMS) 





864537-52^0 CAPLUS 

PlpstaziM. l-[l,4-<llo3io-4-[4-(l,2.4,S-tatrafaydro-2-«(0-3a-1.3- 
b«nzodiazapin-3-yl) -l-pdp«rldlnyl) -2- ( [7- (trlf luoromtriyl) -lH-lndazol-5- 
yl]MtIvl]butyl)-4-(4-pl|Mtldliiyl)- (9a) (CA INQBX NAMB) 




864537-46-2 CAPLUS 

Plparazloa, l-(2- [ (7-bcoao-lH-iadaxol-5-yl)aMthyll -l,4-dlCHio-4-(4- (1, 2, 4, 5- 
t«traliydce-2-f»o-3B-l, 3-b«nzodlaz«pla-3-yl) cldloyl) butyl) -4 - (4- 

ptparldloyD- (9a) (CA r 



f^y— c-a-ca2-c— N^ 



00 




RN 864537-57-5 CAPUXS 

CM Plparazlna, l-[2-( (l-o•tfayl-lB-ittdazol-5-yl)mthyl)-l,4-dloxo-4-(4- 
(l, 2,4. S-tatrahydre-2-oso-3a-l, 3-baazodlarapin-3-yl) -l-piparidioyll butyl) - 
4-(l-Mthyl-4-pipaEldlRyl)- (9a) (CA INDBC NAMB) 



00 



mi 864537-S1-9 CAPLUS 

Habte 



11/28/2006 



10/685,921 



Page 75 



U MISHBR 15 07 n OtfLUS CXIPYMGaT 2006 ACS oo STN (CdaUmMd) 




RN 864537-59-6 CAPUIS 

CH PlparazlM, l-t2-( (l-B«thyl-lH-ind«ol-5-yl)a«thyl)-l.4-difw>-4-[«- 

(1. 2. 4 , 5-t«trabydro-2-aKO-3B-l, 3-b«nzcMllaz«plii-3-yl) -l-pipandiiqrll fau^l} - 
4-(4-plp*Eidinyl)- (9CI) (Oh IllDOC lUMB) 




m 864537-63-3 CKPLUS 

CM PlparazlM. l-[2-[(l,7-dlJMtfayl-lB-lnda2ol-5-yl)iMtfayll-l,4-dl<nn>-4-[4- 

(1,2,4. 5-t«trabyc(ro-2-o»>-3a-l, 3-b«a2odiaz«pin-3-yl) -l-plp«rldiayl) butyl} - 
4-{l-Mtlvl*4-plp«ridliiyl)- (9a) (CA IHDBI NMB) 




1.4 AMSVra 15 OF 32 CAPLUS OOPYRIGHT 2006 ACS on STN (Contlmiad) 
RH 864537-64-4 CAPLUS 

CH Piperazln*. l-(2- 1 (l,7-diiMthyl-lH-indarol-S-yl) methylj -l,4-dl£ap-4- [4- 

(l,2,4,5-tetrafaydro-2-oxo-3a-lr3-benzodiazcplD-3-yl) -l-piperidtoyllbutylj - 
4-(4^plp«cldliiyl)* (9CI) (CA INDBX HAMS) 




RM 864537-69-9 CAPUUS 

CH Plp«razio«, l-l2-(lH-b«nzotriMol-5-yln«tbyl)-l,4-dlo»a-4-t4-(l,2,4,5- 
t«trahydro-2>oxo-3H>l, 3-b«nzodiazeplo>3-yl) -l^plfMrldlnyl] butyl] -4- (1- 
■•tbyl>4-ptpttrldliiyl)' (9CI) (CA IHSBX NMIB) 



0 



m 864537-70-2 CAPUIS 

CM Pip«razln«. l-[2-(lH-b*nzotrl«zol-5-yl«ethyl)-l,4-<U(»o-4-[4-(l,2,4,5- 
t«trafaydro-2-<wo-3B-1.3-b«azodlaz*piD-3-yl>-l-pip*cldliiyl] butyl] -4- (4- 
pllMrldliiyl)- (9CX) (CA INDBC NMfB) 



M MISVSR U or 32 CAPLUS OOPTOIGBr 2006 ACS on STM (Cbotlouad) 




UN 864537-75-7 CAPLUS 

CM Piparazln*. l-[2-[(7-Mtfayl-lH-benzotrlazol-5-yl)B«tliyl]-1.4-dioso-4-{4- 
(1,2,4, 5-tatrahydlro-2-a>o-3H-l, 3-b«nzodlaz*pln-3-yl) -l-pip*Eldliiyl] butyl] - 
4-(l-Mtfayl-4-pi|MEldloyl)- (9CI) (CA INOSX NRNB) 




H ' Ma 



Rl 864537-76-8 CAPLUS 

CM Piparaxlna, l-(2-[(7-matfayl-ia-ba&zotriazol-S-yl)BatbylJ-l,4-<lioK»-4-[4- 
(1, 2, 4, S-tatrafaydrf>-2-oso-3B>l, 3-baiizodiazapiD-3-yl) -1-plparldiiiyl] butyl] - 
4-(4liipatidliiyl)- (9CX) (CA INOSX NMS) 



U ANSVSR 15 or 32 CAPUIS OOPlRIGHr 2006 ACS on STM (Contlnuwl) 




BH 864537-81-5 CAPU» 

CH Piparazlna, l-(2-(lH-liKlol-5-ylm«thyl)-l,4-dlaso-4-[4-(l,2,4,S-tattaliydro- 
2-o«>-3B-l,3-b«nzodiaz«piB-3^1) -1-piparldiiiyl] butyl] -4- (l-Mtliyl-4- 
piporidlnyl)- (9CI) (CA IHOBC NMIB) 




KM 864537-82-6 CAPLUS 

CH Piparazlna, l-[2-(ia-lndol-S-ylJttatfayl)-1.4-dio«o-4-[4-(l,2,4,5-tctrahydro- 
2-OSO-3H-1, 3-banzodlaz«pin-3-yl) -l-plparidinyl] butyl] -4- (4-plpacidinyl) - 
(9CI) (CA INDBC NMIB) 




Habte 



RN 864537-67-1 CAPLUS 
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u msesR 15 or 32 aaws camxeat 2006 acs on stn (contimMd) 

CH Piparazlntt l-(2-[(7-MtIiyl-ia-iDdol-5-yl)Mtliyl]-l,4-dlc»o-4-[4-(l,2,4,5- 
tatrabydro-Z-ow-SB-l, 3Hb«nzodlaztpiB-3-yl) -l-pifMrldinyl] butyl] -4- (1- 
Bstliyl-4-pip«Eldiiiyl>- (9CZ) (CA XNDSX NNfE) 




Rf 864537-88-2 CAPLU5 

CM PiperaziM, l-{2-t {7-«ethyl-lH-liidol-5-yl)B«thylJ-l,4-di<aio-4-[4-(l,2,4»5- 
t«trahydrt>-2-oaK>-3H-l, 3-b«niodia2«pln-3-yl) -l-pipaddiayl] butyl] -4- {*• 

pipecidiiiyi)- (9CZ) iCA iwxa una) 




m 864537-93-9 CAPIUS 

CM l-nptviMamemtbaaaniam, 1I-(1>C C7-atliyl-ia-liiduol-5^1)Mtbyl] -2> t*- (1- 
■■tbyl-4-plpsElcliayU -1-plparasinyl] -2-caMatfayll d* 2, 4» $-t«tCBfaydco-2- 
0»o-3g-l, 3 -b« » i rrtfT « p1n- 3^1>- (9a) (» HIDBX MMB) 



1.4 MISVSR IS or 32 CKPW5 OOmacm 2OO6 ACS on STN (CoBtlmiMi) 




ni 864537-94-0 CRPUIS 

cai l-Pip«ridiiwcarbosanld«» ll-tl-[(7-»tbyl-lH-iBda20l-5-yl)oethyl]-2-o««>-2-[4- 
(4-|ilpeEldlnyl) -l-ptparazinyl] •tfayl) -4- (1, 2. 4, 5-t«tc»hydro-2-o»o-3H-l,3- 
beDZOdlu«piB-3-yl>- (9CI) (Ck INDBX NMIB) 



St 




RN 864537-99-5 CAPLUS 

Of l-Plpaddinaearbasamide, M-[l-((7-ehloro-lB-iDduol-S-yl)matliyll-2-(4-(l- 
Bwtbyl-4-piporidlnyl) -l-plp«rulayl] -2-osMttiyl] -4- (1, 2, 4, S-t«traliydi»-2- 
aKO-3B-1.3*b*nzodlaz«plo-3-yl)- (9CZ) (CA INDSX NAMB) 



U AaSVSR15 0r32 CAnUS COraiGBT 2006 ACS OB STN (COatimMd) 




RN 864538-00-1 CAPLUS 

CM l-Pip«rldin«»Ebo«aoleU, H-Il-t (7-chloro-lH-inda2ol-5-yl)B•thyll-2-OlO-2- 
{4- (4-pl|Mridinyl) -1-pipacazlayl] atfayl] -4- (1» 2. 4,5-tatrsfaydco-2-aBO-3H-l, 3- 
bMZOditt«piB-3-yD- (9a) (di XNDBS HAMS) 

CI 




M AN5VER 15 OP 32 CAPUfS COPTKIGHr 2006 ACS oa STN (Continuod) 

CM 1-Plperidin«c«rtxwaiaide, ll-Il-[ (7-bro«>-lH-indazol-S-yl)i»thyl]-2-o«o-2-(4- 

(4-plp«rldinyl) -l-plpsrazlnyl] •tfayl] -4- (l,2,4»5-tfttrahydro-2-o>»-3B-l,3- 

b*nzodiaz*plo-3-yl)- (9a) (Ok ZHOSX HAMS) 



Br 




RN 864538-11-4 CAPLU5 

CN 1-Pip«cldir»«c«rbcwaald«, N-[2-t4-{l-Bethyl-4-pip«ridinyl) -l-pip«ta2lnyll-2- 
OKo-1- [ [7- (tdf Luoroaathyl) -IH-lndaxol-S-yl] mathylj ethyl] -4 - ( 1, 2. 4 , 5- 
t«trabydro-2-OKO-3B-l,3-b«BZodlaz«pin-3'Yl)- (9a} (CA INOSX HAMS) 




tat 864S38-12-5 CAPLUS 

CN l-Pipcrldln«cacbomaaidt, H-[2-o»o-2-[4-(4-pipacldlnyl>-l-piporaziiiyl]-l- 
( (7- (trlfluoramttiyl) -lH-lndazol-5-yl)iMthyl]«thyl] -4- (1, 2,4, 5-tatrahydro- 
2-oxo-3B-l,3-b«nzodiazapln-3-yl>- (9a) (CA INOSX HAMS) 



RN B6453>-06-7 CAPUI5 

Habte 
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L4 ANSBER 15 OF 32 CAPUIS COTTWGHT 2006 KS on STN 



X 



O CB2 

IM „ 

C-CB-Ma-C — 1 



RN 864538-17-0 CKFUIS 

cat 1-Plp«rldli»carb0(ualde, i|.[l-(a-Mtbyl>lK>liidazol-5-yl)Mtfayl]-2-[4-(l- 
mtlvl-4-pl|Mridiiiyl> -1-plparaziiiyl] -2-asMtfayll -4- (X, 2, 4. 5-t«traliydco-2- 
a»>-3B-l,3-btnzocil««piD-3-yD- (9(3) (CK IHSBI MMIB) 



RN 864538-18-1 OkPUUS 

Of l-Piparidlnacai^ouBid*. N- [1- [ (1-Bwthyl-lH-lndazol-S-yl) aathyl] -2-oso-2- 
(4- C4-plp«ndlflyl) -l-ptpancinyl] •tfayl) -4- (1, 2. 4* S-ta trafaydro-2-oso-3B>l, 3- 
bwaoda.as4)ln-»-yD- (9a> (Cft znOK HMIS) 



-c-ca-MB-c- 



L4 ANSVER 15 07 32 CAPIUS OOPTRIGHT 2006 ACS OR STN 



(ContiiUMd) 



064538-23-8 CAPLUS 

1 -Pipe cidlnecarbosaaid* , W- [ 1 - [ ( 1 , 7-diBw thyi- lH-1 Ddarol-5-yl) m thylj - 2- [ 4 - 
(l-B«thyl-4-plp«cldinyl) -l-pip«raziayl] -2-osMtfayl] -4-(1.2,4.5-tetr«hydro- 
2-aio-3H-l,3-b«nzQdlaztpin-3-yl)- (9CI) (CA XMDBC NAMB) 



864538-21-9 CAPLUS 

1- Pip«rldlDecarbosmld*. H- [1- ( (1, 7-di«i«tbyl-lH-lndazol-5-yl) metbylj -2- 

2- 14- |4-plpecidlnyl)-l-plp«raziiiyl] athylj -4-(l, 2,4.5-tatrahydro-2-( — ' 
l,3-bttnzodiazapin-3-yl|- (9CI) (CA ZWDSX NAMB) 




ca-NH-c — 



RN 864538-29-4 CAPLUS 

CM l-Plpaddlnacarboaaalde, H- (1- ( IH-banzotclazol-S-ylmathyl) -2-14- (l-natliyl- 
4-plparldlnyl) -l-pipara<iayl] -2-osoatliyil -4- (1. 2» 5-tatr»hydto-2-«u>-3H^ 
1.3-b«DZOdlaz«plii-3-yl)- (9CI) (CA XMDSX NAHB) 



U ANSBER 15 OF 32 C»U» OOVtniGBT 2006 ACS on STN (ContimMd) 



Ha 

9 

0 



UN 864538-30-7 CAPLUS 

CN l-Plp«rldloecacfaoxaalda» ll-[l-(lB-banzotnazol-$-ylBatlvl)-2-an>-2-[4-(4- 
plpatldlnyD - l-plparazlnyl] atbyl] -4 - ( 1 , 2 , 4 , 5-tatra£ydt»-2-oso-3B-l, 3> 
b«nzodiK«pin-3-yl) - (9CI) (CA IHOSX NANS) 



a 




RN 864538-35-2 CAPLUS 

CM l-PiparidinacacboMBlda, N-(l-[(4-Bathyl-lB-ba&zotnazol-6-yl)aatliyXl-2-[4- 
(l-Mthyl-4-plparldlvD -X-piparazloyXl -2-OBoathyX) -4- (1« 2,4, 5->tatrataydre- 
2-010-30-1. 3-baiiZOdlazapl»-3^D- (9a} (CA INOSX NAHB) 



L4 ANSVSR IS OF 32 CAPUIS COFTRIGHr 2006 ACS on STN (CootlnuMl) 



r 




m 864538-36-3 CAPLUS 

CM l-Plparldinecacbosanld*, H-[l-( (4-Bathyl-lH-b•I^zottl■zol-6-yl)o•thylJ-2- 
eso-2-(4- (4-pip*rldliiyl) -l-plparazlnyl) atfayl] -4- (1, 2. 4, 5-t•trafayd^o-2-oso- 
3B-l,^-baD^cldlazaplIl-3-yl)- (9CI) (CA IN08X NAHB) 




RN 864538-41-0 CAPLUS 

CN 1-Piparldinecarboxamide, N- (1- (IB-iodol-S^lMthyl) -2-(4-(l-mathyl-4- 

plparidlnyl) -l-pip«razinyl] -2-osoathyl] -4- (X,2r 4, 5-tatralvdrfr-2-oio-3B-l, 3- 
banzodlaz«pln-3-yl)- (9CI) (CA INOSC NAMB) 



Habte 
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M KHSm 15 OF 32 CWtUS OOPTRXGaf 2006 ACS QB STN (ContiauMl) 




rat 864538-42-1 CAPLUS 

CM l-PipcrldiiMcarbosasdils, Ii-[l-(lB-iiKlol-5-ylJMtfayI>*2-cni>-2-(4-(4> 
pipsrldliiyl) -l-plptrazioyl) •thyl] -4- (1,2, 4,5-t«tr«hydr(>*2-osi>-3S-l, 3- 
bMttodiafptn-3-yl) - (9CZ) (A XMOEX MMIZ) 




Mttiyl-4-pip*cidiigrl) -l-pipcraslnyl] -2-oiMtfaylI -4- (1 , 2, 4, S-tatrabydro-Z- 
osv-aB-l^S-banzadlazcplB-S-yl)- (9CX) ICK XNOK NMfB) 




CH l-eiparldiMcacbauHlcte, M-(l-[(7-mtfayl-lH-lodol-5-rl)B«tfayl]>2-aso-2-[4- 



L4 ANSWER IS OF 32 CAPUJS CJOPYRIGHT 2006 ACS on STN (ConUmiwl) 

(l-piparidlnyl) -l-pipvrazlnyl] tthyl) -4- (1, 2,4, 5-t«trafaydro-2-oso-3B-l,3- 
b«nzodlazt|tlii-3^1)- (9CZ) (CA XMDBC HMB) 
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L4 ANSVBR 16 OF 32 CAPLUS COPYRIGHT 2006 ACS on STN (Coatlouad) 
(Praparatlon) > RACT (Raactaot or r«ag«nt) i USES (Uses) 

(prepn. of dlazahaterocyclas as calcitonin gana ralattd paptlda 

raeaptor antagonlata) 
RN 635710-63-3 CAPLUS 

Of 1-PlparazlnacarbosyUc add, 4-[2-[C[«-(1.4-<iiivdro-2-oao-3(2H)- 
qulaazollnyl) -l-plparldin/lj cariionyl] aalnol -1' (IB-indazol-S-yl) -1- 
osopropyl]-, phanylnathyl astar (9CZ) (CA IMQBX NAMB) 



n O O CH2 



■O-CBa-Ph 



RN 635710-64-4 CAPLUS 

CM l-Plparldlnacarbo«aslda, 4- CI, 4-dlliydro-2-oso-3 (2B) -quinazollnyl) -N- [1- (IH- 
lndasol-S-ylnatliyl)-2-oso-2-(l-plparazlnyl)atliyl]- {9CX) (CA INOBX NAHB) 



odcr'-^ra 



• STRUCTURE DIAGRAM TOO LARGE POR OISPLAT - AVAILABLB VIA OFFUNB PRINT • 

AB Dlazabatarocyelas I [n, n • 0-2f V - (un)sub9Ututad MB2, OBl 0 - 

(un) substltutad alkyl, NH2, NBC02H, NHO0NH2f U • 02, NBi D • O, NOI, 
alkylsulfonyllBinct A - C, N, CO; B - (un) subatltutad hatarocycUcf with 
provisos] vtra preparad for usa as antagonists of calcitonin gana-ralatad 
paptida racaptors for traatmant of nauroganic vasodilation, nauroganlc 
InflaiB&atlon, algraiaa and othar haadacbts, themal injury, drciilatocy 
shock, flushing assodatad vith isanq;>ax»t, alrvay inflanaatory disaaaas, 

aucb 

as asthffla and chronic obstnictlva puloonary dlsaasa (OOPD). E.g., a 
BMltl-stap aynthaala of II vhich had ICSO for caldtonin gana ralatad 
paptlda raeaptor binding of £ 10 oH, wan glvan. Tha pharueautlcal 
canpoaltlon cooprislng tha co^xxind X la elalaad. 
XT 635710-63-3P O5710-64-4P 

RLi PRC (Pharaacologlcal activity)! RCT (Raaetant)i SPN (Syntbattc 
pr^iaratlon) t TBU (Tbarapautlc una)* BIOL (Biological atudy)* PRSP 

Habte 



635710-13-3P 635710-16-6P 635710-44-OP 
63S710-I6-2P 635710-47-3P 635710-65-SP 
635710-66-6P 635710-67-7P 635710-68-8P 
635710-69-9P 635710-70-2P 635710-71-3P 
63S710-72-4P 635710-73-5P 635710-74-6P 
635710-75-7P 635713-27-8P 635713-29-OP 
635713-36-9P 63S713-37-0P 773886-3S-4P 
773886-36-SP 773886-37-6P 773e86-38-7P 
773886-51-4P 773886-52-5? 773886-69-4P 
773886-73-OP 773886-74-lP 

RL: PAC (Pharaacologlcal activity)! SPN (SyntheUc preparation)! TEU 
(Tharapautic usa)i BIOL (Biological study) i PRSP (Praparatlon) » USES 
(Usas) 

(praparatlon of diazahatarocyclaa aa caldtonin gana ralatad paptlda 
raeaptor antagonists) 
63S710-13-3 CAPLUS 

1-Plparldinaearboaaalda, 4- (2, 3«<llliydrf>-2-oxo-ia-banzlaldazol-l-yl} -N- Cl- 
(lB-lndol>5-ylnattiyl) -2- [4- (2-BMtbylpropyl) -l-piparazinyl] -2-oaoatliyl) - 



11/28/2006 
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U ANSiSR 16 or 32 Otf LUS OOPYiaear 2OO6 ACS 00 STN (Coatlmnd) 
iCA mOSX HMfS) 

pi 

Bu-l 

RN fi357to-i6-6 aaujs 

CM l-Plp»rldli»c»rho»«irirti>, 4- <2, 3-dihydrO"2-o»o-lH-b» nTl ii 1 H « ro l-l-yl) -It- [1- 
(IB-liKlazol-S-ylMthyl) -2- [4- (2-BMtbylpropyl) -l-plFwrazlnyl] -2-excMthyl] - 
(9a) (Cft IKOBC mMB) 

Bu-i 

mi 635710-44-0 CMPUIS 

CM l-Pip«rldlMcartoo«anLd*» 4- (1, 4-dlbydre-2-«to-3 (2H) -fiuiiMzolinyl) -M- (1-E C- 
»• thyl-lH-lnd«zol- 5-yl) mtliyl] -2- (4-n»tliyl-l-pi|MrulBrl) -2-omtliyl] - 
I9CZ) (Ok INDEX MMfS) 




RH 635710-46-2 <XWS 



14 ANSWER 16 07 32 CAPUTS OOPYRIGHr 2006 ACS on STN (Continued) 

CM l-Pip«rldii»c«rbo«anid», 4-(l,4-dlhydro-2-oao-3(2H)-quinMoUnyX)-ll-[l-( (7- 

Mtbyl-lH-lDdazel-5^1) mttayl] -2-o«o-2- [ 4- (4-pyrrldlnyl) -l- 

pifMrazin/Uatbyl]- (9CI) (CA INDEX HAMS) 



Me 




g O O CH2 



RN 635710-47-3 CAPLUS 

CN l-Piperidinecarbosaolde, 4-(l,4-dlliydco-2-aio-3(2B)-<|uiiMZOUDyl)-ll-[l-C(7- 
Bethyl-lB-lndazol-S-yl) netfayl] -2-os»>2- [4- (2-pycldlR/l) -1- 
plparaziByl]athyl]- (9CI) (CA INDEX NAHX) 




RN 635710-65-5 CAPUIS 

CN l-PlparidlnacaEboxaaida, 4- (l,4-dlhydra'2-«»-3(2H) - q ulnaiellnyl)-N-[l- (IH- 
Indago l-S^ laathyl) -2- [ 4- (2-m tfayllMityl) -l-plparaslnyl] -2-auM thyl] - <9a ) 
<CA INDEX NAMB) 



M AMSNSR 16 or 32 CAPUIS OOmiGBT 2006 ACS on STN (Coatlmiad) 




RN 635710-66-6 CAPIUS 

CM l-Plperldinecarboaaalde, 4-{l,4-dihydro-2-ow>-3(2H)-quinaioliiiyl)-N-[2-{4- 
heptyl-l-plp«raziiiyl)-l-(lJS-ifMiazol-5-^lffletbyl)-2-osoatfayl]- (9CI) (CA 
INDEX NAME) 




RN 635710-67-7 CAPUIS 

Oi l-PlpatiditMearbouald». N- 12- (4-butyl-l-plparaxliiyl) -1- (IH-lndazel-S- 

ylaatlyl) -2-o»o>tlyll -4- (1, 4-dl!iydro-2-«io-3 (2H) -«pii naitftHiiyl) - (9CX) (CA 
INDEX NAME) 




RN 635710-68-0 CAPWS 

CN l-Piperldlnacarbosaaida« 4- (1, 4-^faydro-2-oxo-3 (ZH) -quloazolinyl) -N-[l-(lH- 
indazol-5-yln•thyl)-2-o«>-2-(4-prapyl-l-piP•ca^i^yl)atfayll- (9CI) (CA 
INDEX NAME) 



M AllSVn 16 or 32 CAPUIS caPTRlGHT 2006 ACS on STN (Continued) 

Pc-n 

RH 635710-69-9 CAPUJS 

CN 1-Piperidinecarbc»amide, 4- (1, 4-dibydro-2-omo-3 (2H) -qulnaxoUnyl) -M-12- [4- 
(2-furaiiylmathyl) -l-piparazinyl] -1- (la-lndazol-S-ylnatbyl) -2-OKoatliylI - 
(9CI) (CA INDEX NANS) 




RH 635710-70-2 CAPUIS 

CN l-Plparldln«»dB0)i8nlda, 4-(l,4-dlhydco-2-o«>-3(2a)-qiilnazolinyl)-N-[2-(4- 
(2-etIiyllwxyl) -l-piparasloyl] -1- (IB-iodazol-S-ylMtliyi) -2-osoatliyl) - (9CI) 
(CA INOn NAME) 




Bt 



RN 635710-71-3 CAPUIS 

CN 1-Plperldlnecarb«iafldde, 4-(l,4-dlbydro-2-oio-3(2B)-quin8zoUiiyl)-N-[l-(lH- 
indazol-5-ylMtfayl) -2-mio-2-[4- (lH-pyrrol-2-ylBettiyl) -1-plperazinyl] ethyl) - 
(9CI) (CA INDEX NAHB) 



Habte 



11/28/2006 



10/685,921 Page 80 



U tMSm. 16 OF 32 OPLUS OOPYRXGar 2006 JICS* on STH (COoUouad) 
KM 63$710-72-4 CAPLUS 

CH l-FlperldiMcartK»amlde, 4- (l,4-<iihydto-2-o»o-3(2H)-^n«*oUiryl) -H-I2-[4- 
t3- (dUMtbylaalcio) •2-prap«nyl] -l-piparazlayl} -1- (IH-lndMol-S-ylaathyl) -2- 
a»Mtfayli- (SCI) {CK nam nmib) 




m 635110-73-S OtfUn 

Oi l-?lptridiBM»cbamaalda. 4- <1, 4-dHiydto^2-<BK>-3 (2H> - q ui naiol tayl) -H-C2- [4- 
(2-*tfayl-3-Mtliyltautyl) -1-plparttlayll -1- ClH-indazol-S^lMtlvl) -2- 
mMtliyl)- (9CI) iCA ZHDSC MMfS) 




RN 635710-74-6 CWUIS 



1.4 MISHER 16 OF 32 CVLUS OOPTRICT 2006 ACS oa STN (Coatimxad) 

CN l-Plparidlntcacboxaidda, 4-(l,4-diliydco-2-OBO-3(2H)-quinazoUiiyl)-N-(l*(lB- 

indazol-5-ylMtkyl) -2-oio-2- [4- <3-^eii/l-2-prqp«iiyl) -l-pipttcazlnyl] •ttyli • 

(9CX) (CA ZNDBC NMB) 




PM 635710-75-7 CAPLUS 

CN l-Pip«ridinecarboxamid«, 4-(l,4-dlhydro-2-o»o-3t2H)-quinazoUnyl)-N-(l-{lH- 
iod«zol-5-ylaithyl)-2-(4-BatIiyl-l-f»lper»iiiiyl)-2-o«o«tbyll- (9CI) [CA 
INDEX mHS) 




RN 635713-27-B CAPWS 

CN l-PlparldlMcarbcnaold*, N-tl- [ (2r 3-dlliydro-2-OBO-6-lMnzoKWolyl) Mtliyll -2- 
«i©-2- 14- (4-pytldiiiyl) -1-plptrazinyll vthyl] -4-(l,4-dlhydro-2-o«o-3 (2B) - 
qulonoUnyl)- (9CX) (Oi INOSX NMIS) 



U MISVn 16 OF 32 CWUJ5 OaPtKIGHr 2006 ACS od STH (Contimmt) 




SM £35713-29-0 CKPLUS 

CM l-Pip>cidiaac«rtxmOTrii1», M- [1- [ (2« 3-dlbydro-2-oso-6-beBzaMzolyl) Mthyl] -2- 
(4-Mtliyl-l-pipersziiiyl) -2-0)MMtliyl] 4-<Uliyclro-2-<»o-3 (2B) - 

quloazoUayl)- (9CI| (Cft tNOBC HMB) 




m 635713-36-9 CAPLUS 

CM l-PlparidiMcatbcnaald*, H-[l-( (2,3-diliydto-4-Batfayl-2-OBO-6- 

banzcsazolyl) matfayl] -2-oso-2- [4- (4-pyrldinyl) -l-pipsraslnyl] atfayl] -4- (1, 4- 
diliydro-2-«io-3(2H)-quinazoUiiyl)- (901) (O Mmx NMIB) 



L4 AHSm 16 or 32 CAPUIS CQPtlUGBr 2006 ACS on STN (Continuad) 




RN 635713-37-0 CAPUIS 

CN l-Pip«ridlnacarbosaBide, N-(l-( (4-chloro-2.3-<lihydro-2-oso-6- 

banzoBazalyl) natfayl] -2-oso-2- ( 4- {4-pytldliiyl} -1-plparazinyl] •ttayl] -4- (1, 4- 
dibydro-2-«K>-3(2H)-qulnazoURyI)- (9CI) (CA INODC NAHB) 




RN 773886-35-4 CKPUIS 

CN l-PlparidlnaearboiaBida, 4- (B-fluero-l« 4-diliydco-2-oao-3 (2H) -quinasoUi^l) - 
N-[l-[ (7-Batliyl-lB-lndazol-5-yl)iMtfayll -2-o»>-2- (4-phanyl-l- 
piparazlayl) atfayl)- (9CI) (CA IHDBI NAMS) 



Habte 



11/28/2006 



10/685,921 Page 81 



U JUISiER 16 or 32 OtfUIS OXPTiaGRr 2006 ACS oa STN (ContlmMd) 




KH 773886-36-5 CWUJ5 

CB 1-PlpetidliMcatbosand.de, 4-(8-fluoto-l,4-dlhydro-2-aBO-3(2E>-qulnMOllnyl)~ 
ll-[2-(4- (4-fliionipfaMyD -l-pip«tMliiyl] -l-I {T-BBthyX-lH-iadaxol-S- 
yl)»tbyl|-2-0so«tlvl]- (9CZ> (CA INHBX NMO) 




BII 773886-37-6 CKPUIS 

Oi l-Pip*ridiiMCarbosamid*, 4-(8-fluoro-l,4-diliydro-2>oso-3(2H)-quiiiazolierl)- 
II- [2-14- (2-f luocaph«iyl>-l-piP*raziiiyl] -1-C (7-«tlvl-lH-lDdaxol-5- 
yl)Mtliyl]-2-i«o*thyl]- (9a> (CA INDEX KftMB) 



U ANSKER 16 OF 32 CWLUS COPTRIGBT 2006 ACS oa STH (Continued) 



Ma 




m 773886-38-7 CWUIS 

CM l-PiparldiiwcsEbaxaadd*, 4- (8-f luoro-1, 4-<liiiydr»-2-aio-3 (2H> -qulnuoUnyl) - 
M- [1- [ (7-B.thyl-lH-indazol-S-yl) Mtliyll -2- C4- (2-««tlvlph«iyl) -1- 
plp«raziayl]-2-c»oatbyl)- (9CZ) {Ch INDBX MAHB) 



Ma 




BN 773886-S1-4 CAPLUS 

CN l-PlparldinecarboKanida, M-[(lR)-2-(4-cyclohMyl-l-plp*ruifiyl>-l-t(2.3- 
dibydr»'2-oso-6-b«nzMazolyl) matiiyl] -2-OK0«thyl) -4- (1, 4-dlliydra-2-o«o- 
3(2H)-quinazoUiiyl)- (9CI) (CA ZNDKX NAHB) 

Absolut* st«raoeh«ad9tcy. 



L4 AHSeSR 16 or 32 CHPLUS COmiGBT 2006 ACS on STN (Coatimawl) 




m 773886-S2-S CAPLUS 

OI 1-Plpacldln«catbanndda» ll-[(lig-l-{ (2.3-dlfaydre-2-a«>-«- 

banzouzolyl) oatfayl] -2- C*- (I-Mtl)yl*tfayl> -l-fiip*cazlayll -2-osoatfeyl) -4- 
(1, 4-dlliydro-2-o«o-3 (2H) -«pri niTO1 1 nyl) - (9CI} (CA INDBI NAHS) 

Absolut* st*raocfa*sl9tcy* 




Pr-l 



773886-69-4 CAPUIS 

Plp*r«ciM» l-^cloh*>yl-4- [2- [ (2, 3-dibydro-2-oso-6-b*nzaaiazolyl} MtbylJ - 
{4- (1.2-dlbydco-2-aa»-3{4B) fpH narol I nyll -l-pAprldlnyll -1 , 4-dio«>butyll - 

(9a> (CA ninsc nahb) 



ANSNBR 16 OF 32 CAPUIS 



' 2006 ACS on STN 



(Contlmnd) 




KM 773886-73-0 CAPLUS 

CM l-Plp*ridin*caEbo«andd*, N-[2-(4-cyclohaayl-l-pip«>f"inyl)-l-t (7-ia*thyl-lH- 
Indazol-S-yl) Mtbyl] -2-o«o*tliylJ -4- (1, 4-dlfaydco-2-oso-3 (2H) -qulnazolinyl) - 
(9CI) (CA INDBC MAMB) 




773886-74-1 CAPLUS 

1-Pip*cidin*c»cbcaaalda, 4- (1, 4-diliydro-2-oso-3 {23) -qulnazoUnyl) -M- [2- (4- 
(4-f luoEopb*Ryl) -l-pip*rulayl] -1- [ (7-m*thyl-lH-lndazol-$-yl) Mthyl) -2- 
OBOOtbyl]- (9a) (CA INDEX NAMB) 



Habte 



11/28/2006 



10/685,921 Page 82 



ANSVEH 16 OF 32 OWUIS COPTRIOT 2006 ACS on STM 




odcH 



635710>04-2? 635710-06-4P 

RLt RCr (Ilaactant)f SFV (Synttotie prapacaticn) > ?BSP (Pnparatian) i MCT 
(ftftactant or raagcnt) 

(prapantion of dlazahatarocyelts as ealdtoaiD 9«M rvlatad peptido 

racttptoc antagonists) 
63S710-04-2 CAPLUS 

1'M.parldiaacarboxanlde, 4- (2, 3-dlhydro-2-o«o-lH'ba ng1 mida « ol-Wl) -ll-(2- 
(4- (2-iiathylpTOpyl> -l-plparazlnyl} -2-o«o-l- [ ll-C t2- 
(ttiaatliylsilyl)*tfayl]nilf0Dyl]-lB-indol-5-yl]Batfayl)atfayl]- (9CI) (Ch 



O 

Ma3Si -CB2-CB2- ^ O 



CQ 



Bu-l 

63S710>06-4 OtfLUS 

l-Plparldiitacacbasaiilda. 4- (2. 3-dlbydro-2-cK>'lB-baazinldaznl-l-yl> -N- C2- 
(4- (2-Batliylptqpyl) -1-piparazioyl) -2-ok>-1- ( (!-£ {2- 

(tTiMttylailyl)*tliyl]8ulfoiiyII-lIi-lndazol-S-yDMtliyl]atfayl)- (KI) (CK 



L4 AMSHBR 16 OF 32 CMWS GOPTRIGBT 2006 ACS on STH (COnUmied) 



0 

H«3S1 ->CB2-CS2-> S= 0 



rO 
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BP 2003-15335 
US 2003-491S76P 
BP 2003-21802 
US 2003-5158 17P 
VO 2004-BP7228 




A 20030707 
P 20030731 
A 20030926 
P 20031030 
V 20040702 



Tha invaation ralatas to a nathod of treatoant or pravantioa of hot 
fluahas in aao who uodanrant castration, a.g. dua to androgan ablation 
traatsant in prostate cancar tharapy, co nyrising administration of an 
affactiva aaount of a C6RP antagonist and/or of a OGRP ralaasa inhibitor to 
tha patiaat, and to tha usa of said actlva coqpds. for tha ■aaufactura of a 
phanaaeauUcal csnposlUoii intaadad to ba usad in this aathod. 
204696-61-7 204696-63-9 205061-76-3 
205063-65-6 205063-67-8 205063-68-9 

205063- 69-0 205063-87-2 205063-89-4 

205064- 45-5 205064-53-5 205064-61-5 

205065- 28-7 205065-32-3 205066-02-0 
205260-29-3 205260-30-6 205260-31-7 
20S260-32-8 

RLt PAC (Phamaeological aeUvlty)> THU (Tharapautie use)! BIOL 
(Biological study)* USES (Usas) 

(usa of OGRP antagonists In traatsMnt and pravantioa of hot flushas in 

prostata cancar patiants) 
204696-61-7 CAPLUS 

l-PiparldinacarbOBaBida. H-t (4-aaina-3.5-dibroaaphanyl)Mthyl]-2- 
(4- (l-Mthyl-4-pip«cidinyl) -l-plparasinyl) -2-aBoathyl] -4- (2. 3-dihydco-2- 



M AMSHBR 17 OF 32 CAPLUS ODPTRIGHT 2006 ACS 
OK>-4-phanyl-lH-i widaTOl -1^1) - (9CI) (CA 

Absoluts stacaochaaistKy. 



STM (CoaUouad) 
MMfB) 




m 204696-63-9 CAPLUS 

CM 1-Plparidinacarboaaiiiida, M-t {lR)-l-[ (4-aaino-3,5-dib^oB^^hanyl)■atlvll-2- 
oso-2-(4- (4-pyridinyl) -1-pipararinyll athyl] -4- (2, 3-dibydro-2-o«>-4-phanyl- 
lB-lBldazol-l-yl>- (9CI) (CA IM08X NAME) 

Absoluts starsocbanistry. 




RM 205061-76-3 CAPLUS 

CM l-Piparidlaaearboxamida. N-I (IR) -l-[ (3. 5-dibreao-4-hydroayphanyl)nethyl] -2- 
[4- (l-nsthyl-4-piparidiayl) -l-piparazinyl} -2-oaoatbyl] -4- (1, 4-dihydro-2- 
oxo-3(2B)-quln«COllnyl}- (9CX) (CA INDBK NAHB) 

Absoluta staraoehaaistry. 



Habte 



11/28/2006 



10/685,921 



Page 83 



14 ANS¥SR 17 OF 32 CWUIS CQPTRIGBT 2006 ACS on STH (Continued) 




[4- (l-nathyl-4-plp«rldlnyl) -l-plparazioyl] -2-ozcMtbyl] -4- <2. 5-dihydro-5- 



aR>-3-pb«ixyl-lB-l,2.4-ttiazol-l-yl)- {9C1) (CA ZWOSC KAMB) 
- Absolute steraocheBistry. 




m 205063-67-8 CXPUSS 

Of l>Pip«ridlo«c«rboumld*, Il> [ (Ut) -1- [ (4>«nloo-3, S-dibraaapheoyl) mthyl] «2> 
[4- (l-mtbyl-4-pl|Mcldinyl) -l-pip«nslivl) -2-axoetliyl] -«- 12, 3-<llliydro-2- 
aKO-4-(3-thiaiiyl)-lB-lmlda>ol-l-ylI- (90) (Ok mOBC MAHB) 

Absolute stereoelMBistry. 



I.4 Misnil 17 or 32 CAPUIS OOmiGHT 2006 ACS oa STH (CooUmiad) 
Absolute steteocheBlstcy* 




Br 



RN 205063-B7-2 CAPLUS 

CM l-Pip«rldin«caEbo»«aide, K-[ (lA) -l-[ (4-aaino-3,5-<lib^aaopb•^yl)In•tl]yll-2- 
t4- (l-ethyl-4-plperidinyl) -l-plperazinyl) -2-osoetl)yl] -4- (1. 4-dlhydro-2-oso- 
3(2H)-quliiazoUnyl)- (9CI) (Ok XNOBX NAHB) 

Absolute stereocbsBdstcy. 




Br 



nt 205063- B9-4 CAFLUS 

CM l-Plpetidli»ecarbo»«jaid«, N-[ (IR) -l-( (4-«jdno-3,5-dibrooophenyl)o«thyll -2- 
(4- (l-*ttiyl-4-pip«cidloyl) -l-plperazlnylj -2-aio«tliyl] -4- [2, 3-dl hydro- 2-ox»- 
4-t3-(trtfluocoi8ethyl)ph«nylJ-lH-lnldazol-l-yll- (9C1) (CA INOBt KAM8) 

Absolute stereochenistry. 



U ANSWER 17 OF 32 CAPUUS COPYRIGHT 2006 ACS ea STN (Continued) 




Br 



RN 205063-68-9 CAPLUS 

CM 1-Plperldlnacarbosamide, N-t (W-l-t {3,5-dibroao-4-^lydro»yph•nyl)■etllylI-2- 
^ 4- (l-Pwthyl-4-plperidlDyI) -l-plperazinyl] -2-cxoetfayl} -4- (2, 3-dihydro-2- 
oso-4-[3-(tnfluoraBtthyl) phenyl] -IH-lnldazol-l-yll- (9CZ) (CA IMDBX 
NAME) 

Absolute stereochemistry. 




Be 



nn 205063-69-0 CAPLUS 

Ol 1-FlperldlnecsrbouBlde, N- [ ( IR) -1- [ (4 -amlno-3. S-dlbroaaphenyl) bm thyl] -2- 
t4- (l-Betliyl-4-plperldiByl) -l-pipstMinyU -2-o»oethyl] -4- [2. 3-dihydro-2- 
wu»-4- [3- (trlfluoconetliyD phenyl] -IH-ioidazol-l-yll- (9CI) (Cft IMDBX 
MAKB) 



L4 ANSSBR 17 OF 32 CAPLUS CQPTRIGBr 2006 ACS on STM (Continued) 




CM l-Piperldinecarbounide, )«-[ (lR)-2-(4-(4-ac•tylph•lIyl^-l-pipe^■ziByl]-l• 
t (4-anino-3, S-dlbcoawphenyl) i&ettayl] -2-oxoethyll -4- (2,3-dLl9dro-2-OBO-4- 
pbenyl-lH-iaid«zol-l-yl)- (9CI) (CA XNDSC MAKB) 

Absolute stereoebcaistcy. 




Br 



RN 205064-53-5 CAPLUS 

CM 1-PlpacidinacarboxaBlde. N-{ (IR) -l-( (4-aBino-3, S-dibroaophenyl) mthyl] -2* 
{4-(3- (dlMthylsBlno) propyl] -1-piperazinyl] -2-0100 tbyl] -4- (l,4-dlliydro-2- 
aKO-3(2H)-qulnszoUnyl)- (9CI) (CA INDBC MAKB) 

Absolute stereochapdstcy. 



Habte 



11/28/2006 



10/685,921 



Page 84 



L4 XNSWKR 17 OP 32 OPLUS OOTYRIGBT 2006 ACS on STN (Continiwd) 




.IIM«2 



RN 205064-61-5 CXPWS 

Of l-Pip«ridln«catboKaaid«, M-[ (IB)-l-l (4-anllw>-3.5-<libroooph•Ilyl)■•tlly^I-2- 
t4- 1 (l-inthyl-4-pl|Mrldliiyl) carbonyll -l-pipecaxlnylj -2-oscMtliyl] -4- (1, 4- 
dltiydro-2-c«o-3(2H)-qulnazoUayl)- (9CI> {CA INDEX NMCS) 




Br 



RM 205065-2B-7 CKBWS 

at l-Pip«tidln«c»rbOK«Bid«. M- ( (IJl) -I- 1 {4-«aioo-3, 5-dibran»ph«nyl) iMtfayl] -2- 
£4- 1 (4-Mttayl-l-iiLp*razinyU cartioiiyll -l-piptcaxinyl] -2>oxcMtiiyl] -4- (1,4- 
dlhydro-2-o»o-3 (2H) -qMlnagoliiiyl) - (9CI) {Ch IMOBX HME) 

Absolut* 9t*r«och«HLstrr. 



L4 NISVSR 17 OF 32 CKPLUS OOPTRXGHT 2006 ACS on STN (Continued) 




Br 



m 205065-32-3 CKPUUS 

ON l-Plp«ridin«catbGsaiBlcto, N-t (IR) -l-I (4-aialno-3,5-dibroaopb«nyl)MtliylI-2- 
I4-[4-(4-(dinethylamlno)butyl]phenyll-l-piper»iliiyll-2-o»0«thyl] -4-(l,4- 
dlbydro-2-oso-3(2a)-(|UlnazoUnyl)- (»CI) (OA INDBC NAMB) 

Absolut* 9t*c*och*Bistry. 



PAG8 1-A 




Br 



ANSVBR 17 OP 32 CAPUIS OOPmGBr 2006 ACS on STH (OontlmMd) 

PASS 1-B 



RN 205066-O2-O CAPUIS 

CN l-Plp*rldln*eacbosaBid*, N- { (U) -1- [ (4-amino-3, S-cUbranophanyl) Mttyl] -2- 
(4- (5-BMtboiy-4-pyrialdliiyl) -l-piptrazlnyU -2-OKO*thylI -4- (1, 4-fllliydro-2- 
o»o-3(2H)-quli«w»liiVlJ- (SCI) (CA 1 

Absolut* 8t«r*ocb*Bistry. 




RN 20S260-29-3 

CN l-Plp*rldin*earbosaBdd*, H-C(lA)*l-E(4->Biao-3.5-dibranoph*nyl)mttiyl)-2- 
[4- [ (3-9S0) >B-D*tfayl-8-azablcyclo[3.2.1]oct-3-yl) -l-pip*razinyl) -2- 
oso«tliyl)-4-(I,4-<libydro-2-o«>-3(2H)>qulnazoUayl>- (9CI) (CA INDEX NAMS] 

Absolut* at*r*och*iBlstcy. 



1.4 ANSVSR 17 OP 32 CAPUIS OOPTRXGHT 2006 ACS on ! 




RN 205260-30-6 CAPUIS 

CN l-Plp«rldlnttcarboxaald*, N-[ (lR)-l-[ t4-«lllino-3,S-dibro^>oph•ny^)m*tI^yll-2- 
[4-( (3-eso) -a-iB*thyl-8-azahlcyclo[3. 2.1] oct-3-yll -l-pip*r»2lnylj -2- 
o»o*thylI-4-[2,3-dihydro-2-omo-4-£3- (trlfluoroB*tbyl)pb*iiyll -lB-lmldazol-1- 
yl]- (9CX) (CA INDEX NAHB) 

Absolut* st*r*ach*mistcy. 




RN 205260-31-7 CAPUIS 

CN 1-Plp*ndln*cartx»«nld*, N-E(lR)-l-((4-aBino-3,5-dlbroDi4>h«iiyl)B*thyl}-2- 
(4-1 (3-*io) -8-iMthrl-8-azabicyclo[3. 2. 1) oct-3-yll -l-pip«razinyl] -2- 
oso*thyl] -4-[4- (3-branophaayl) -2,3-dihydro-2-o«o-lH-lBldaiol-l-ylJ - (9CI) 
(CA INDEX NAME) 

Absolute 9tar*oeh*ai8tcy. 



Habte 



11/28/2006 



10/685,921 



Page 85 



U MtSHSR 17 or 32 CKPUIS OOFYIUGBr 2006 ACS on STN (Contimiad) 




m 205260-32-B CAPUIS 

CV l>np«cidlo«carbas«aid«, ClR)-l-[ (4-«aioo-^,5-<llbrcBa0phaI1yl)B«thyl]-2- 
[4-( (3-«so) -a-B*tfayl-8-«zataicyclo[3.2.1]oct-3^11 -l-pipsrazinyl] -2- 
esMtbyX) -4-[2, 3-dlhydn>-4- (3-Btthoiyph«nyi> -2-oxo-lB-laldazoI-l-yl] - 

(9a) <c» nm mim 

JUaooluttt stttMchaaistry. 




U ANSVSR 18 (« 32 CWUIS OOPYIUGRr 2006 ACS oa STN 



AOCBSSION NUfBKRl 



PATENT ASSIGIIBB(S) t 

SOtntCB: 



DOCUNBNT TYPE: 



nWILT ftOC. NU 
PATHHT ZmomATIONi 



2004 {857166 CAFLUS 
141:332218 

Preparation of dlazahetarocyclas as calcitonin gan* 
related peptide receptor antagonists 
Chatucvedula, Prasad V.i Chen, Ung» Civiello, Rltai 
Conway, Charles Hark* Degnan, Andrew P.i Dubonchik. 
Gene M.i Ban, Xiaojuni Jiang, Xiang Jun» Karageorge* 
George V.f Luo, Guanglini Hacor, John B.; Poindeittarf 
Grahami Tora, Georgef Vig, Shikha 
USA 

U.S. Pat. Appl. Publ.. 203 pp.. Cont.-in-part of U.S. 

Ser. No. 445. 523. 

CODOl: USXXOO 

Patent 

Bnglish 

2 



KINO DATS 



US 2004204397 
US 2004063735 
PRXORITT APPUI. XNID.t 



OfTHBR S0UltCB(S)l 



Al 
Al 



20041014 
20040401 



MARPAT 1411332218 



APPLICATION HO. 

US 2003-729155 
US 2003-445523 
US 2002-386138? 
US 2002-388617? 
US 2002-389870? 
US 2002-393200? 
US 2002-413534? 
US 2003-445523 



DATE 

20031205 
20030527 
? 20020605 
? 20020613 
P 20020619 
P 20020701 
P 20020925 
A2 20030527 



EN N 



OCxp- 



■oo 



AB Dlazaheterocycles I [m. n - 0-2i V • (un) substituted NH2r CBt Q • 



ANSWER 18 OF 32 CAPLUS OOPTRIGHT 2006 ACS on STN (Continued) 
(un) substituted alkyl, KH2, NBC02H, NBC0NH2t U - CH2, NHj D • O,. NCN, 
alkylsulfonyliBinor A - C. H, CB« B - (un) substituted heterocycUc* with 
provisos) were prepd. for use as «nt«gonists of calcttonin gene-related 
p^vtld* receptors foe tceataent of neuiogenie vasodilation, neurogenic 
inflamatlea, algraiae and other beadadies, tfaeeaal injury, circulatory 
shock, flushing assocd. with mnopause. airwjry inflaaaatory diseases, such 
as asthma and chronic obstructive puliaonary disease (OOPD) . Thus, tha 
indazole II was prepd. from lH-iodazole-5-caEboxaldehyde and had ICSO for 
calcitonin gen* related p^tida receptor binding of < 10 oM. The 
phameeutlcal coapn. eoapriaiog tha coaqid. I is c laimed. 
63571iy-63-3? 635710-64-4P 

RLs PAC (Phamacological activity)! RCT (Raactant)! SPN (Synthetic 
preparation) » THD (Therapeutic usa) » BIOL (Biological study) i PRBP 
(Preparation)! RACT (Raactant or reagent)! USBS (Osas) 

(preparation of diazahatarocycles as calcitonin gena ralatad peptide 

receptor antagonists) 
635710-63-3 CAPLUS 

1-PiperazinecarboKyUc edd. 4-{2-t([4-(1.4-dlhydro-2-o»>-3(2H)- 
quioazolioyl) -1-piperidinyll carbeayl] aaiaol -3- (lH-indazol-5-yl) -1- 
osopropyll-. phenylawtfayl .ester (9CI) (CA nOBX MAHB) 



ANSWER 18 0? 32 CAPLUS COPYIU<ST 2006 ACS on STN (Contimiad) 

635710-7S-7P 63S713-27-8P 635713-29-0? 

635713-36-9P 635713-37-OP 773886-35-4? 

773886-36-5? 773886-37-6P 773886-38-7? 

773886-51-4? 773886-52-SP 773886-69-4? 

773886-73-0? 773886-74-lP 

RL: PAC (Pharmacological activity)* SPN (Synthetic preparation)! THU 
(Therapeutic use) $ BIOL (Biological study) » PREP (Preparation) t USES 
(Uses) 

(prepn. of diazahete recycles as calcitonin gene related peptide 
receptor antagonists) 

635710-13-3 CAPUIS 

l-Piperldinecarbeaiaaida. 4- (2. 3-diliydro-2-oao-lB-beaziiddazol-l-yl) -N- [1- 
(IB-iadol-S-ylmathyl) -2- [4- (2-Bathylprapyl) -1-piperazinyl) -2-axoathyl] - 

(9CS) (Oh mom nahb) 



odcr^'^rO. 



Bu-i 



RH 635710-16-6 

CM l-Plperidinecarboaaffllda. 4-(2.3-ilihydro-2-eae-lH-benzimidazol-l-yl)-N-[l- 
(IB-iodazol-S-^lM tfayl) -2- [4- (2-Betfaylpra|jyD -1-piperaziayl) -2-oiRMtfayl] - 
(9CX) (CA INDBX NAHX) 



CAPUIS 



635710-64-4 CAPLUS 

l-Piperldineearboaaaide. 4- (1. 4-difaydro-2-oae-3 (2H) -quinazoUnyl) -N- [1- (IB- 
indazol-S-ylBethyl)-2-oao-2-(l-piperazinyD ethyl]- (9CX) (CA INOBX NMfX) 



OClCr' 



ra 




635710-44-0 CAPLUS 

l-Piperidinecarboxanide, 4-(l,4-dihydro-2-oxo-3(2H)-<iuinazolinyl)-N-[l-[(7- 
methyl-lfi-indazol-5-yl)BethylI -2- (4-nethyl-l-piparazinyl) -2-osoetbyl} - 
(9CI) (CA INDEX HANB) 



635710-13-3? 635710-16-6? 635710-44-0? 
63S710-46-2P 635710-47-3? 635710-65-5? 
635710-66-6? 635710-67-7? 635710-68-8? 
63S710-69-9? 635710-70-2? 635710-71-3? 
635710-72-4P 63S710-73-5P 635710-74-6P 



Habte 



11/28/2006 



10/685,921 Page 86 



IS or 32 cakpuis oomicar 2006 acs 

He 

i 

o ai2 



on SIH (CmtiniMd) 



B 




I J 



m 635710-4^2 CKPLDS 

CH l-»ip*citliD«eacboBaald»* «-a,4-dtliydro-2-aK>-3C2B)-quiiwzoliflyl)-li-tl*t('r- 
Mtfeyl-lB-induol-S-yl) ntbyl] -2-oso-2- [4- (4-p/cldiayl) -1- 
pLpsrulflyllatbyl]- (KI) (C% mOBX HMtXi 




ILJ 



RN 635710-47-3 CAPLU5 

CM l-?lp«ridliwcarbosmd», 4> (1, 4-dlliydco-2-<no-3 (2H) -<(ui&azi»UDyl) -H- (7- 
awtbyl-lH-iDdaxol-S-yl) Mtfayl] -2-OXO-2- [4- (2-pyildiiiyl) -1- 
pip«raxtayll*tliyll- (9CX) (CA X1IDK NMIS) 




aiLCr^'-rOJO 



M MISVER 18 or 32 O^PUIS OOPTRXGaT 2006 ACS oa STN (ContiouKl) 
m 63S710>65-5 O^WS 

CM l-Plp«ridlinecarbo»aaid«, 4- Clr4-dihydto-2-oao-3(2H)-qlllI»aloUayl>-H-tl-(lB- 
inda^ol-S-ylJB• thyl) -2- [4- (2-MthyIbutyl) -l-fklpcrazlivl] -2-o«o*thylJ - (9CI) 
{Ch INDEX NMfS) 



oiler- 



KM 635710-66-6 CKPWS 

CM l-Pip«rlcllR«carboxaiiiid«. 4-C1.4-dlliydro-2-«io-3 (2H)-quinazollnyl)-ll-[2-(4- 
h•ptyl-l-plp•ca^ltIyl)-l-(lB-iBdazol-5•ylJMthyl)-^•(»CMthyl]- (9CX) (A 
IMDSX WMB) 



pi 



(GH2)6'-H« 



M 63S710-67-7 OffUlS 

CM l-rip«cldiiMcacb(aiamld«, N- [2- (4-l)utyl-l-pip*raziivl) -1- (la-ladazol-S- 

yl— thyl) -2-<MWtliyll -4- (1, 4-dlliydgo-2-o«o-3 {ZSQ -qui n«»oll nyl> - (9CZ) (C» 
ZNOBC NMfB) 



U MIStBR IB or 32 OaWS CDFTRIGBT 2006 ACS oa STN (CoDtlmiad) 

Bu-a 

rai 635710-60-8 catfuis 

CM l-Plparicilo*carbo«aBid«, 4-Cl*4-diliydro-2-o«»-3(2H)-qulBazoliiiyl)-N-(l-(lH- 
induol-S^lB»tbyI)-2-o«>-2-(4-propyl-l-pip«cazliiyl)*tliylI< (9CI» (CK 
INDEX MMfS) 

m 63S710-69-9 CAPLUS 

CM l-Plp«cldiln«carbaaMmld*, 4- (l,4-diliydro-2-<iso-3(2H) -qulaazoUoyl)-N-[2-[4- 
(2-furanylB•thyl) -l-pip«tazi.ayl] -1- (lS-lnduol-5-ylMtliyl) -2-03ro«tbyl] - 
(9a) (Cft XXOBX MMfB) 




RN 635710-70-2 CMPLUS 

CN l-Plp«tidiB*earboMBld«, 4-(l,4-dihydro-2-oxo-3(2B)-qiilaazolliiyl)-N-t2-[4- 
(2-«tliylbasyl) -1-plpacazlByl] -1- (IB-ladazol-S-ylMtfayl) -2-osMtliyl] - (9CX ) 
(Cft IHOBt NMfB) 



M JWSBXR IS or 32 CAPLUS COPyRZGBr 2006 JICS oa STH (CooUniad) 




RM 635710-71-3 CKPUJS 

CM l-Plp«rldin»c«cboxafflld», 4-(l,4-€iitiydro-2-oso-3(2H)-<iiiiaazoIiRyl)-N-(l-(lH- 
IncUzol-S-ylmtfayl) -2-<»wi-2- (4- (lB-pyrrol-2-ylMthyl) -l-piparazioyl] •tfayl] - 
(9CI) (CA ZMOBX NM1B) 

B 

RN 635710-72-4 CRPUIS 

ON l-PlfMddlBKacbosaiiid*. 4-<l,4-dlbydro-2-oxo-3(2B)-quiaazoUByI)-N-[2-[4- 
t3- (diMtbylamino) -2-pro|i«iiyll -l-pip«raziayl] -1- (lH-iaduol-5-ylMttayl> -2- 
OMatliyl]- (9a) (CA XNOn NNIB) 




RN 635710-73-5 CAPLUS 

Of l-Plp«rldio«carbos«aid«» 4-(l,4-<ilhydro-2-o«o-3(2H)-quinMoUnyl)-IJ-(2-[4- 
(2-«tIiyl-3-Bwthylfautyl) -l-plpacaziivl] -1- (lH-iiida»ol-5-ylBatliyl)-2- 
OSMtliyl]- (9a) (CA INDEX NMfS) 



Habte 



11/28/2006 



10/685,921 Page 87 



U JWStfBR 18 or 32 CAPLUS COPYRIGHT 2006 ACS on STN (ContlntMd) 



c-NH-cH-c — »r ^ 



CH2-JH-Pc-i 



m 635710-74-6 OPUIS 

d l-Pip«rldliwcarboKVBiite, 4-(1.4-dihyitro-2-o«o-3(2H)-quinazoUnyl)-M-[l-(lB- 
iadazel-S-ylattliyl) -2-OSO-2- [4- (3-pli«ayl-2-prap«i)yl) -1-plperazloyl] •tliyl] - 
(9CI) (CA INDEX HUMS} 



C!H2'C^=CB-»h 
RN 635710-7S-7 dkPUJS 

CN l-Pip«tldla«carbo««aid», 4- Cl#4-<iifcydro-2-o«o-3{2H) -c|uift«2ollnyl)-N-tl-(lB- 
liid«sol-S-yliMtIiyl)-2-(4-BWtityl-l-plp«razlByl)-2-(»Mtliyl]- (9CI) (Ch 
xmUX lOMB) 



RM 635713-27-$ CAPLUS 



L4 ANSWER 18 07 32 CMUJS COPYRZGBT 2006 ACS on STN . (Continued) 

CN l-Plp«ridlMcarbo>anide» N-[l-[(2,3-dihydro-2-oxo-6-b«nzouzolyl)iDathyll-2- 

o>o-2-[4- (4-pytldiByl) -l-piperazlayl] •tfayl] -4- (l,4-dibydro-2-o«o-3 (2B) - 

quinazoUnyl) - (9CI) (CA INDSC NMfB) 



9 

0 



RN 635713-29-0 CAPLUS 

CN l-Pip«rldln«carbojiaald«, N-[l-{ (2,^-dlllyd^o-2-o■o-6-b•n^oxa^olyl)Mtllyl]-^- 
(4-n•thyl-l-plp•^azlayl) -2-(no«thyl] -4- (l,4-dlbydro-2-OKO-3 (2H) - 
qulnazolloyl) • (9CI) (CA INDSX NAME) 



0 



635713-36-9 CAPLUS 

l-Piparidlnacarbosaid^, V- {1- [ (2, 3-dlhydco-4-Mthyl-2-oso-6- 
banzosazolyl) mathyl] -2-OXO-2- [4- (4-pyrldlnyl) -1-piparazlnyl) atliyl] -4- <1, 4- 
dlhydro-2-c«o-3(2H)-qulnaxoUByl)- (9CI> (CA T 



U AHSVBR 18 07 32 CAPLUS COPTRIGHT 2006 ACS on STN (ConUniMd) 




RN 635713-37-0 CAPLUS 

CN l-Piparldlnacarbosamida, N-[l-[ (4-ehloro-2r3-<U.tiydro-2-oso-6- 

banzosazolyi) laathyll -2-oso-2- (4- (4-fiyrldlnyl) -l-plparasloyl) attiyl] -4- (1, 4- 
dlfaydr»-2-o>o-3(2H)-quiiiazoUiiyl)- (9CI) (A INDBX NAMB) 




RN 773886-35-4 CAPUfS 

CN l-Plparldlaacarbouadda, 4- (8-f luoro-1, 4-dlfaydro-2-oxo-3 (2H> -quloazoUnyl) - 
N-[l-{ (7-Battayl-lB-iiKU2ol-5-yI)aatliyll -2-aam-2- (4-plMiiyl-l- 
piparazinyDatbyl)- (9CI) (CA INOn NM(B) 



U AHSVZR 18 07 32 CAPLUS ODPtRIGBT 2006 ACS OB STN (Contlnuad) 




RN 773886-36-5 CAPLUS 

CN l-Plparidtnacacboaaalda, 4- (8-f luoro-lr 4-cllbydro-2-OBO*3 (2H) -quinazolinyl) 
N- [2- [4- (4- f luDcophanyl) -l-pipara>lnyl) -1- [ (7>matliyl-lB-liidasol-5- 
yl) mathyl] -2-«toatliyl]- (9CZ) (CA INDEX NMS) 



Ka 




RN 773886-37-6 CAPLUS 

CN l-Piparldinacarbozaalda, 4-(B-fluoro-l»4-difaydro-2-oxo-3(ffl)-<|Ulfiazoliayl) 
N-[2-(4- (2-fluorophanyl)-l-plparazinyl) -l-[ (7-8wthyl-lH-lnda^ol-5- 
yl) loathyl] -2-osoathyl] - (9CI) (CA INDEX NAMB) 



Ha 




UN 773886-38-7 CAPLUS 

CN l-Plparldioacarfaesasdda, 4-(8-fluoca-l,4-diliydro-2-o«o-3(2B)-<|ulaazolliiyl) 



Habte 



11/28/2006 



10/685,921 Page 88 



U ' MOm 18 or 32 OtfUIS OOPnUGRT 2006 ACS OB STN (ContimMd) 
n-ll-i (7-mthyl-lH-iiidazol-5-yl) aitliyl] -2- [4- <2-B»tfaylph*iiyl) -1- 
pilMmiDyll-Z-OMMtfayl]- (9a > (CK XNDSX IMMB) 




dlfayctro-2*<»o-6-b«iizaBazelyl) Mtbyll -2-o«MtliylJ -4- (1, 4-dilvdro-2-OBO- 
3(2B)-qulDazoUiiyl)- (SCI) (Oh IMBBC MMS) 



Absolut* staraoclwBistry. 




RM 773886-52-5 CAPLUS 

CM l-Plp«tidiD«»Ebewaaixl«, M-( (IR) -l-l (2,3-dihydK>-2-oao-6- 

bcnzosazolyD nstfayl] -2-14- (1-B«thyl»thyl) -l-piparazlnyl] -2-o«o»thyl) -4- 
(l«4-dlhydco-2-c«o-3(2H)-qulD««aiiiyl)- (9CI) (CA tiom mHB) 

Absolut* 9t*r*octMBistcy. 



L4 AMSVSIl 18 or 32 CAPUIS OOPYiUGaT 2006 ACS on STM (Coatinuod) 




M 773886-69-4 CAPLUS 

ON Plparazloa, l-cyclohe»yl-<-[2-[ (2,3-<llhyd^o-2-o»o-6-benrMl«zolyl)Ia•thylJ-4• 
[4- (1, 2-dihydro-2-o«o-3 (4H) -qulnazoUnyl) -l-plp*ridlnyll -1, 4-dio«obutyl) - 
(9CZ) (CA ZMDEX NAKB) 




Ri 773886-73-0 CAPLUS 

Of l-Pip*tidiD*carbo»«iBtd*, H- ( 2- (4-cycleh*syl-l-pip*razlnyl) -I- 1 (7-B*thyl-lH- 
. ladazol-S-yDrnthyll -2-oso*tliylI -4- (l,4-dltaydro-2*aw>-3 (2H) - q i ii iwtoH ny l) - 
(9CI) (CA mOBX MAMB) 



M AMSVBR 18 or 32 CAPIAS OOmiGHr 2006 ACS oa ! 




773886-74-1 CAPUIS 

l-Piperldln«carboxamld«, 4-(I.4-dlhydro-2-a«o-3(2B>.-qiilo«zolliiyl)-N-(2-[4- 
(4-f luorophanyl) -l-pip*r«zinyll -1- [ (7-Mthyl-ia-liidazaI-S-yl) matfayl] -2- 
oaiootbyll- (9CZ) (CA IMQBK NMB) 




!1 L 



635710-04-2P 635710-06-4P 

IU.3 ACT (R«actant>» SPN (Synthatle praparattoo) » tm (Proration) f AACT 
(Acactant oc rvagant) 

(praparatlon of diazabotatoqrclAS as calettonln gen* r*lat*d ptptid* 

racaptor antagonlats) 
635710-04 -2 CAPLUS 

l-Plp*cldlB*cacbosaaid«, 4- (2, 3«dHiydro-2-o«o-lH-b«nTl m\ rtafol-l^l) -»- [2- 
[4- (2-B*tliylpEapyl) -l>pip*razinyl) •2-o>o-l-C(l-[[2- 
( tdnathylsilyl) a thyl] sulf onyl] -IH-indol-S-yl] ntliyl) •tliyl] - (9CZ ) (CA 
zmm mics) 



U AHSnR 18 or 32 CAPLUS OdPYiaGBr 2006 ACS on i 
Ka3Sl-<H2-CH2-S== 0 



(Oontimiad) 



H O P ^ 



Bu-i 

RN 635710-06-4 CAPUIS 

CN l-Plp*rldiD*carbosaald** 4-(2,3-dihydro-2-o«o-lB-b*nalidclazoI-l-yl>-II-t2- 
14- (2-Mtbylpropyl) -l-pd.p*taziiiyll -2-o«>-l- [ [l-( [2- 

(trlMttiylsilyX)*tfayl] sulf onyl] -lB-liidazol-6-yl]mtbyl3«tliyl]- (9CI). (CA 



Habte 



11/28/2006 



10/685,921 



Page 89 



U NISVBR 19 or 32 CKPLUS CO?VIUCRr 2006 ACS on STM 
JCCBSSIOM NUMBXRt 2004:587914 CWLUS 

D OOJWBI f T NUNBKRt 141:140319 

TITUt Prvparatlon of aadno idd diplpoddldM as OGSP 

antaQOnlats 

nivniTOIR(S)t Bauer, Eckhartf Garlach* Kaif BUrnaus, Budolff 

Kusller, Stephaof Xudolf* Klaus f Sehindlar, Marcust 
Stenkasip, Dirk 

PATENT ASSI9IZB(S) : Boahrlngar Ingalhaim Pbama GoUH & Co. 106* Garman/ 

SOURCBi Gat. Of fan.* 98 fp. 

OOBEEN: fMtvm 
DOCUMENT TYPSt Pataot 
LAHGUACSt Gacnan 
PMaLY Mr. HUN. COUNTS 1 
PATENT XVPOBMAncn: 



PATENT NO. 




XLKD 


DKTB 




APPUCKTIOM HO. 




DKIB 


DB 10300973 




Al 




20040722 




DE 2003-10300973 




20030114 


AU 2004203916 




Al 




20040729 




JUJ 2004-203916 




20040109 


CA 2513132 




AA 




20040729 




CA 2004-2513132 




20040109 


NO 2004063171 




Al 




20040729 




«0 2004-EP87 




20040109 


Vt AS, AG. 


AL, 


AM, 


AT. 


AU, AZ, 


BA. 


, BB, BG, BR, BV, 


BT, 


BZ, CA, CH, 


CN, CO, 


CR. 


cu. 


CZ, 


, OK, DK, 


DZ, 


, EC, EE, EG, ES, 


n. 


GB, GD, GE, 


GH, GM. 


BR, 


BU, 


ID. 


, IL, IN, 


IS, 


, JP, KB, KG, KP, 


KR, 


KZ, LC, LK, 


1A, LS. 


UT, 


US, 


LV, MA, NO, 


H6, 


, MK, HN, HV, NX, 


HZ, 


NA 


BP 15S7795 




Al 




20051026 




BP 2004-700987 




20040109 


Rl AT, BB« 


CH, 


DBr 


OK. 


, ES, PR, 


GB, 


, GR, IT, LI, Uf, 


NL, 


SB, HC, PT, 


IB. SI, 


LT, 


LV, 


Fl, 


. BO, NK, 


CT, 


, AL, TR, BG, CE, 


BB, 


BU, 5X 


BR 2004006762 




A 




20051220 




BR 2004-6762 




20040109 


Of 1738805 




A 




20060222 
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* STRUCTUHB DXAGRM TOO LARGS FOR DXSPLAT - AVAILABLB VIA OPFLniB PRINT * 

AB Tltla coopds. I [R - (ua) stibstltutad diaza-, trlaz»-, S, S-dlead.dethladlas»- 
hatarocycla* Ar - (un) aubstltutad aryl, betaroatyli T - CH2, KOt tl - 
(un)9ubstltutad (Z, Ni Rl - (un) substltutad N batarocycle* R2, R3 - H, 
eatteayllc aatar] wara praparad for usa as OGRP antagoDiata la tha 

production 

and purification of aatllxxllas and as aarkad eonpda. in RIA and BLZSA asaaya 
and as diagnostic or analytic additivas In naurotransadttar rasaarcb (no 
data). Thus, tha plparldida XI vas prepared from tha aaino add and 
plparidioa fragments in a multl-atep synthesis. 
IT 726183-11-SP 726183-13-7P 726183-25-lP 

RL: PAC (Pharmacological activity)* RCT (Raactant)f SPN (Synthetic 



L4 ANSVBR 19 OF 32 CAPLUS OQPYRI6BT 2006 A» on STN (COoUnuod) 
preparation) I TBU (Therapautic U9a)f BIOL (Biological study) i PREP 
(Preparation) » RACT (Reactant or raagaat)i USBS (Usas) 

(prepn. of amino acid dipiparididas as OGRP antagonists) 

RN 726183-11-5 CAPLUS 

CM Cyclohexanecarboxylic add, 4-t4-[ (2R)-3-{^,5-dlb^omo-4-hyd^oxyphenyl)-2- 
{ [ [4- (1, 4-dihydro-2-oxo-3 (2H) -<;uinazolinyl) -1-piperidinylJ carbonylj aminoj - 
l-o«opropyl]-l-plparazinyl)-, ethyl ester, ds- (9CZ) (CA INDEX NAME) 

Absolute stareochamiatry. 




Br 



RN 726183-13-7 CAPLUS 

CN CyclohexanacarbosyUc add, 4-(4-[ (^R)-3-(3,5-dibreDO-4-hydrosypbanyl)-2- 
{ [ [4- (1, 4-difaydco-2-o«>-3 (2H) -quinazolinyl) -l-piparldinyU carbeayl] anlttol - 
1-oaopropyll-l-plparazinyl]-, athyl astar, trans- (9CI) (CA INDEX NAME) 

Absolute steraoeheadstry* 




AHSBBR 19 OF 32 CAPLUS COPYRIGHT 2006 ACS on STN (Contl&uad) 
726183-25-1 CAPLUS 

1-Plparidlnaacetlc add. 4-[4-[3-(4-braao-3,5-diaathylphaoyl)-2-[[[4-(l,4- 
difaydro-2-o«>-3 (2H) -quinazolinyl) -1-piparidinyl] carbonyl} aadno] -1- 
oaopronrll-l-piparaziByl]-* atfeyl astar (9CI) (CA INDXX NAKB) 



O 
II 

.CH2-e-OBt 




IT. 325975-87-9P 726183-08-OP 726183-12-6P 
7261B3-14-8P 726183-1S-9P 726183-18-2P 
726183-32-OP 726183-59-lP 726183-60-4P 
7261B3-64-8P 7261S3-66-0P 726183-67-lP 
726183-70w6P 726183-72-8P 726183-73-9P 
726183-78-4P 726183-80-8P 726183-81-9P 
726183-84-2P 726183-88-6P 726183-89-7P 
726183-90-OP 726183-91-lP 726183-93-3P 
726183-94-4P 726183-95-5P 726183-96-6P 

726183- 97-7P 726183-98-8P 7261B4-27-6P 

726184- 36-7P 726184-39-9P 726184-39-OP 
726184-41-4P 726184-42-5P 726184-44-7P 
726184-4S-8P 726184-46-9P 726184 -4 7-OP 
726184-49-2P 726184-51-6P 726184 -52-7P 
726184-S3-8P 726184-54-9P 

RL: PAC (Pharaacologlcal activity)! SPN (Synthetic preparation}* THtl 
(Therapeutic use)f BIOL (Biological study)* PREP (Preparation)* USBS 
(Uses) 

(preparation of amino add dipiparididas as OBff antagonists) 

RN 325975-87-9 CAPLUS 

CM 1-Piperldinaacatlc add. 4-[4-[(2R>-3-(3,$-dibtaw-4-liydranypbsayl)-2-CE[4- 
(1, 4-dlhydro-2-oso-3 (2H) -quinazolinyl) -l-pipaddlniyljcacboflyl] aadno] -1- 
o«oprapyl]-l-piperazloyl)- (9CX) (CA INDEX NANS) 

Absolute ataraochadstry. 



U AMSBSR 19 or 32 CAPUIS OQPTRIGBT 2006 ACS on STN (Continued) 




726183-08-0 CAPLUS 

1-Piparldineacetic add, 4-[4-[ (2R)-3-(3,5-dlbromo-4-bydroxyphenyl)-2-[[[4- 
(1, 4-dihydro-2-oxo-3 (2H) -quinazolinyl) -l-piperifUnyl] carbonyl] adno] -1- 
oarapropyll-l-piperazioyl]-, 1,1-dlBethylathyl eater (9CI) (CA INDBt NMIB) 



Absolute stareochaalstry. 




Habte 



11/28/2006 



10/685,921 Page 90 



U Misrait 19 or 32 CKPUJ5 GOPVUGHr 2006 ACS on STN • (Contlmwd) 

?A6S 1-B 



U ANSVBR 19 OF 32 CKPLU5 OOPTIUGBr 2006 ftCS on STN <CoatimMd) 



RN 726183-12-6 CAPLU5 

CN Cycloh«san*carbe«yllc add, 4-[4-[(2R)-3-(3,S-dibrcaf>-4-hydrosyp!t«Byl)-2> 
C [ C<- (1» 4>dlbydr»>2-asQ-3 (2B) -qulDnoUiiyD 'l-pliMcldlnyll carbonyl] andno] - 
l-o « op « pyll -l-plpTMlnyll -> da- (9CI) (A INIOX NMO) 

Mtooluta st«c«ochadstry. 




m 726183-14-8 CAPUIS 

CH cyclob««ao«carbaaiyllc add, 4-{4-[ (^R)-3-(3,5-dlbraoo-4-bydro«yph«^yl)-^- 
[ [ [4- (1, 4-dlbydro-2-a>o-3 (2H) -quiDazollnyl) -l-plpecidlnyll cacfemiyll amino) - 
l-ompropyll-l-piparazlflyll''* trana- (9CI) (CK imoc HMfS) 

Absolut* staraociiaalstry. 




RM 726183-15-9 CAPLUS 

cat 1-Pip«ridlneacetic add, 4-l4-[<2R)-3-(3,5-dlbroao-4-bydro»yph«ayl)-2-U[4- 
(1» 4-dihydro-2-oxo-3 (2H) -<iuinarollnyl) -l-plparidinyl] carbonyl] adao] -1- 
osopra|iyl]-l-plp«taziixyl)-, athyl astar (9CX) (CA INOSlt HAMB) 

Absolut* st*r*och*nl8tcy. 




m 726183-18-2 CAPLUS 

ai 1-Plpatidlnaacatlc add, 4-C4-((2A)-3-(4-aBlno-3,S-dlbn»oph*iiyl)-l- 
[ [ [4- (1, 2, 4, 5-tattafaydro-2-oso-3B-l, 3-baiizadlazapiji-3-yl) -1- 
plp*rldlnyl)cariBoayl]niinoI propyl] -l-piparaziByl]'* •tiv^ *st*r (9CI> 
IMDBX MAMB) 

Absolut* st*r«och«BLatty. 



L4 ANSWER 19 07 32 CAPUJS WP T Kim T 2006 ACS on STM (CoatittMd) 



M ANSVER 19 07 32 CAPUIS OOPmxear 2006 ACS OD SIM (Oo n tl i wiod) 





RH 726183-32-0 CAPLUS 

CN 1-Plparldln*ac«tlc add, 4-[4-[3-(4-bcaa»-3,5-diMtbylphanyl>-2-[({4-(l,4- 
dlliydro-2-oxo-3 (2B) -qulnaTOLtnyl) -l-fdipaddlayl] cacbonyl) adao) -1- 
OKaprapyl]-l-plp*cazliiyl]- (9CI) (CA IXDSX mMX) 




m 726183-S9-1 CAPLUS 

CM Banzdc add. 4-[4-((2R)-3-(3,S-dlbrano-4-iiydroayphanyl)-2-([[4-(l,4- 
dthydro-2-oso-3 (2H) -qulnatolinyl) -l-pip*rldlnyl) cacbonyl] aaino] -1- 
oaopropyD-l-piporaziJiyl)-, atfayl astar C9CX) (CA INOBX HAKE) 

Absolut* staraochaolstry. 



RM 726183-60-4 CAPLUS 

CM Banzdc add, 3-I4-((2R)-3-(3,5-dlbroao-4-hydro»yph*nyl)-2-(tt4-(l,4- 
dlfaydro-2-axD-3 (2H) -qdoazolinyl) -l-plparldinyl} carbonyl] amino] -1- 
osopn^ll-l-piparazinyl]-, •tlqrl *st*r (9CX) (CA IMOEX HAMS) 

Absolut* 9t«C*OCh«ffii8tEy. 




RN 726183-64-8 CAPLUS 

CM Banzdc add, 4-(4-[ (2R)-3-(3,5-dlbroBO-4-lIydro■ypb*Ryl)-2-[([4-(l,4- 
dihyd^o-2-oxo-3 (2H)-quinazollnyl) -l-pip«ridlnyll carbonyl] andno} -1- 
os(9ropyl]-l-plp«razlnyl]-3-(tcifluorccMtbyl)-, mathyl ostar (9CI) (CA 
INO» NAHB) 

Absolut* st*r*och*alstcy. 



Habte 



11/28/2006 



10/685,921 



Page 91 



M ANSVBR 19 OF 32 OPLUS GOpyRIGBT 2006 ACS pn STN (Contimiad) 




Br 



RN 726183-66-0 CMLUS 

CM B«azo±c *c±d, 4-[4-t(21l)-3-(4-aiaioo-3,5-<libroiBoph»nyl)-l-o«o-2-[[[4- 
(1, 2, 4, 5-t«tr*hydro-2-o«o-3H-l, 3-b«ittodiii2«pin-3-yl) -1- 

plpcrldlayl)carbonyl]aaino]pr^l]-l-plp«razlDyll-, etbyl •aft (9CZ) (CA 
IMQBX mHB) 

M»olut« 9t«r*ocb*Blstty. 




Br 



RN 726183-67-1 CKBWS 

Of Benzoic add. 3>[4-[ (2R)-3- (4-«BlIK»-3,5-dlbromoph•llyl)-l-«»-2-[[[4- 
(l, 2, 4 , 5-tetr«hydro-2-o»o-3H-l, 3-b«n20dtaz«pln-3-yl> -l- 

plp«rldlnyl]carboiiyl]aalBo] propyl] >l-plp«raziiiyl3-, atlqfl utar (9CI) (C% 
INDEX NMIB) 

Absolut* startodMadartry. 



U AHSHER 19 OP 32 CAPLUS GOPTRXGHr 2006 ACS on STN (ContlniMd) 




Br 



RN 7261S3-73-9 CAPLUS 

CN Banzote add* 3-I4-t(2»)-3-(3,5-dlbrono-4-hydroayphanyl)-2-(l[4-(l,4- 
dltsydro-2-c«o-3(2H) -quinazolinyl}-l-plparldliiyl]carbofiyl] anlnoj-l- 
<nropropyl]-l-plparaziiiyll> (9a) (CA INOBX NAKB) 

Absolute starcochealatry. 




Br 



RN 726183-78-4 CAPLUS 

CN Banzoic add. 4-C4-[(2R)-3-(3,5-dibronx>-4-hydroxyphanyl)-2-[tl4-(l,4- 
dibydn>-2-«ii>-3(2H) -quinazoUnyl) -l-plparldinyl] carbonyl] aaino] -1- 
c»aprep/l]-l-piparazioylI-3-(trifluorooathyl)- (9CI) (CA INDSt NAME) 

Absoluta staraochanistry. 



M ANSVER 19 O? 32 CAPLUS COPYIUGRr 2006 ACS on STN (Contimiad) 




Br 



RN 726183-70-6 CAPUIS 

CN Banxdc acid, 4-[<-[ (2R)-3-(4-aaino-3,5-dlbroBwphanyl)-l-o»o-2-tlI<- 
(1.2,4, S-tet rahyd ro- 2-oxo- 3H- 1 , 3-banzodiazapin-3<yl) -l- 
piparidlnyl] carbonylj amino] propyl] -l-piparazlnyll -3- (tdf luoroMtbyl) 
nathyl astar (9CI) (CA INDEX NAME) 

Abaoluta staraeehaolatry. 




Br 



RN 726183-72-8 CAPLUS 

CN Banzdc add, 4-l4-t(2R)-3-(3,5-dibroa»-4-hydro»yphaByl)-2-(l{4-(l,4- 
dlfaydro-2-oso-3 (ZB) -quinazoliiiylt -l-plparldlnyl] carbonyl] and no] -l- 
o»propyl)-l-plparazinyl]- (9CI) (CA INDEX NAKE) 

Absoluta staraocbandstry. 



L4 AMSVBR 19 OT 32 CAPLUS OOPTRIGBT 2006 ACS on STN (CoDtlnuod) 




Br 



RN 726183-80-8 CAPLUS 

CN Banzdc add, 4-t4-[(2R)-3-(4-aaiino-3,5-dibroiaophanyl)-l-o»0-2-t([«- 
(1, 2, 4, 5-tatrahydro-2-o»o-3H-l, 3-banzodiazepln-3-yl) -l- 
plparldlnyl] cartmnylladno] propyl] -1-plparazinyl]- (9CI) (CA INOBX NANS) 

Absoluta staraochanistry. 




Br 



RN 726183-81-9 CAPLUS 

CN Banzdc add, 3-C4-C (2R) -3- (4-adno-3,5-<llbroBiophanyl) -l-o«o-2- [ ( (4- 
(1, 2, 4, S-tatrahydco-2-o»o-3H-l, 3-banzodiazapin-3-yl) -1- 
piparidiayl] carbonyl] adno) propyl] -1-piparazlnyl]- (9CI) (CA INDEX NAME) 

Absoluta staraochamLstry. 



Habte 



11/28/2006 



10/685,921 Page 92 



L4 ANSVBR 19 OF 32 CWLUS OOPinUGBr 2006 ACS On STN (Continued) 




m 726183-84-2 CKPLUS 

CM Banzeic acid, 4-r4-[ (2R)-3-(4-JlmiDO-3,S-<lib^omophenyl>-l-cwo-2-[t[4- 
(l, 2,4, 5-t6tralTydro-2-oao-3H-l, 3-beR*odiazefxin-3-yl) -1- 
pip^tidinyl] carbonyl] afflino] propyl] -1-plperazinyl] -3- (tclf luoroBatfayl) - 
(9CX) (CR ZMOBX NAHB) 

Aboolut* staraocheatatcy. 




m 726183-88-6 CAFUJS 

CN 5-Thlazol«carb<wyUc add, 2-[4-[ (2R)-3-(3.5-dlbraDO-4-llydEasyplleayl)-2- 
[ [(4-(l, 4-dibydro-2-o«o-3(2H) -quinazoUiirl)-l-plp«ridlayl] carbmyl) anlnol - 
l-OKapcopyl]-l-pip«razlayl]-, nathyl astor (9CI) (O IHOBC mat 

Absoluta atar aocha adatgy. 



L4 JWSVXR 19 or 32 CWLUS CDFTRXGar 2006 MS on STN (Contimted) 




Br 



FN 726183-91-1 CAPUIS 

CN 2-Thlazolacatfoo>yUc add, 4-t4-l(2»)-3-t3,5-dibrooio-4-hydroayphaiiylJ-2- 
( ( [4- (1, 4-dihydro-2-aso-3 (2B) -quioatoliByl) -l-plparldtnyl] carbonyl] asdno] - 
l-oxopropyl]-l-plparazlayl]- (9CX) (CA INDBX NMB) 

Absoluta staraochaadstry. 




Br 



m 726183-93-3 CAPLUS 

CN 2-Thla20lacarbosyUc add, 4-t4-t(2R)-3-(4-aiaino-3,5-dibromophaayl)-2-Ilt4- 
(1, 4-dlhydro-2-03io-3(2H) -quinazolinyl) -1-piparidlnyl] carbonyl) amino) -1- 
osopropyl]-l-piparazinyl]-, matfayl aatar (9CI) (CA INDEX NAHB) 

Abaoluta staraedMaiatcy. 



L4 ANSWER 19 OP 32 CAPLUS COPTRZGBr 2006 ACS On STN (Continuad) 




Br 



RN 726183-89-7 CAPLUS 

CN 2-Thia2ol«carbo«yUc acid, 4-l4-t (2R) -3- (3, 5-dibromo-4-hydroayphanyl)-2- 
[ ( 14- (1, 4-dlhydro-2-o«o-3 (2H) -quinazoUnyl) -1-pipecidinyl) carbonyl] aalno] - 
1-oaopropyll-l'piparazinyl]-. matbyl aatar (9CI) (CA INDEX NAME) 

Absolute fltaraochamistry. 




Br 



RN 726163-90-0 CAPUJS 

CN 5-ThiazolacarbesyUc add, 2-[4-( (2R)-3-(3,5-dibrono-4-llydro3^ypbaDyl)-2- 
[ [ [4- (1, 4-dllivdro-2-OKO-3 (2H) -quinazoUnyl) -1-piparidinyl) carbonyl] amino] - 
l-OKOprapyD-l-plparaziiiyl]- (9CI) (CA INDEX NAHB) 

Absolute steraochanistry. 



U AHSNBll 19 OF 32 CAPLUS OOPYIUGRT 2006 ACS on STN (Continued) 




BN 726183-94-4 CAPLUS 

CN S-ThiazolecarboxyUc add, 2-[4-[(2R)-3-(4-amino-3,5-dibroiiK^hanyl)-2-([[4- 
(1, 4-dihydro-2-oxo-3 (2H) -quioazolinyl) -l>plp«rldinyl] carbonyl) aaino] -l- 
oxopropyl]-l-pip«razinyl)-, natfayl aster (9CZ) (CA INDEX NAME) 

Absolute stereocheaistry. 




Br 



RN 726183-95-5 CAPLUS 

CN 2-ThlazolecarboxyUc add, 4-[4-[ (2R)-3-(4-aalno-3,5-dibroaophenyl)-2-[[(4- 
(l, 4-dihydro-2-oio-3 (2H) -quinazolinyl) -l-piperidinyl) carbonyl] adno] -1- 
oxopropyl]-l-piperazinyl]- (9CI) (CA INDEX NAME) 

Absolute atereochenistry. 



Habte 



11/28/2006 



10/685,921 Page 93 



L4 ANSVER 19 OF 32 CAPUIS OOPYIUGHT 2006 ACS on STN (CoaUnitd) 




RX 726183-96-6 CAPLUS 

CK 5-ThiazoltcatboxyUc urld. 2-[4-[(ZIt)0-(4-aoino>3,S^dlbn»aplWDyl)-2-[[(4- 
(1, 4-<libydro-2-09to-3 (2H) •quinasoUoyl) -l-plpcrldlnyl] cacboayl] aaliio] -1- 
OSOpropyll-l'piparuioyl]- (9CX) (CA XMDBX NAMB) 

JIbsoluta BtsnoebMilstEy. 




OO2H 



m 726183-97-7 OkPUJS 

GN 1-Plp«cl(tlmac*tlc add, 4-[4-r(2R)*3'(4-aBi(to-3.$-<libraooph*nyl)-2-[[[4- 
(1. 4^bydco-2-oso-3 (2H) -quiDSZoliJiyl) -l>plp*cldliiyl] carboayl] aadno) -1- 
ouprevyD-l-plpteaziflyl]- (9CI) (Ok tllDBC NMtS) 

BboohxtM stacvocfaaaistty. 



L4 ANSVSR 19 OF 32 CAPLUS OOPTRXGaT 2006 ACS on STN (Coatlmtad) 



726183-98-8 CAPLUS 

l-Plperidin««ceUc acid, 4-l4-t (2R) -3- (4-»nilno-3,5-dlbtOBwp»»«yl)-X-o«o-2- 
[ I [4- (1. 2, 4. 5-tatr»hydro-2-tMto-3H-l, 3-b«nzodl8z»pln-3-yl) -1- 
pipacid±nyXlcarbonyll«alno]ptopyll-l-piparaxloyl3- (9CI) (Ol INOflX MMfS) 



Absoluta staraochaatstry. 




Q-yP 



nt 726184-27-6 CAPLUS 

CM 1-PlparldlnaacaUc add, 4-l4-(2-[ (^,4-dibrooophaIlyl)mathyll-4-C4-(l,4- 
diIlydro-^•oso-3 (2H) -cpimazeUnyl) -l^pipaddioyl] -1, 4-dlMiobutyl] <-l> 
plparazinyl)- (9CX> (GA IMDBX NUMB) 



U AHSNXR 19 or 32 CWU18 OOPIUaar 2006 ACS on STN (COntlnuad) 




RN 726184-36-7 CAPLUS 

ai 2-Plparaxlnecarbo»yUc add, 4-[2-t<3,4-dlbtoBophanyl)B»thyll-4-(4-(l,4- 
dihydro-2-«»-3 (2H) -i^uloaxoUoyl) -l-plpaddlnylj -1, 4-diosobutyll -1- (1- 
matliyl-4-pipacldlnyl)-» •tbfl astar (9CX) (CA INOn NANS) 



O 




,Ma 



m 726184>38-9 CAPLUS 

CN 2-Plparazlnacarfoaicylic add, 4-[2-[ (3,S-dlb^aao-4-B•tfaylph•nyl)aatllyl]•4- 
[4- (1» 4-dlfaydro>2-axo-3 (2H) -qulnazoUnyl) -1-plparldinyl] -1, 4-diaKal)Utyl] -1- 
(l-Batbyl-4-plpaddiiiyl)-, athyl astar (9CX) (CA INDEX NAHB) 



M ANSNBIt 19 or 32 CAPLUS OOPTRIGRT 2006 ACS on STN (CttfitHttiad) 



O 




Ma 



RN 726184-39-0 CAPLUS 

CM 2-PlparaziiiacaEbc»yUc add, l-[2-n3.4-dlbraupfa«nyl)Mtliyl]-4-[4-(1.4- 
dil|yclro-2-a>o-3 <2B) -qulnazoUnyl) -l-plpaddinyl] -1, 4-dlosataityl] -4- (1- 
nathyl-4-plparidllnyl)-, atbyl aatar (9CX) (CA IMDSX NAMB) 




Br 



RN 726184-41-4 CAPLUS 

CN 2-Plparazinacarbc«yUc add. 4-[2-[ (^,4-dlbro^»phallyl)aathyl]-4-[4-(l,4- 
dillydro-2-olO-3 (2B) -quinacolinyl) -l-plpaddioyl] -l«4-dlo«ofautylI -1- (1- 
Bathyl-4-plparidiiiyl)- (9CX) (CA INDBX NANB) 



Habte 



11/28/2006 



10/685,921 Page 94 



M MI5VSR 19 OP 32 CMPUIS OOPYiaeHr 2006 ACS on STM (ContlniMd) 




m 726104-42-5 C%?LUS 

at 2-Pip«rBzln«carb<wyUc add, l-[2-C (3, 4-cllbcomopbenyl)B»tliylJ-4-[«-a.*- 
dihydro-2-(so-3(2H)*quinazoUnyl) -l-piperidlnyl] -l,«-dio»obutjrlJ-4-(l- 
mthyl-4-|iip«cldliiyl)- (9CX) (Ok Ilion NMS) 




m 726184-44-7 OPLUS 

CM 2-Pip«r«xln«:aEb<wyUc add, l-(2-l(3,5-dlbK«-4-B»tliylph*iiyl)Bathyll-4- 
[4- (1. 4-dilvdco-2-o»>-3 (2H) -quioaxoUnyl) -l-piparldinyl) -1, 4-diaxofautyll -4- 
(l-Mtliyl-4-pipatldiByl)-, atbyl •atmz (9CX) (CA msn HMfX) 



M NISVSIl 19 (V 32 C»LUS OOmiGBT 2006 ACS on STN (ConttntMd) 



O 




Ma 



m 726184-45-8 CAPLUS 

CM 2-Plp«cazlaecaii>oxyUc add, 4-t2-{ (3,S-dibrolBO-4-ln«thylph•^yl)nethyl] -4- 
t4- <l,4-dihyilro-2-o«o-3(2H) -ciuiaazoUByl) -1-piparidinylJ -1,4-diosobutylJ -1- 
(l-mtliyl-4-pipatidiiivl)- (9CI) (Ch IlfOBX KMfB) 




SN 726184-46-9 OtfLUS 

CM 2-Plp«caziiMCacfaa«yUe add. 4-(2-[(4>«adno-3,5-dibcamoplMiiyl)MtIiyl)-4-[4- 
(1, 4-dlhydto-2-oso-3 (2H) -qulnazoUnyl) -l-ptparidLnyl] -1, 4-dioMbutyll -1^ (1- 
Mtbyl-4>piparidiiiyl)-. atliyl.astar {90.} (Oi nniBlt MMtB) 



U mSVBR 19 or 32 dtfUIS caPTBlGBT 2006 ACS oa STM (CoatlaiMd) 



O 




RN 726184-47-0 CAPLUS 

CM 2-Pi|MrazloaeacbaayUe add, l-[2-t(4-Baliio-3.S-dibranoplMayl)Mtliyl]-4-t4- 
(1. 4-dll9dco-2-oso-3 (2H) -quiaasoliayl) -1-plpatidlayI] -1, 4-dlaKdbutyl] -4- (1- 
nthyl-4-plpacidliiyl»-, athyl astar (9CX) (Ok IMDBX HMIB) 



O 




RN 726184-49-2 CKPLUS 

CN 2-Plp«raziaaca£bo>yUc add, 4-[2-[(4-aqino-3,5-dlbraaoph«Byl)aathylJ-4-t«- 
(1, 4-dil9dro-2-oso-3 (2H) -qulnazoUsvl) -l-piparldieyl] -1, 4-din»butyl] -1- (1- 
Batbyl-4-pipaddli>yl>- (901) (CK niDBX NMIB) 



M MISHBR 19 or 32 CWUJS COPYlUGBr 2006 JICS on STN (Coatinuad) 




m 726184-51-6 CKPLUS 

CM 2-?iparaziBaearbosyUe add, l-[2-[(4-Haioo-3,5-dlbEaaaphanyllMtlivI)-4-(4- 
(1, 4-dlliydrc>-2-<no-3 (2B) -qulnatoUnyl) -l-plpaddln/l] -1. 4-dlosatoutyl] -4- (1- 
Mtliyl-4-pl|MrldliiyI>- (9CZ) (Ch INDSX MAMB) 




RN 726184-52-7 CAPLUS 

CN 2-Pip«razln«carboayUc add, l-(2-[(3,5-dlbcoai>-4-iaatbylphaByl)Mthyl3-4- 
(4- (l,4-dlbydro-2-(»o-3(2B) -qulnazoUDyl) -l-pip«rldtayl] -1, 4-dloKobutyl] -4- 
(l-aethyl-4-plp«rldlnyl)- (9CI) (CA IKDSC NAMS) 



Habte 
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U ANSWER 19 or 32 OVLUS OdPTRICBT 2006 ACS en STM (ContlniMd) 



M ANSVBR 19 OP 32 CAPLUS COPTRICST 2006 ACS on STK (Continued) 




KtO-C v^jjX 




m 7261B4-S3-0 CKPLUS 

cat 2-Piperazinacartwayllc add, 4-[4-[4-(l,4-dlIiydro-2-03co-3(2H}- 

quloazoHnyl) -l-plperidlnyl] •2- [ (4>bydnny-3, S>diiM ttaylphcayl) aatfayl] -1. 4- 
dio«olwtyl]-l-(l-iMtl)vl-4-plp«ridlnyl)-, •thyl matrnt (9CI) (CA INDBC 
NMIB) 



Oder' 




m 7261B4-S4-9 CKPLUS 

CM 2-Pip«razinacacboxylic add, l-(4<(4-(l,4-<llfaydro-2-axo-3(2B)- 

quinazollnyl) -l-plpartdioylj -2- 1 C4-hydro»y-3, 5-diaathylpbeoyl) natbyl) -1,4- 
diasabutyl]-4-(l-mtliyl-4-pip«tidiiiyl)-, atbyl estar {9CX) (CA mOSX 




U ANStfER 20 OF 32 CAPUJS OOPYniffiT 2006 ACS on STK 
ACCESSION KUHBER: 2004x370923 OffUlS 

D OQ WEil T KUNBBRi 140:391302 

TITLE: Praparatioa of battzo-lr3-<ll«sapitt-2-onaa and calatad 

caapounda as OSBV racaptor an tagonl ato for tba 
traataant of nl^caina baadachaa 

IllVBirraR(S)i Rudolf, Idauai Kuallar, Stapban Gaocg* Stankanp, OLrki 

LustanbacQar, PhiUppt Drayar, Alaxaadarr Bauar, 
Eckhart* Schlndlar, Harciis> Arndt, Eirstaa* Ooods, 
Band 

it<aiBB(S)t Boahtingar Ingalbaln* Ganany 
FCr Znt. Appl** 254 pp. 

DOCUMENT TYPEt 
LANGUAGBl 

FAHILT AOC. NUM. COUNT* 
PATENT tMramATIOM: 

PATENT NO. 



Patant 
6a roan 

1 



KIND Mrs 



APPUCXnOM NO. 



NO 2004037811 
NO 2004037811 
Vt AB, A6. 

00, CR, 
GR, Of, 
LR, LS, 
OH, PG, 
TN, TR, 
RNi GH, <3t, 
EG, EE, 
PI, PR, 
BP, BJ, 
DB 102S0082 
US 2004132716 
CA 2S03462 
AU 2003276157 
BP 1S58601 

R: AT, BE, 
IE, SI, 
BR 2003015642 
CM 1700492 
JP 200650SS73 
ZA 200S002247 
NO 2005002493 
PRXORITT APPUI. INFO. 



OTBBR SOURCS($)t 
61 



Al 
CI 
AH, AT, 
CZ, DE, 
BU, ID, 
, LU. LV, 
PL. PT, 
I TS, UA, 
, LS, KN, 
RU, TJ, 
. GR, BU, 
. CG, CX 
Al 
Al 
AA 
Al 
Al 

. DB, DX, 

. LV, rtr 



m 2003-EP11763 



20040506 
20050519 

AU, AZ, BA, BB, BG, BR, B7. 

mC, Dt, DZ, EC, EE, EG, BS, 

IL, IN, IS, JP, KB, EG, KP, 

MA, MD, MG, MK, MN, KV, ME, 

RO, RU, SC, SD, SB, SG, SX, 

UG, US. UZ. VC. VN, TU, U, 

HZ, 50. SL, SZ, TZ. UG, ZM, 

TH, AT, BE, BG, OS, Cr, CZ, 

IB, IT, LU, NC, NL, PT, RO, 

CM, GA, GN, GQ, GV, ML, MR, 
20040513 OB 2002-10250082 
20040708 US ^2 003-685921 
20040506 
20040513 
20050803 



AU 2003-276157 
SP 2003-809318 
ES, PR, GB, GR, IT, LI, LU, 
RO, HE, CT, AL. TR, BG. CZ, 
200S0830 BR 2003-15642 
20051214 CM 2003-B0101980 
20060216 JP 2004-545964 
20050919 ZA 2005-2247 
20050524 NO 2005-2493 

OS 2002-10250082 
US 2002-426167P 
BO 2003-SP11763 



HARP AT 140(391302 



20031023 

BZ, CA, CB« CN, 
PI, GB, GO, GE, 
ER, RZ, LC, LR, 
MZ, NI, NO, NZ, 
SL, ST, TJ. TM. 
ZM, ZV 

ZV. AM, AZ. BT, 
DB, UK, BE, E5, 
SB, SI, SK, TR, 
MB, SN, TO, TG 
20021025 
20031015 
20031023 
20031023 
20031023 
NL, SB, HC, PT, 
EE, BU, SE 

20031023 
20031023 
20031023 
20050317 
20050524 
A 20021025 
? 20021114 
V 20031023 



* STRUCTURE DIAGRAM TOO LARGB PGR DISPLAY - AVAILABLE VIA GPPLINB PRINT • 

AS Tltla coopds. I (A - O, S, phanylsulfonyUdoo, 9tc.t X - O, S, 

aubatitutad iolno, atc.f Y, Z - alkyl, difluoronatfayl, tdfluoroaatbyl, 
ate.r Al • 5-7 naafaarad aia, dlaxa, trlaza. ate. batarocyelai R2 • B, 
pbao/lMtbyl, alkyl, ate.» R3 - B, Ph, pyridlnyl, ate.l and tbalr 
phatmacautically accaptsbla salts and forwlatlons wars proparad Por 

Habte 



AHSVBR 20 OP 32 CAPLUS COPYRIGBT 2006 ACS on STN (Condnuad) 
asample, banzo-l,3-dlaz«pln-2-on* II was prapd. froa l-(3,4- 
dlatbylphanyl) atbaoona In 8-9tapa. In fauinan CGRP racaptor binding 
affinity assays, coaycts. I exhibitad IC50 values < 10000 nM. Coi^xls. 
ara claimad useful for the traatmant of Bd9rdna headaches. 
686297-05^2? 

RL: PAC (Phacnacological acdvity)i RCT (Raactant)« SPN (Synthedc 
preparadon)* THU (Therapeudc use) t BIOL (Biological study)* PREP 
(Preparadon) » RACT (Reactant'or reagent)! USES (Uses) 

(preparadon of banzo-l,3-diazepia-2-onas and related eosqpds. as 0( 
racaptoc antagonists for tba troataant of odgraina baadacbas) 
686297-05-2 CAPLUS 

1-Plpacidinaearfooxafldda, N- [ (1R> -2-(»o-2- [4- [1- (pbanylaatbyl) -4- 
plpaddinyl) -l-piparazlnyl] -1- ( (S* 6,7. 8-tatralvdro-2- 
napbtbalanyl) aatfayl) •tbyl] -4- (1. 2, 4. S-tatrabydro-2-a«o-3B-l. 3- 
banzodiazapin-3-yl}- (9a) (CA INOBX NAME) 



Absolute staraocbaadstty. 



axr 



Y 



686296-S7-1P 686296-62-8P 686296-64-OP 
6B6296-72-0P 6fl6296-73-lP 686296-74-2P 
686296-76-4P 6S6296-77-5P 686296-79-7P 
686296-80-OP 686296-81-lP 686296-82-2P 
686296-86-6P 6B6296-90-2P 686296-97-9P 

686296- 98-OP 686297-04 -IP 686297-07-4P 

686297- 09-6P 6S6297-12-1P 686297-15-4P 
686297-30-3P 6B6297-36-9P 606297-39-2P 
686297-56-3P 686297-59-6P 686297-60-9P 
686297-73-4P 686297-78-9P 686297-B8-1P 
686297-B9-2P 68674S-32-4P 666745-33-5P 

RL: PAC (Pharmacological acdvity)i SPN (Synthedc preparadon)* THU 
(Therapeudc use)f BIOL (Biological study)* PREP (Preparadon) i USES 
(Uses) 

(preparadon of benzo-1, 3-diazapin-2-onas and related coapds. as 06RP 
receptor antagodsts for tba traatnent of cdgrdna baadacbas) 
686296-57-1 CAPLUS 

1-Pipaddinecatix»aaide, N- [ (IR) -1- ( ( 3, 4-dietbylphenyl) aetbyl] -2- [4- (1- 
Bethyl-4-pip«ridinyX) -l-piperazinyl) -2-ozoethyl) -4- (1, 2. 4, S-tatral^ro-2- 
oso-3a-1.3-banzodiazapin-3-yl)- (9CI) (CA INDBC NAME) 



Absolute stareoebaalatcy. 
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U MISVSR 20 OF 32 CKPUIS COmiOm 200« ACS on STN (CdnUuMd) 




RII 686296-62-8 CAPLU5 

CM l-?lp«cidiln«carbaiamid«, N- [1- [ (3» 4-di«tl)ylph«iiyl)Mtbyl] -2-cno-2-{4- (4> 
pyddlDf/l) -l-plp«t««iiiyll •thyl) CI, 2, 4, 5-t«trahydro-2-K»o-3B-l,3- 
iMBzodl««|)iik-3-yl>- C9CX) (» IMSBX mn) 




piparldlnyl) -l-pdp«miayl] -2-<no«tliyl3 -♦- (l,«-dlJven»-2-o»o-3 (2S) 
qutMToHnyl)- |9a) (Ok nOBC mia) 



U msaSR 20 or 32 CRPLUS OOPYlUGHr 2OO6 ACS an STH (OontimiMl) 




Bt 



RN 686296-72-0 CAPLUS 

CN l-?lparldlnecarb«iamld«, N-[ (3,4-<ll«tfaylph«nyl)mthyl]>2>[4-(l- 
mttiyl-4-plp«rl(llnyl) -1-plperazinyl] -2-(noethyl] -4- (2. 5-diIiydco-5-«ic>-3- 
ph0nyl-lB-l,2,4-triazol-l-yl)- (9CI) (CA HtDSX NAMB) 

Absolut* staroochtaistry. 



Bt 




RN 686296-73-1 CAPLUS 

Of 1-Plp«tldln«carte>anld*, ll-((lR)-l-{(3»4-di«thylpb*nyl)iMtbyl)-2-[4-(l- 
iMtfayl-4-|)l|MEldliiyl) -l-plpcrulnyll -2-oso«thyl) -4- (l,4-<libyrtro-2-o«o- 
3(2B)-quliMZoliJ)yl)- (9CZ) (CA ZNDBX NAKB) 

Absolut* starMditBistcy. 



L4 AHSVBR 20 OF 32 CAPLUS OOPnUGBr 2006 ACS oo STK (CoDtinuad) 




m 686296-74-2 CAPLUS 

CM l-Plp«rldln«carbo3wiald», ll-[(lR>-l-I(3,4-di«tlivl|»h*nylJmtliyll-2-(4-(l- 
B»thyl-4-plp«ridinyl) -1-pifMrazliiyl] -2-o«Mtfayi) -4- (1, 2-dlbyelco-2-aso-3H- 
ialdazo[4,S-c]quiRollo-3^1>- <9CI) (C» X1I08X NAMB) 

Absolute st«r«ocb«Bi9try. 




Bt 



RN 686296-76-4 CAPLUS 

CM l-Pip«rldin«carbosaiaid*, M-I (IR)-l-t (3,4-ditthylph•nyl)o•thyl)-2-t«-(l- 
B•tllyl-4-pip•rldiayl) -l-pipsrazliiyll •2-osoatfayll -4- CI. 2'<Uiiydro-2- 
nothi«iM[3,4-d)pyElaidlo-3C4B)-yl)- C9CI) CCA ZNDBC MMfB) 

Absolut* st*r*ochsmistcy. 



L4 ANSHBR 20 OT 32 CAPLUS COPyiUGBr 2006 ACS OD STN CContlniMd) 




BN 686296-77-5 CAPLUS 

Ol l-Plp«rldin«carbo»«mid*, II-((lR)-l-((3,4-di«tbylphenyl)in«thyll-2-[4-(l- 
iwthyl-4 -plp*rldliiyl) -l-rdperulnyl] -2-o«o*thyl) -4- (1, 4-dlhydro-2- 
osothl•ao[3,^^]|)yriwLdlQ-^(^B)•yl)- t9Cl| (CA XNDBX NAMB) 

Absolut* 9t*r*ocb«aistry. 




m 686296-79-7 CAPLUS 

CN l-Plp«ridin«carboxanld«, N-I (IR) -1-C <3, 4-di•thylph•nyl)m•thylJ-2-[4-(^- 
B«tlIyl-4-plp«rldi^yl) -l-pip«railoryll-2-oxo*tliylJ - 4- (1,2, 4, 5-t*t^■hydco-2- 
o«o-3H-thi•no[3,4-dl -l,3-<lia2apin-3-yl)- (9CI)' (CA INOBX NAKB) 

Absolut* 8t*c*oeh*Blatcy. 



Habte 
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U MI5HZR 20 OF 32 OtfUIS CQPTIUCT 2006 ACS en STH (Coatlnuad) 




BN 686296-80-0 OPIVS 

dl l-PiperlcllR«carboxaBida« N-[ (lR)-l-[<3,4-dlethylpb*nyl)iaat!iyl]-2-[4-(l> 
iMthyl-4-pip«ridlnyl) -l-plparazlnyl] -2-oxofttfayl]-<- (1,2.4, 5-totraiiydro-2- 
oso-3H-thl*aoO,2-d)-l,3-di«z*pln-3-yl)- (9CI) (CK IHOSC l»MB) 

Absolut* staEtoehanlstcy. 



St 




m 686296-81-1 OVFLUS 

dl t-rip*rldlo«carbos«ald«, N-[ (lA)-l-( (3, 4-dl*tfeylph«tiyl)B«tfayl]-2-[4- (1- 
Mtfayl-4-plp«rldllnyl) -l-pip«razliiyl] -2-osMtfayll -4- (1, 2, 4. S-t«tcafaydro-2- 
a»>-3H-thi«ao(2,3-d]-I,3-diaz«plaO-yl)- (9a> (Ok ZNDBX WMB) 

Absolut* 9t«r*och«Bistty. 



U ANSVER 20 OF 32 CKPLUS OOPTMGBr 2006 ACS on STH (ContlmMd) 




RM 686296-82-2 CAPUIS 

CM l-Plp«ridln«carboxanid*, N-[ (IR) -1-t (3,4-di•thylphe^yl)B•thyll-2-I4-(l- 
IUthyl-4-pipe^ldl^yl) -I-plp«razlnyll -2-(»o«thyl] -4- (1, 4-dlhydro-2- 
osothl•Do[2,^-d)pyTlaldlD-^(^H)-yl)- (9CZ) (CA XNIUQC NAKB) 

Absolut* starsochaaistcy. 




m 686296-86-6 CAPLUS 

CM l-PlparldtnacarbosaBida, N- [ (IR) -1-C 0» 4-dlatliylphaiiyl) mathyl) -2-ose-2-[4- 
(4-pyvidliiyl) -1-plporazinyl] •tbyll -4- (1,2, 4, S-tatrahydco-2-OBO-3B-l, 3- 
banzedlazaplB-3-yl)- (9CZ> (CA ZHOBX MMtS) 

Absolut* staraodiMdstty. 



I 20 OF 32 CAPUtS OOPTRIGBT 2006 ACS on STN 




RH 68629^90-2 CKPUIS 

CM l-Pip*rldin«»ttN»asids. II-C(lR>-l-((3,4-<Uatbylphaiiyl)BaU)yl]>2-[4-(l- 
attiyl-4-iaiparidinyl) -l-plparazlnyl] -2-oxoatbylI -4- (1, 2, 4, S-t*tr«lqrdro-2- 
o»>-3B>l,3-b*BXodlaz8pil»-3-yl)- (9CI) (CA IHOSX mMB) 

Absolut* st*r*oetesdstry* 




RN 686296-97-9 CAPUIS 

Of l-Plp*cldlnacarbo«amida, N-[ (IR) -l-[ (3,4-dietbylphaoyl) ntfayl] -2-oso-2-(4- 
[4- (trif luoroacatyl) phaayl) -1-piparazinyl] athyl) -4- (1,2, 4, 5-tatraliydro-2- 
<»o-3H-l,3-banzodlaxapln-3-Yl|- (9CI) (CA INDBX MAKS) 

Absoluta stataochaalatcy. 



U AN5VBR 20 OF 32 CAPLUS COPYRIGHT 2006 ACS on STN (Contimiad) 




RN 686296-98-0 CAPLUS 

CM l-Plp«rldloaearbo«afidda, N-[ (IR) -l-[ (3,4-dlatfa/lpbanyl)MtIiyl)-2-aK»-2-[4- 
(4-plparldliiyl) -l-plparazlnyl] atfayl] -4- (1, 2, 4, 5-t*tratvdro-2-oso-3B-I. 3- 
banzodi«zapln-3-yl)- (9CI) (CA INDBX NAME) 

Absolut* st*r*oehaalstry. 




RN 686297-04-1 CAPLUS 

CM l-Pip*rldinacarbosaaida, N-[(lR)-2-[4-(l-i8atbyl-4-pip«rldlnyl)-l- 

piparazinyl]-2-oso-l-[ (S, 6,7,8-tatrafaydro-2-naphthalanyl)nathyl] athyl] -4- 
(l,2,4,5-t*trafaydro-2-OBO-3B-l,3-banzodlaxapln-3-yl)- (9CI) (CA XNDKX 
NAMB) 

Absoluta staraochaaistcy. 



Habte 
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U MISVBR 20 OP 32 OPLUS OOPYRIGBT 2006 ACS on STN (ContlOMd) 




RH 686297-07-4 CAPLUS 

CM I-Plp«rldii»«»rbo»«fflld»» M-( (lJ»)-2-oxo-2-[4- (4-plp«ridinyl)-l-pip«r«z±nyll- 
1- [ (S, 6,7,e-Utr«Iiydro-2-naphtbal«nyl) nethyl) atbyl] -4- (1. 2, 4» 5-tetrahydro- 
2>ew>-3H-l«3-b»i«odtaz«plii-3-yl>- (9CI) (CA XHODC lOMB) 

Absolut* stanochMdstey. 




RN 686297-09*6 OtfUIS 

CM l-Plp«rldliwc«boMaBLd*, 4-(l,2-clit«ydco-2-om-3B-lmidaze[4,&-c]quiiMiliii-3- 
yl) -K- [ (lA) -2- [4- (l-Mtliyl-«-pipandLii)rl) -l-pLpamlnyl] -2-a«>-l- [ (S» 6, 7, 8- 
t«tr«liydro-2-a^>hthal«iiyUntlirlI«tbyl]- (9CI) (Ch tKDSX KNfS) 

Absolute stanodwalstTr. 



L4 ANSWER 20 07 32 CKPLUS OOmUGHr 2006 ACS OD STN (Cootloucd) 
Absolut* st*r*och«adstcy. 




ni 686297-30-3 CAPLU5 

CM HpsrazlM,. l-[4-[4-|l,4-dlfaydro-2-aBO-3(2H)-qulnazoliiiyl)-l-plp*rldlf)yl)- 
2- ( (3« 4-diMtliylplwnyl)Mtbyl) -1, 4-<dlaaratautyll -4- (l-aMtbyl-4-plp*tidlfl]rl) - 
(9CX) (CA ZNSn MAHB) 




M* 



RN 686297-36-9 CAPUS 

CM l-»lp*tlilla*caEbOMBld*» 4-(l,4-dlbydro-2-OTO-3(2H)-quloazeUiiyl)-N-[l- 

[ (3« 4-dlMtl(7lplwiiyl)Mtlvl] -2- (4- (l-B»thyI-4-plp*rldiiiyl) -l-plp*raziByl] - 
2-oso*tliyl]- (9CX> (CA XMSBI MAMB) 



U AN5VER 20 OT 32 CAPUIS OOPYKICBr 2006 ACS oa STN (CoaUouad) 




RN 686297-12-1 CA?LUS 

CM l-Plp*tldin«cacbo«amld*, 4-(2.5-<llhydro-5-o«o-3-phanyl-lH-l,2,4-tria201-l- 
yX) -N- [ (IR) -2-14- (l-mathyl-4-plp*rldlnyl) -l-pip«c«zlnyil -2-o«o-l- t (5,6,7,8- 
t*trahydro-2-iiaplithal«ayl)B*thyl]athyl]- (9CI) (CA ZMOSX NAME) 

Absolut* stscaochamistty. 




RN 686297-1S-4 CAPLUS 

CM l-Plp*ridin«carboxyllc acid, 4-(l,2,4,5-t»trahydro-2-OKo-3H-l,3- 

b«nzodlazepin-3-yl) (IR)-l-I (3,4-di•tbylph•nyl)m•thyll-2-l4-(l-methyl-4- 
pd.p•tldlnyl)-l-pip•^aziIlyll-2-OKoethyl astar (9CI) (CA INDEX NAME) 



L4 AM5NBR 20 OP 32 CAPUIS OOPTRtcar 2006 ACS on STN (Coatlnuad) 




RN 686297-39-2 CAPUIS 

CM Piparazlm, X- (2- [ (3. 4-dlatlvlpl»<yl) MthylJ -4- [4- (1. 4-dlhydro-2-OKO-3 (2H) 
qulaazoUnyl) -l-pip*cidliiyl] -1, 4-dloxobutyl) -4- (l-B*tliyl-4-pip*tldiiiyl) - 
(9CX) (CA XNm NANB) 




Bt 



RN 666297-S6-3 CAPUIS 

CH l-Plp«rldintcarbo>ylle add, 4- (l,2,4,5-tatrafaydro-2-os»-^H-l,3- 
b•n2odiaz•pin-3•yl) (IR) -I- 1 (3, 4-dlatbylphanyl) oathylj -2- (4 - (l-athyl-4- 
plp«cldiiiyl)-l-plp*cazinyl]-2-oso*ttiyl astac (9CI) (CA INOSt NAME) 

Absf>lut* stotaochudstcy. 



Habte 



11/28/2006 
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U JWSmi 20 or 32 C»LUS OOmZGar ZOOe ACS on STN (ConUmi«d> 




RM 686297-59-6 O^LUS 

ai PlparaziM, l-[ (2S)-2-[(3,4-dl«thylph«iiyl)mtfayl]-l,4-dl(»o<-4-(4-(l,2,4.S- 
t«tralvdro-2-am-3B-l, 3-b«uadlaxqdo-3-yl) -l>plp*ridiiyl] butyl] -4- (4- 
plpatldiByl)- (9CX) (A INOat MMIB) 

Abaoluta starxiclMadstry* 




St 



RH 686297-60^9 CAPLUS 

Ol Flpsrazlna. l-[ (2S)-2-[ (3,4'Cllatbylph«nyl)iwtbyll-l,4-dloso-«-[4-a.3,«,S- 
tatrahydro-2-(no-3H-l, 3-b«nzodiaz*pln-3-yl) -l-plp« tldiiiyl] butyl] <-4> CI' 
iMthyl-4-plfM£idliiyl)- (9Ct) (C3i tNOSt IIMCB) 

Absolut* staraochMdstry. 



U MfSHER 20 or 32 CAPLUS OaPYRIGBT 2006* ACS on STN (CentlmiMi) 




St 



FH 686297-73-4 CAPLUS 

CN 1-Pip*rldlnecarb<uianid«, N-[ (lR)-l-[[4-•thyl-3' 
(trif luoromtfayl) phanyl] mathyl] -2-[4-(I-Mtbyl-4opipacidiiyl) -1- 
plparazlnyll -2-oxoathyl] -4- (1, 2, 4,5-tatcafay«iro-2-OKO-3B-l»3-baBZodiazapitt- 
3-yl)- (9C1) (CA INDSX NAME) 

Abaoluta staraoehaniatcy. 




CF3 



KN 686297-78-9 CAPLUS 

CM 1-Plparldlnacarboxamlda, N-( (IR) -l-[[3-•thyl-4- 
(trlfluoraBM;tbyllphatlyl)BMthyl] -2-(4- (l-iBatliyl-4-plpacldlryl>-l- 
piparazinyl] -2-oxoatbylJ (1« 2r 4* S-tatrabydr»-2-os»>3H-l, 3-banzadi«sapift- 
3-yl)- (9CZ) (CA tWm NAKB) 

Absoluta ataraocbaststry. 



U AHSVBR 20 or 32 CKPLOS CQPYMGHr 2006 ACS on STN (Coatiouad} 




St 



RH 686297-88-1 CAPLUS 

CM l-Plparidlnacarfooxamide, N-[ 0,4-diatliylpbanyl)Bathyl] -2-(4-(l- 
iBatfayl-4-plparldliiyl) -l-piparazlnyl] -2-oxoatfayl] -4- (1, 2, 4, S-t•trataydco-2- 
oxo-3H-l»^-baa^odt«zapiIk-3-yl)-. C2Z)-2-butaiwdioata (1:2) (9CI) (CA 
XMOSX NAHB) 

CM 1 

CRH 686296-S7-1 
CHT C38 B5S in 03 




St 



CH 2 

CRN 110-16-7 
CM7 C4 B4 04 

Ooubla bead faoaatty as ahoim. 



M AMSnR 20 or 32 CAPUtS COmKlCaa 2OO6 ACS oa Sm (ContlBuad) 



CO2B 



RN 686297-89-2 CAPLUS 

Of l-Piparldlnacarbosanlda, N- [ (IR) -l-( (3, 4-diatfaylpbanyl) natliyl] -2- [4- (1- 
iMtbyl-4-pipatidiayl) -l-piparaslnyl] -2-e)ioatfayl] -4- (1* 2. 4 , S- tatrabydro-2- 
oxo-3B-l,3HMDXodlazapill-3-yl)-r BOaebaazanasulfMiata (9CX) (CA IMSBX 
NAKB) 

Ol 1 

CRN 686296-S7-1 
GMT C38 H55 N7 03 

Absoluta stacaocfaaedatry. 




St 



CM 2 

CRN 98-11-3 
Off C6 B6 03 S 




RN 686745-32-4 CAPLUS 

CN 1-Piparldinacarboaaaida, M-[ (IR) -l-( (3, «-diathylphanyl)c»thyl) -2-t4- (8- 

EWthyl-8-azahicyclo(3.2.1] oct-3-yl) -l-plp«razlnyl] -2-oso«thyl) -4- (1, 2,4,5- 
tetrahydco-2-oso-3H-l,3-banzodlazapin-3-yl)- (9CI) (CA INDSX NAME) 



Habte 



Absoluta staraochaaistry. 
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686745-33-S CAPLUS 

Plparazin*, l-( (2R) -2- ( [ (cyanoamlno) [4- (1, 2, 4, 5-t«traliydro-2-aio-3B-l, 3- 
bsasadi«z«pia-3-yl) •l-plpaddlayllMtbylciMl tmXoo} -3- (3, 4-dl«tfeylph*flyD -1- 
a«)prapyll-4-(l-matliyl-4-|xlp«cldlayl)- (9a) (CA XIIDBX MMB) 



ikbsolute stttnoehndstry. 
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* STKUCTURB DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINB PRINT ' 

AB Title compds. I [A - O, S, phenylsiilfonylimino, etc.i X • O, S, 

substituted inino, etc.* U - alieyl, alkenyl, alkynyl, etc.* V - CI, I 



L4 AHSNBR 21 OF 32 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

aadno, etc.f V • B. halo, difluoroaathyl, etc.i Rl - 5-7 iseatered aza, 
diaza, triaza, etc. heterocycle* R2 - H, pheoylMthyl, alkyl, etc.* R3 • 
B, Pb, pyridinyl, etc.] and their phamacautically acceptable salts and 
fomilatioas ware prepd. For esaaple, b«nzo-l,3-diazepin-2-one II was 
prepd. f roai 4-aalno-3-chloro-5-trifluoraiwtiiylbattzeic add in 9-stap3. In 
huaan OGRP receptor biodiog affinity assays, eoopds. I ashibitad IC50 
values < lOOOO dH. Compds. I ara daioed useful for tha traatMnt of 
migraine headaches. 

IT 68801B-15-7P 688018-22-6P 688018-27-lF 
68801B-3S-1P 688018-39-5F 688018-63-5? 

688018- 65-7P 688018-98-6P 688019-07-OP 

688019- 08-1P 688019-15-OP 688019-23-0? 
688019-24-1? 688019-30-9P 688019-37-6? 
68B019-40-1P 688019-43-4? 688019-47-8P 
688019-53-6P 688019-64-9? 688019-67-2P 
688019-70-7? 688019-76-3? 688019-79-6? 
688019-86-5? 688019-88-7? 6880I9-97-8P 
688019-99-0? 688044-92-0? 

RLt ?AC (Pbacsacological activity)* SPN (Synthetic preparation)* TSU 
(Thar^MUtic use)* BIOL (Biological study)* PRE? (Preparation)* USES 
(Uaas) 

(preparation of benzo-l,3-diazepio-2-ones and calatad coapd s . as OCR? 
receptor antagonists for the treatment of mLgraiaa headaches) 
RH 688018-15-7 CAPLUS 

CM Piperazine. l-(2-[[4-amino-3-chloro-5-(trifluoroaethyl)pheaylloatfayll-4-[4- 
(1, 4-dihydro-2-eBo-3 (2H) -quinazolinyl) -1-piperidinyl) -1, 4-dios6butyl] -4- (4- 
pyddinyl)- (9CI) (CA INDEX NAME) 




RN 688018-22-6 CAPLUS**^ — ^ 

CM l-Piperidinecarbosanide, N-( (lR)-l-{(4-aaioo-3-cbloro-5- 
(ttlfluoramthyl) phanyllMtfayl) -2-ose-2- [4- (4-pyridinyl) -1- 
piperaiinyl] othyll -4- (1, 2, 4, 5-tatrabydro-2-oao-3H-l, 3-baBzodiazepiii-3-yl) - 
(9a) (CA INDEX NKKE) 

Absolute stereochaaistry. 



U ANSNBR 21 OF 32 CAPLUS CDPYRIGHr 2006 ACS 0& STN (CenUnuad) 




CM l-Piperidlnecarboaaalde. N-[ (IR) -l-[ [4-amino-3-chloro-5- 

(trifluoroaotfayl) phenyl) ntfayl] -2- [4- (l-methyl-4-piperidinyl) -1- 
piporazinyl] -2-oxoothyl| -4- (1, 2, 4, 5-tatralvdro-2-oxo-3a-l, 3-banzodiaxeplii- 
3-yl)- (9a) (CA INOBX MAMB) 

Absolute stareocheaistzy. 




CN Piperazine. 1- [ (25) -2-[ t4-«mlno-3-bceiao-5- (trifluoroMthyljphanylJmethylJ - 
1, 4-dioso-4- [4- (1,2,4.5- tetrahydro-2-oao-3H-l, 3-benzodiazepin-3-yl) -1- 
plperidinyl]butyl]-4-(4-pyridinyl)- (9a) (CA INDEX NAME) 

Absolute stereochenistry. 



Habte 



11/28/2006 
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U MISifSR 21 OP 92 C»UIS COPYRIGHT 2006 ACS OO STN 



(Con ti mud) 




cr3 



KM 688018-39-5 CKPLOS 

Of PiptrazlM, 1- ( C2S} -2* [ [4*anioo-3-brono-5- ( trlfluorOMtfayl) phanyl) Mthyl] - 
l,4-^o>o-4-{4* (l,2,4,5-tatnbydro-2'>oso-3B>l,3-b«nzodiuapin-3-yl) -1- 
|iipetldliiyl]butyl}-4-(l-Mtliyl-4-plp«ci(linyl)- (9CX} (Ok INDSI NMIK) 

Jteoluta st*reodi«slstcy. 




m 68801B-63-S CKPLU5 

CM Plp«rasiiM, 1- ( (2S) -2- 1 [4-aadno-3-chIoro-S' (trif luorenatbyl) phenyl] Mtfayl] - 
1, 4-dloxo-4- [4- (1,2, 4r S-tatraIiydro-2-o«o-3a-l* 3-b«izodiaz«pltt-3-yl) -1- 
pipecldiiiyl]butyl)-4-(4-pyndliiyU- (9a) (CK mSBC NMIB) 

Absoluta stanodiaalstry. 




RN 688018-65-7 CXPLUS 

CN Piperazlna, l-[ (2S) -2- [[4-affllno-3-chloro-S-(trlfluoraa«thyl) phenyl] Mtbyl)- 
1, 4-dlojio-4- [ 4- (1 , 2. 4 » 5- tatrabydro-2-«io-3H-l, 3-b«nzodia««plD>3-yl> -1- 
pipecidlnyl]butyl]-4-[l-(ph»iiyliMthyl)-4-pip«rldiiiyl]- (9CX) (CA ZNOaC 
mUB) 

Absolut* staraocbamistry. 




RN 688018-98-6. CAPLUS 

CN Plparaslna. !•{ (2S) >2> [ [4-amlBO-3-ehloro-5- (tdfluoroaatbyl) phanyl) matbyU ~ 
1, 4-dloxo-4- [4- (1, 2, 4, 5-tatcahydro-2-aKO-3H-l, 3-banzodiaxapifi-3-yl) -1- 
plpandlnyl]butyll-4-(l-aathyl-4-plpatldiiiyl)- (9CX) (CA IMOBC MMS) 

Absoluts steraocbandstty. 



U AMSVBR 21 or 32 CAPLUS OapmiGBT 2006 ACS oa STN (CoDtimiad) 




m 688019-07-0 CAPLUS 

Ol Plparazlna, 1-{(2S) -2- [[4-aaiDO-3-chloFO-5-(tcifluorcantfayl) phanyl] matfayl]- 
1, 4-dlcaK»-4- [4- (1, 2,4,S-tatrahy(lro-2-OBO-3B-l, 3-banzadiazapln-3-yl) -1- 
plparidloyDfautyll- (9CI) (CA Dim NNO) 

Absoluta stacaocbamlstcy. 




RN 688019-08-1 CKPWS 

CN 1-PlpacazinasuIfonaaida, 4-{(2S)-2-[t4-«atno-3-chloro-5- 

(trlf luoromathyl) pban/l] oatbyl) -I, 4-dloKO-4- [4- (1,2, 4, 5-tatrahydro-2-(no- 
33-1 , 3-banzodi«zapia-3-yl) -l-plpaddiByl] butyl] -N- (l^thyl-4 -piparidloyl) - 
(9a) (O^ INDEX NMfB) 

Absoluta stataochamlstty. 



1.4 ANSVSR 21 or 32 CAPLUS OO^mcm 2006 ACS on STN (Continued) 




SM 688019-15-0 CAPLUS 

CN Piparazlne, l-[(2S)-2-[[4-aaino-3-chloro-S-(trifluoraiMtfayl)phaoyl}nathyl]- 
1» 4-<iioso-4- [ 4- (1, 2t 4, 5-tatrahydro-2-oso-3H-l. 3-benzodiazepio-3-yl) -1- 
piparldinyl) butyl] -4- (4 -(trifluoroseatyl) phenyl)- (9a) (CA tNOBX NMK) 

Absoluta staraocbemistcy. 




RN 688019-23-0 CAPLUS 

CN Piperazina, l-{ (2S)-2-[ {4-aaino-3,5-bla(trifluoroaMthyl) phanyl] methyl] -1,4- 
dloso-4- [4- (1,2, 4, 5-tetrahydco-2-oao-3H-l, 3-banxodiazapln-3-yl} -1- 
pipacidlnyl]butyl]-4-(l-BMtbyl-4-plperldliiyl)- (9a) (CA INDEX NAME) 

Absoluts stereochenistry. 



Habte 
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era 



m 688019>24-1 CAPLUS 

Oi Pip«razine, l-[ (2S)-2>([4-amiiK>-3,5-bis(trifluoceiMthyl)phenyl]Bathyl]-l,4- 
dloxo-4- (4- (1, 2, 4* S-t«ttahydro>2-oso-3B-l, 3-b*nsediazepin-3>yl) -1- 
plperldlayl]butyl]-4-(l-azablcyclo[2.2.2]oct-3-yl)- (9CI) (CA INDOI lONB) 

Absolut* atsraochudstry. 




m 688019-30-9 CAPUIS 

Of 1-PlfwcldioecaEbosaaiite, N-[ (lR)-l-([4-8nlao-3.S- 
fai9 (trif luocoMtfayl) pbanyllMtliyl] -2-t<- (l-Mthyl-4-pip«Eldliijrl> -1- 
pl|Mrazlayll '2-osMtliyl]-4- (lr2,4«5-t«tral^ro-2-fn(>-3B-lr3-b«nzfidiaz«pln- 
>-yl>- (9a) (CK INDEX WWB) 

Absoluts stsxsociMniatcy* 



U ANSVHR 21 or 32 CWLUS GOPYIUGBr 2006 ACS on STN (Coatinusd) 




cr3 



RN 6S8019-37-6 CAPLUS 

CN l-PlpsrldiMcarbounlda, N-[l'[ (4-breao-3-B*thylphsiiyl)Bsthyl]-2-[4-a- 
iBSthyl-4-pipstidinyl) -l-pipsrazlnyl] •2-oxoathyl] {1, 4-dihydro-2-ow»- 
3 {2H) -qulnazoUnyl) - (9CI) (CA INDEX NAME) 




Br 



RN 6B80I9-40-1 CAPLUS 

CN l-Plpsrldlnoscstic add, 4-I4-{3-(4-bcoiao-3-iB«thylph«nyl)-2-ltt4-C1.4- 
dlliyclro-2-o«o-3 (2H) -qMlaazollnyl) >l-plp«rldlByl] carbonyll sBlaol -1- 
OKOpro|vll-l-piP*raziivl]-r sthyl sstsr (9CI) (CA INDEX NANS) 



U AMSVXR 21 DP 32 CAPKUS OaPYRIGBr 2006 ACS OB STN (COntlmMd) 
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(COBtlBUSd) 




C— N^ 



RM 688019-43-4 CAPLUS 

CN 1-PipsridlBMcstic add, 4>[4-£3>(4-br(ai>-3->Batlgrlph«ayl)-2-C ([«-(!. 
dlfaydro-2-aBo-3(2H) -qulnaaolinyl) -l^ paridj ayll cacbonyl] asdao] -1- 
o Ep p t a p yll -l-plpacazioyl3 - (9CI) (CA INDEX VOKSi 




CH2~00JH 



688019-47-8 CAPLUS 

PlparazlM, 1- (2- [ (4-braao-3-i8athylph«nyl) natbyU -4- (4- (I, 4-dibydro-2H 
3 (2H) -qulnazoUnyl) -l-pipartdinyll -1, 4-dio«obutyl) -4- (4-13- 
(dimthylanino) propyl] phanyl]- (9CI) (CA INOBX namb) 



-ja-c^N^ 



688019-53-6 CAPLUS 

l-PlparidiaecarboMnLda, N- [1-1 (4-chloro-3-nMtbylpha»yl) "atliyll -2- (4- (1- 
Mtfayl-4-plpaddlByl) -l-piparazlnyl] -2-o»oathylI-4- (l,4-difaydro-2-oM»- 
3 (2H) -qdnatoUnyl) - (9CI) (CA INDEX NAMB) 



C-NB-p-C — N,^ 




RN 688019-64-9 CAPLUS 

CN Plp«razia«, l-t2-[(4-chloro-3-iaathylph«nyl)B«tbylJ-4-t4-(l,4-<lihydro-2H 
3(2H) -ffulnazoUnyl) -l-plp«rldlnyl) -1,4-dlojiobutylI -4- (l-B*thyl-4- 
plpaddlnyl)- (9CI) (CA INDEX NAKS) 




688019-67-2 CAPLUS 

2-PlparaxiDacacboiyllc add, l-C2-t(4-chlora-3-Batliylph«fiyl)iMtfaylI-4-[4- 
(1. 4-dlbydro-2-oso-3 (2H) -quinazoUayl) -l-pipatidinylj -1, 4-dlo«obutyll -4- {1- 
aatfayl-4-pipsrldiByl)-, otbyl aatar (9CI) (CA INDBC NAKS) 



Habte 



11/28/2006 
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M HMSnH 21 or 32 CAPUIS OOPTXIGBT 2006 ACS on STM 



<CoiitiniMd) 




BM 688019-70-7 CAPLOS 

CM 2-Plpar*ziMcarbc»ylie add, 4-(2-[ (4-chloro-3-a»thylpheiiyl)B»thyll -4-E4- 
(1, 4^dlhydro-2-a»>-3 (2H) -quloazoUnyl) -l-pip«ridliiyll -1, 4-diow*utyll -1- (1- 
DMthyl*4i)ip»cldiByI)>, •thyl •atmc (9CI) (CA XMDBI HAHS) 



O 




BS 688019-76-3 CAPLUS 

CH 2-Pl|Mc«ziiMcaeb(ayUc add, l-[2-( {4-chloro-3-DatfaylplMiiyDBMtlvll**4-C^'* 
(1. 4-dihydro-2-aso-3 (2H) -<|ulnazolioyl) -l-plpacidlnyl] -l, 4<<ll(»ibutyl) -4- (1- 
mtIiyl-4-pi|Mridlnyl)- (SCI) (CA INOBX MANB) 




CI 



RN 688019-79-6 CAPLUS 

Oi Pip«radn«, 1- [2- [ (4-chloco-3-B«thylph«nyl) methyl) -l»4-dio«o-4-I4- (1, 2.4.5- 
ta trahydro-2-oxo- 3H-1 , 3-beniodiar «pln-3-yl ) - 1 -pipe ridlnyU butyl] -4 - U- 
iBathyl-4-plp«tldiByl)- (SCI) (CA INSSC NAME) 




m 688019-86-5 CAPUUS 

CM PlparazliM* l-[2-[(3-broBo-4-ehloro-$-Batliylphanyl)MtliylI-4-E4-(l»4- 
dlbydco-2-aau-3 (2H) -qulnazollnyl) -1-piptttldlayl) -1. 4-dloaiobutyl) -4- (4- 
pycidlnyl)- (9CX) (Oi INSBX MAKB) 



1 31 OF 32 CAPLUS COPTiaQBr 2006 ACS <m STH (Co n tlnuad) 




688019-88-7 CAPLUS 

Hparazliw, 1- [2- [ (3-brano-4-chloro-5-wtivl|ilMiqrl) Mthyl] d* *' 

diliydro-2-OBO-3 (2H) -qulnazoUnyl) -l-plparldHqrl] -1.4-1110^^171] -4- (1- 
■atliyl-4-plpandioyl)- (9CI) (CA DnOQC NAKB) 



M AKSHSR 21 OP 32 CAPLUS OOPYIIXaHr 2006 ACS oa STH (Contlauad) 
KH 688019-99-0 CAPLUS 

CM l-Plparidinacarbosaolda. H- U- [ (3-brc»»-4-ehloro-5-Mtl«ylplMiiyl) ■•thyU -2- 
axo-2- [4- (4-|iyrldliiyD -l-plp«razlnyl] athyl] -4- (1, 4-dlliydro-2-om-3 (2H) - 
qulaazoUnyl)- (9CX) (CA INDBC HAMB) 



Oder' 





AN 688019-97-8 CAPLUS 

Of l-Piparidinacarbosaalda. N- [1- [ (3-broBO-4-chloro-S-matliylphanyl)fflathyl) -2- 
[4- (l-Mtfayl-4-plP«cidiByl) -l-plparazlfvll-2-onatlvll -4-(1.4-dlliydro-2- 
oao-3(2H)-qiilDazoUiirl)- (9CI) (CA INDSC HAMB) 



Habte 




RN 688044-92-0 CAPLUS 

CM Piparazlna, l-[ (2S)-2-((4-a■ino-^-cbloro-5•(trlfluocaBatllyl)|dl■nyl]BatlIyl]- 
l, 4-dlc»<>-4-[4- (1, 2, 4. S-tatraliydro-2-oxo-3B-l. 3-banzodla2apd.n-3-yl) -1- 
pip«ridlnyllbutyll-4-(8-Batliyl-8-«zablcyGloE3.2.1)oet-3-yD- (SCI) (CA 
INOSX HAMS) 

Absolut* staraecfaaalatcy. 




RSFERENCB OOmTT: 



THERB ARB 3 CITED REFERBNCBS AVAILABLE POR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE PORHAT 



11/28/2006 



10/6.85,921 
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ANSifBR 22 or 32 C»U» OOPTRIGBr 2006 ACS on STN 
2004t267S CAPLUS 
140:65199 

Preparations for th« intraoasal application of 
selected OGRP antagonists deriv«d f roo anino acids and 
■ Bethod for their production 

Xcuss, Bamdf Gaiser* Hare h.$ Busefa. Ulriehf Jost, 



(S)i 

PATEHT ASSZGNSB(S): 



BoehctR4«r IngalhelB Phacna Gadbb t Co. 
per Int. Appl.. 45 pp. 
OOOBIi PXXXD2 
Patent 



Kg* 



LANGUAGS: 

FWULT AOC. HUH. OOUMTt 
PATINT niFORKATICIIt 

PATBIt MO. 



APPUCATICn HO. 



DATS 



20030612 



«0 2004000289 A2 20031231 SO 2003-SP6156 

■0 2004000289 A3 20040325 

Vt AS, AG, hL, AM, AT, AU, AZ, BA, BB, BG, BR, BY, BZ, CA, CH, CN, 

CO, CR, CU, CZ, OX, CH, DZ, EC. EE, ES, PI, GB, GD, GB. GO, 

CM, HR, HU, ID, IL, IN, IS, JP, KS, 105, KP, XR, XZ, LC. LK, LR, 

LS, LT, LU, LV, MA, MD, KG, MX, KN. MV, KX, HZ, NI, NO, NZ, CM, 

PH, PW PT, 80, RU, SC, SD, SB, SG, SX, SL, TJ, TM, TM, TR, TT, 
n, VA, us, OZ, VC, VN, TU, ZA, at, Z9 

KVt GO. GM, KS, LS, MV, NZ, SD, SL. SZ, TZ, UG, ZH, ZV, AH, AZ, BY, 

KB, XZ, KO, RU, TJ, TM, AT, BB, BG, CB, CT, CZ, DS. DK, EE, BS, 

PI, PR, GB, GR, HU, IB, IT, LU, HC, ML, PT, RO, SB, SI, SX, TR, 

BP, BJ, CP, CG, d, CM, GA, GN, GQ, GV, ML, KR, HE, SN, TD, TG 
OB 10227294 Al 20040108 DB 2002-10227294 20020619 
CA 2407716 AA 20031231 CA 2003-2487716 20030612 
AU 2003246414 Al 20040106 AU 2003-246414 20030612 
IP. 1S17674 A2 200S0330 BP 2003-76060S 20030612 

Rs AT, BB, (S. OS, OX, BS, PR, GB, GR, IT, U, lU, RL, SB, MC, PT, 

IB, SI, LT, LV, PI, RO, MX. CT, AL, TR, BG, CZ, EB, BU, SX 



JP 2005530830 
US 2004076587 
US 2006193786 
PUORITT APPUI. Illl0.t 



T2 
Al 
Al 



20051013 
20040422 
20060831 



JP 2004-514694 
US 2003-463063 
US 2006-419218 
OB 2002-10227294 
US 2002-395184P 
NO 2003-BP6156 
US 2003-463063 



20030612 
20030617 
20060519 
20020619 
20020711 
20030612 
Al 20030617 



AB T1i» iBveotioo relates to phamacautical cxmpaa, for nasal application, 

coi^tising selected OGRP antagonists, which are described in «0 98/11128, 
in ackHtioo to a method for their production Thus an aqueou* solution with 

10 % drug 

and 1.75 nol-equivalent BCl centaineds BIBM 4096 10 agt IN Bd 20.45 agt 
mannltol 6 agt water to 0.1 dL. 
XT 204696-61-7 204696-63-9 205061-76-3 
205063-65-6 20S063-67-B 20S063-6B-9 

205063- 69-0 205063-87-3 205063-09-4 

205064- 45-5 20S064-53-S 205064-61-S 

205065- 28-7 205065-32-3 205066-02^ 
205260-29-3 205260-3O-6 205260-31-7 
205260-32-8 



U ANSVER 22 07 32 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RLi THU (Therapeutic use) i BIOL (Biological study) t USBS (Uses) 
(prepns. for Intranasal applicaUon of selected OGRP antagonists 
derived froa amino acids and prodn. nsthod) 
RN 204696-61-7 CAPLUS 

CM 1-Piperidinecarbosafflide, N-( (IK) -1- [ (4-amino-3, 5-dibraaophanyl) methyl) t2- 
C 4- (l-Betfayl-4-piperidieyl) -I-piperazinylJ -2-oaootfayl) -4- (2, 3-dihydro-2- 
oso-4-phenyl-lB-iaidazol-l-yl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 204696-63-9 CAPLUS , ^ 

CN l-Piperidinecarboxafflida, N-( (IR) -l-[ (4-anin&-3, 5-dlbroaophenyl) methyl) -2- 

OMo-2-(4- (4-pyrldinyl) -1-piperazinyl) ethyl] -4- (2,3-dlhydro-2-o«o-4-pheByl- 

IB-loidazol-l-yl) - (9CX) (CA IMOBX NAMB) 

Absolute stereochemistry. 




L4 ANSWER 22 OP 32 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 205061-76-3 CAPLUS 

CM l-Piperidinecattaoumide, N-[(lR)-l-[(3,5-dibroBO-4-bydrosyphenyl)methyl]-2- 
[4- (l-netbyl-4-pipeEldioyl) -l-piperazinyl) -2-aseethyl] -4- (1, 4-dihydro-2- 
o«»-3(2B>-qiiinazolinyI)- (9CZ) (CA INOSS NMB) 

Absolute stareochemistty. 




CN l-PipeddinecarboBanide, N-t (l»)-l-[ (4-«wiBO-3,5-dlbromophenyl) methyl) -2- 
C4- (l-nethyl-4-plpecldiayl) -l-piporazinyl) -2-oseetfayl] -4- (2. 5-dihydro-5- 
aR>-3-pbeayl-lfi-1.2,«-tnazal-l-yD- (9a) (CA IMDBX NAMB) 

Absolute stereoduMdstiy. 




RN 205063-67-8 CAPUIS 

Ol l-Piperldinecartaosaaida, M-I (lR)-l-t(4-amino-3,5-dlbroaopheoyl)methyll-2- 
(4- (l-netbyl-4-piperidinyl> -l-plperatioyl) -2-OBoethyll -4-12, 3-dlhydro-2- 
oso-4-(3-thieayl)-l^iBidazol-l-yl)- (9a) (CA IN08X NAMB) 

Absolute stereecheaistcy. 



U ANSVER 22 OP 32 CAPLUS OnTRIGBT 2006 ACS oo STH (CcmUnued) 




RN 205063-68-9 CAPLUS 

CN l-PiperldioecarboBamide, N- ( (IR) -I- [ (3, 5-dibtomo-4-hydroxypheiTyl) methyl) -2- 
14- (l-nethyl-4-piperidinyl) -l-piperazinylj -2-o«oethyll -4- (2.3-dihydco-2- 
oso-4-t3-(trifluotamethyl) phenyl) -IB-imidazel-l-yl]- (9CI) (CA INDEX 
NAMB) 

.Absolute stereochemistry. 




Br 



RN 205063-69-0 CAPLUS 

CN l-Piperidinecarbomamide, N-( (IR)-l-t (4-alaino-3,5-dlb^oaophel»yl)»ethyl)-2- 
[4- (l-Bethyl-4-piparidinyl) -1-piperazinyl) -2-axoethyl) -4-[2,3-dihydro-2- 
oso-4- [3- ( trlfluoroMthyl) phenyl) -la-iflddazol-l-yD- (9a) (CA INOSC 
MAMS) 

Absolute stereochamistry. 



Habte 



11/28/2006 



10/685,921 
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U MI58ZR 22 07 32 CAPLUS OOPTRXGHr 2006 ACS od STN 




in 205063-87-2 CKPUIS 

CN l-PipAddlMcarbtniamld*, N-((lR)-l-[(4-aiBl&o-3,5-dlbrasKvb«nyI)iMthyl]>2- 
[4- (l-*thyl-4-pip«cldiiiyl) -l-plp«razliiyl] -2-anMtfayll -4- (1, 4-<llbydro-2-o» 
3(2B)-cpilitazolliiyl)- (9CI} (CA IMOac lIMtB) 

Absolut* »t«r*o^«mi9tc7. 




XI. 



ni 20S063-09-4 CHfUIS 

ai l-HparidlMeaEbounlda, V-((UI)-l-[(4-aniiio-3,S-*dibraBapiMivl>Mtliyl]>2- 
t«- f lT«thyl-<-plp«ridiiiyl) 'l-piparasloyl] -2-awMtlqrl) -4- [2, >^bydro-2>oK> 
4-[3-(tcifl]iOE«Bitbyl>pfaMyl]-lB-lnldazol-WlI- (9CI) (C» XHOBC NMO) 

JUbsolut* st«rtoeiMBistrr< 



MfSmm 22 07 32 CaPLUS OOPYRIGBr 2006 ACS on STN (Contiouad) 




VM 205064-45-5 CAPLUS 

CN l-Plpacidinacatboxaalda, (lR)-2-[4-(4-aeetylphenyl)-l-plper«zliiyl]-l- 
[ (4-udno-3. 5-4ibroaoph«nyl) Mtfayl} -2-ose«thyl] -4- (2, 3-dlhydro-2>o»>-4- 
pbanyl-ia-ialdaxol-l'yl)- (9CX) (CA XMDSC NAKB) 

Absolut* stttraoclwmistcy. 




RN 205064-53-5 CAPUIS 

Of l-Pipoddinacarbosamida* N-[(lR)-l-[(4-udno-3,5-dlbraBQplMiiyl)flwthyll>2- 
[4-C3- (dlmatfaylanino) prop/1] -l-piparuliiyl] -2-OBO«tliylI -4- CI. 4-dlIiydro-2- 
OBO-3(2B)-quiBazoUnyl)- (9CI> (CA INDEX NAHE) 

Absolut* 8t*r*och*Bl8tty. 



U AH5BER 22 07 32 CAPUIS OOVTKICm 2006 ACS OD STN {Coatlau*d) 




.Klt*2 



Br 



RM 205064-61-5 CAPWS 

CN l-Plp*cldlo*cartKrtam1 rt*, N-[(lig-l-[ (4-andllo-^,5-<Ubr0Bephaflyl)BatlIyl]-2- 
[4- ( (l-Batliyl-4-pipaEldlayl)caxbonyl] -l-plpara zinyl ] -2-oso*tliyl] -4- (1,4- 
ditiydrt>-2-03»-3 (ffl) -gtiinazollnylt - (9CI) (Cft IHDXX NAKS> 



Absolut* st*r«och«Bi8try. 




Br 



RM 205065-28-7 CAPLUS 

ai l-Plp*ridia*carboxa&lda, N-[ (lA) (4-a]alao-3, S-dlbroaophanyl) Mtfayl] -2- 
[4- [ (4-B*thyl-l-pip*razinyl) carbonyl] -l-pip«raziayll -2-oxo*tliyl] -4- (1, 4- 
dlfaydro-2-au>-3(2H|-quiDazollflyl)- (90) (CA IKOKX MAHS) 

Absolut* st*r*och*BistEy. 



U AMSVKR 22 07 32 CAPLUS OOnBIGBr 2006 ACS on STN (Continuad) 




Br 



KM 205065-32-3 CAPUIS 

at l-Plparldinacarbosasdd*. N-[(lA)-l-[(4-anino-3,5-dlbrooaphanyl)Mthyl]-2- 
[4- (4- [4- (dlaatfaylaalno) butyl] phanyl] -l-piparazinyl] -2-osoatfayl]-4- (1. 4- 
dlhydro-2-oxo-3(2H)-<{uinazolliiyl)- (9CZ) (CA IVOBX NAME) 

Absoluta ataraochamistry. 



PASB 1-A 




Habte 



11/28/2006 



10/685,921 Page 106 



U XHSVER 22 OF 32 CKPLUS afftRIGHT 2006 ACS en STN (ContlniMd) 



RH 205O66-02-O CAPUTS 

CM l>Pip«rldilnec«rbo>«Bld8, N- [ (IR) >1> [ (4-anloo-3, S-dlbronophenyl) ntethyl] -2- 
C4- (S-Bwtbcny-4-RyTlnidiiiyl) -l-pi|Mrazinyl] -2-o»o«thylJ -4- tl, 4-dlbydro-2- 
0TO>3(2B)-4ulDUoUiiyl)- (9CZ) (C» XMDBC MMCB) 

Absolut* sttrcochMistcy. 




Bt 



m 20S260-2»-3 CWLOS 

en l-Plparldloecarboaaalde, N- [ (IR) -1- C (4-aiidno-3, 5-dibrooopb*nyI) Mthyl] -2- 
[4- [ (3-«xo) -8-intliyl-9-«z^cyclo[3. 2. 1] oct-3-yl] -l-pipttrazioyl] -2- 
aBO«tfaylI-4-(l,4-<liliyclco-2-(nio-3(2H}-qulnazolliiyl)- (9CI) (CA IMOSX NMO) 

Absolut* stsrsoehsaistcy. 



M ANSWER 22 07 32 CAPLUS OOPYRIGBT 2006 ACS on STH (Ctontinued) 




SN 205260-30-6 CAPLUS 

CM 1-Plpsridinaearboxandde, N- C (IR) *1- ( (4-aBdno-3« 5-dlbroaoph«nyI) mathyll -2- 
(4- ( (3-sso) -8-aetbyl-B-«zabicyclo[3. 2. 1] oct-3-yl] -l-pipsrazinyl] -2- 
Mwsthyll -4- [2, 3-<Jllbydro-2-oso>4- (3- (t rlf liioroBstbyl) phsnyl) -lH-l«ldaiol-l- 
yl]- (9CX) (CA ZHDHX NAHB) 

Absoluts stscsochsBdstcy. 




RN 205260-31>7 CAPUIS 

at l-Plperldlnecarbosaoiida, N-[ (lR)-l-[(4-aaino-3,5•dlbromoph•nyl)lMthyl}'2- 
[4-l (3-«xo) -B-tMthyl-e-az8blcyclo(3. 2. 1] oct-3-yll -l-pip«razinyl] -2- 
o»osthyl] -4-t4- (3-broaophanyl) -2, 3-<lihydro-2-o«o-lH-i«id*iol-l-yll - (9CI) 



Absoluts stsrsochsnlstty. 



RN 205260-32-e CAPLUS 

CM l-PifMridinscstboMsdds, N-[(U)-l-C(4-aaiBO-3.5-dlbroaaphsiiyl)Mtfayl]-2- 
[4- [ (3-«so) -8-MUiyl-e-azsbicyelo{3.2. 1] oct-3-yl] -l-plpsrszinyl) -2- 
osostfayll -4- (2, 3-dihydco>4- (3-os thoBypbsayl) -2-oxo-lH-laddazoIr 1^1] - 
OCX) (CA INDEX NAME) 

Absoluts stsrsocbsMistry. 




1 23 OP 32 CAPLUS COPiaUGBr 2006 ACS on STH 
2003t991S16 CAPLUS 
140:42208 

Prspsratlon of diazahstsrocyclss as calcitonin gsns 
rslatsd psptid* racsptor antagonists 
Chatucvsdula. Prasad V.i Chen, Lingi Civisllo, Rita* 
Conway. Charlss Mark* Dag nan, Aodrsw P.f Dubowchik, 
Cans H.f Han, Xiaojuni Karagsorgs, Gsorg* N.i luo* 
Guangllnt Hacor, John B.f Poindsxtsr, Grabaw Vig, 
Shikha 

Bristol-Hysrs Squltab Coapaay, USA 
per Int. Appl.» 309 pp. 
CODBNt PZXX02 
Patant 
SngUsb 



DOCUMENT TTPBt 
LANGUAGE t 

FAHILT AOC. HUM. OXniTt 
PATENT IMFORHATZCM: 

PATEHT NO. 

TO 2003104236 

«: AS, AG, AL, 

00, CR, CU. 

GH, HR, m, 

LS, LT, LU. 

PH, PL, PT. 

TZ, UA, UG. 
RVt GH, Ql, KB. 

XB, KZ, KD. 

FI, PR, GB, 

BF, BJ, CF, 
CA 2487976 
AU 20032372S5 
BR 2003011812 
BP 1S39766 

»: AT, B8, CB, 

IB, SI, LT, 
CM 1671711 
JP 20055389S9 
NZ 537315 
NO 2004005219 
PRIORZTT APPUf. IMFO.t 



Al 
AM, AT, 
CZ, OB, 
ID, IL, 
LV, MA, 
RO, RU, 
US, VZ, 
LS, M». 
RU, TJ. 
GR, HU. 
CG, CI, 

AA 

Al 



OATB APPLICATICII NO. 

20031218 TO 2003-US16576 

AU, AZ, BA, BB, BG, BR, BT, 

DX, ON, DZ. EC, EB, BS, FI, 

IN, IS, JP, KB, KB, XP, 



NO, MG, HK, NN< 
SC, SD, SB, SG, 
VC, VN, TU, ZA. 
MZ, SD, SL, 5Z, 
TH, AT, BB, BG. 
IB, IT, LU, HC, 
CM, GA, GN, GQ. 

20031218 

20031222 



MX, HZ, 

SX, SL, TJ, 
ZM, ZV 
TZ, UG, ZH, 
CH, or, CZ, 
NL, PT, RO, 
GV, ML, HR, 
CA 2003-2487976 
AU 2003-2372SS 



20050329 BR 2003-11812 
20050615 XP 2003-736721 
BS, FR, 6B, GR, XT, U, LU, 
RO, MX, CT, AL, TR, BG, CZ, 



20050921 
20051222 
20060428 
20050228 



OTHER $OURCB(S)t 



NARPAT 140:42208 



CM 2003-818475 
JP 2004-511306 
NZ 2003-537315 
NO 2004-5219 
US 2002-386138P 
US 2002-388617P 
US 2002-389870P 
US 2002-393200P 
US 2002-413534P 
TO 2003-US16S76 



DATE 

20030527 
BZ, CA, CH, CN, 
GB, GD, GB, GH, 
RZ, LC, LK, LR, 
NX. NO, NZ, OH, 
TM, TM, TR, TT, 

ZV, AM, AZ, BY, 
OB, DK, EE, BS, 
SB, SI, SX, TR, 
NE, SN, TD, TG 
20030527 
20030527 
20030527 
20030527 
NL, SB, HC, PT, 
BE, BU, SK 

20030527 
20030527 
20030527 
20041129 
P 2002060S 
P 20020613 
P 20020619 
P 20020701 
P 20020925 
V 20030527 



Habte 



11/28/2006 



10/685,921 Page 107 

U MfSVBR 23 OF 32 CKPUIS COPYIUt^ 2006 KS on STH (CDntinnMd) 



L4 MfSVER 23 OF 32 CMLUS CX)7YniG8T 2006 ACS on 5TN (CootimiMl) 



O 




ta Dlazah*t*rocycle9 I (b, n - 0-21 n # n • 2i V » (un)sub3titutad KH2, 

0e» Q * (ua)8ub3tltut«t alkyl. NB2, NBD02H, KBC0NH2» U • CH2, XB> D - O, 
IRM, alkylsulfoaylliilftO' A • C, CHi B - (uD)9ub9titut«d hataro^llel 
«•» praparad for us* as antagonists of caldtoaio gena-ralatad paptlda 
racapton for traatmnt of aauroganic vasodilation, nouroganic 
Inflaaoation, nigralna and othar haadachas, tkarawl injury* circulatory 
shock, flushing associatad with maaopausa, airvay inflanatory disaaaas, 

SttCh 

as astfaaa and chronic ebstruetiva pulaoaary disaasa (OOPO). Tfaua» tha 
indasola XX vas praparad f roa lH-inda»ola*5"Carbo«aldahyda and had ICSO for 
calcitonin gaoa ralatad paptida racaptor binding of < 10 oM. 

IT 635710-63-3P 63S710-64-4P 

KLt PAC (Pbansacological activity) I RCT (Kaactant)} 5PN (SyathatiC 
praparatlon) t THU (Thar^utlc us«)i BIOL (Biological study) i PRSP 
(Praparatlon) f RACT (Raactaot or raagant)* USBS (Usas) 

(praparatlon of diaxabatarocyolas as ealdtooin gana ralatad paptida 
racaptor antagonists) 

KH 63571(MS3-3 OtfLUS 

CM 1-PiparaziaaearbesyUe add, 4>[2-[t[4-(l,4-dihydro-2>o>o-3(2B)- 
quinazolinyl) -l-piparidiiiyl] earboayl] amiao] -3« (IH -indMtol-S-yl) -1- 
o «o p r cpyH-» pbMylaathyl astar (9CI) (Cft INOBX HAKS) 




RN 635710-64-4 CAFLUS 

CN 1-Piparidinacarboxamida. 4-(l,4-dihydro-2-oso-3(2m-4uittazoUiiyl)-N-(l-(lB- 
indazol-5-ylBathyl)-2-oao-2-(l-piparazinyl)athylI- (9CI) (CA IKSBX NAMB) 




XT 635710-13-3P 635710-16-6P 635710-44-OP 
635710-46-2P 635710-47-3P 635710-65-5P 
635710-66-6P 635710-67-7P 635710-68-8P 
635710-69-9P 635710-70-2P 63S710-71-3P 
635710-72-4P 635710-73-SP 63S710-74-6P 
63S710-75-7P 63S713-27-8P 63S713-29-0P 
635713-36-9P 635713-37-OF 

ta>t PAC (Pharmacological activity) i SPN (Synthetic praparatlon) l 1HD 
(Tharapautic usa)i BIOI. (Biological study) i PHBP (Praparatlon) i USSS 
(Usas) 

(preparation of dlazahatarocyelas as caldtonia gana ralatad paptida- 
racaptor antagonists) 
m 63S710>13-3 CAPLUS 

CM l-Plpatidinacarboxaalda, 4- (2,3-dlhyd^o-2-o»o-lH-b•nxlaidaIol-l-yl)-H-Cl- 
(lB-lndol-S-ylttathyl) -2- [4- (2-iDatfaylpropyl) -l-plparazlnyll -2<oxoathyl] - 
(9CI) (CA INDEX NAMB) 
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O C&2 
II I 



Bu-i 

IM 63S7I0-16-6 CAPLUS 

CN l-Plparldinacarfaoaaaida, 4-{2,3-<llliydro-2-o«o-lH-banzljnldaiol-I-yl) -ll-tl- 
(lH-lndazol-5-YljBathyl) -2- [4- (2-nathyIpr(wl) -l-piparazloyl] -2-oaoathyl] - 
(9CI) (CA INOBX NAMB) 



RN 635710-44-0 CAPLUS 

CN l-Piparldiaacarbasanida* 4-(l,4-dihydro-2-aTO-3(2H)-(iulaazoliayl)-M-Il-C(''- 
■atfayl-lB-indazol-S-yl) uattayl] -2- (4-Mtliyl-l-plpa raiinyl) •2-omatbyl) - 
(SCI) (CA INOBX NAMB) 




cx!lcr'-''rO. 



RN- 635710-46-2 CAPLUS 

CN 1-PiparldlnacarixHuadda. 4-(l,4-dihydro-2<-OTO-3(2H}-qulttazallnyl)-N-(l-[(7- 
natfayl-lB-indazol-5-yl) Batbyl] -2-oxo-2- (4 - (4-pyrldiayl) -1- 
piparazinyllathyl]- (9CI) (CA INOBX NAMB) 



Habte 




RN 63S710-47>3 CAPLUS 

CN 1-Piparldittacarbaxanide, 4-(l,4-dihydro-2-o«>-3(2R)-qulnazolioyl)-N-[l-[(7- 
Bathyl-lB-indazol-S-yl)Batbyl] -2-o«o-2-[4- (2-pyrldinyl) -1- 
piparazinyllsthyl]- (9CI) (CA INOBI NAMB) 




RN 635710-65-5 CAPLUS 

CM 1-Piparidinacarboaamida, 4- (1, 4-dihydro-2-oxo-3 (2H) -quioazoUnyl) -N- [1- (IH- 
indasol-5-ylBB thyl) -2- [ 4- (2-Da tfayltautyl) -I-pipa razlnyU -2-oxoatl^l] - (SCI ) 
(CA INOBX NANS) 



CB2-ca-Bt 



RN 635710-66-6 CAPLUS 

CN 1-Plparidlnacarbosaalda, 4-(1.4^faydro-2-OBO-3(2H)-^nazolinyl)-N-C2-(4- 
btptyl-l-plparazinyl)-l-(lB-iodazol-5-yl»itfayl)-2-osoathyl]- (SCI) (CA 
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nnm ioke) 



pi 

odcr^-^'ro 



(CH2)6-H« 



RN 635710-67-7 CWUIS 

CN l-PipaddlMcaEbaxaaid*, N-[2-(4-butyl-l-ptp*razliiyl>-l-(lB-iBdazol-5- 

ylMthyl) -2-owwtlvll -4- <1» 4-dlhydco-2-o»o-3 (2H> -qulnaioUiyl) - (9CI) (CK 



od-Cr^'^rO 



m 635710-68-0 CAPLUS 

CH l-Pip»tldin«c<rtKnr»Tnld», 4-{l,4-<lifcy(lro-2-o»o-3(2H)-<iuln«zollnyl)-N-[l-(lH- 
iodazol-5-Ylntbyl>'2-o«>-2-(4-prapyI'l-pip«raztayl>*tfaylI- (9CZ) (A 



9^ 



KH 635710-6»-» OIPLUS 
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CN l-Plp«rldlnecaEbos«ald«, 4-(1.4-diltydro-2-c«o-3(2B)-C|ulaazoUnyl)-N-[2-[4- 

(2-funnrlaathyl) -l-pip«razinyl]-l- tlH-iod«ol-5-ylm»thyl) -2-OKOathrl] - 

(9CX) (CA IHDBX NAHB) 



RH 635710-70-2 CAPLUS 

CH l-Plperldin*carboxanlda, 4-(l,«-dihydro-2-o»o-3{2H)-quinaiollnyl)-N-t2-[4- 
(2-6thylhasyl) -l-plp«razinyl] -1- (IH-indaxol-S-ylnatbyl) -2-ewoathylJ - (9CI) 
(OA INDEX NANS) 



OiLcT'-'rO 



Bt 



m 63S710-71-3 CAPUIS 

CM 1-PlpatidiiMcarbosaBlda, 4-(l,4-dlbydro-2-iHn>-3(2B)-qulBazoUixyl)-H-[l-(lB- 
lBdasoI-S-ylMtbyl> -2-om>-2-C4- (lB-pycrol-2^lMtliyl) -l-plparaxinyll atfeyl) - 
(9CI) (CA INSBX mWB) 



U MISVra 23 or 32 CUIUS COPTRZGar 2006 ACS oa STN (Conttouad) 
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RH 635710-72-4 CAPLUS 

CM l-PlfMCldioacarfoosaadda, 4-(l,4-<lil>ydro-2-o«o-3(2H)-quiiiazoUDyl>-H-t2-I4- 
[3- (dlaathylaaloo) -2-prapwiyl] -l-pLpacaziqyl} -1- (IB-lndazol-S-ylMtHyD -2- 
taovtbyl]- (SO) lO i 



per 

od-Cr'-^rOv 



'CS2-CB::=CB-Ph 



HN 635710-75-7 CAPLUS 

CM , l-Plpatidinacarbo»aadda, 4-(l,4-dihydro-2-o»o-3t2H)-quinaioUiiyl)-H-tl-(lH- 
liidazol-S^lMtliyl)-2-(4-BattiyI-l-piparasliiyl)-2-o>o«tliyll- (9CI) (CA 
ntnSX MAMS) 



pQ 



Cd-Cr'-Vo 



m 635710-73-S CAPLUS 

CM l-PlparidiDacarboxaalda. 4-(l,4-diiiydro-2-OBO-3(2H)-qulDazoliiiyl)-N-[2-[4- 
(2-atfayl-3-aatliyUiutyl) -l-piparazlnyU -1- (IH-iodazol-S-ylmtbyl) -2- 
nRMttayll- (9CX) {CA moac MAMB) 



CB2~Ca-Pr-i 
St 



RM 635710-74-6 CAPLUS 

CM 1-Plp«rldlnacacb(natad.da» 4- (I, 4-dihydro-2-o«o-3 (2H) -qulnazolioyl) -N- [l- (IH- 
ladazol-S-ylMtfayl) -2-oko-2-[4- C3-phai)yl-2-praf)aiiyl) -l-piparazlnyl]athyl) - 

(9a) (CA iHmgc nahb) 

Habte 



H 



RH 635713-27-8 CAPUIS 

CM l-nparidinaeatboMmlda, N- [1- { (2, 3-illfaydro-2-cno-6-b«QZOxazolyl) Mthyl] -2- 
aBO-2-[4- (4-pyTldliiyD -l-pip«razlByl]«ttiyl] -4- (l,4-dlfaydro-2-oxo-3 (2H) - 
quinazoUnyl)- (9CX) (Ok IMOBC NAHS) 



9 

0 



H C-NB-CB-CH2 



?M 635713-29-0 CAPUIS 
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at l-Pl|MEidtMcarbosaald«, N-[l-[ (^,3-dltlydco-2-oso•6-b•DZ(»azolyl)B•t!lyl]-2- 
(4-MtlIyl-l-pip•ra^iIVl) -a-oroethylj 4-diliydro-2-o«o-3(2H) - 
qiiinaxelinyl)- l^Ct) (a ZNIIBX NMfS) 



6 

I 




RH «3S713-3«-9 OfflOS 

CN l-ripaddiiiMattaoBanide, !i-Il-t(2,3-dibydro-4-Mthyl-2-o«o-6- 

banzosazolyDMtfayl] -2-o»»-2-(4- (4-fqrridliiyl) -l-piperazlnyU •thyU -«- d. 4- 
cllhydto-2-o>o-3(2B)-qttinazoUivl)- (9CI) (CX IMDSX NMIS) 




buxosaxolyDrntfayll -2-aao-2-C4- (4-prridti)yl) -l-pipecazlnyl] etbyl] -4- d. 4- 
imiydro-2-<MK>-3 (2H) -qulnwoUayl) - (90) (C» ZNOSX mHS) 



U MSHSR 23 or 32 OtfLUS CnPYRIGBT 2006 ACS on STH (Coatinuad) 




XT 635710-04-2P 635710-06-4P 

RLi ACT (RaBCtaDt)f SPN (Synthatlc pcaparatioa) f PUP (PraparaUon) i RKT 
(Reactant or raagant) 

(praparation of dlazabataroeyelaa as calcitonin gana calatad paptlda 
racaptor antagonists) 
RN 63S710-04-2 CAPLUS 

Of l-Piparldiaacarboaanlda« 4-(2,3-dlhydro-2-o«o-lB-baazlmidazoI-l-yl)-ll-t2- 
[4-(2-Mthylprepyl) -l-piparaziayl]-2-oso-l-( [2- 

( triMtl^lsilyl} •tfayl] sulf onyll -IB-ladol-S-yl] MthyU stbyU - (9CI ) (C» 
mOBC NMS) 

f 

lla3Si-CH2-CH2-S==0 

Bu-l 

RN 63S710-06-4 CAPLU5 

CN l-Plparidlaacarboaamida, 4-(2,3-dltaydro-2-oxo-ia-ban«iBldazol-l*yl)-H>(2> 
[4- (2-Batliylprepyl) -1-piparazlnyl] -2-oko-1>C (2* 

(trlBatfaylallyl)atliyl]sulfoiiyl]-lH-ladazol-5-yllMtliyll •tfayl]- (9CI) (Cft 
INDEX NMS) 
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OdLCr^'^rO. 



OOHPORATB SOURCBt 



I ARB 1 CXTBD I 
10. ALL CXTATIOMS AVMIABLB IN 1 



OOCUMBMT TYPSi 



COPTRIGBT 2006 ACS oo STN 
2003 < 12037 OttUIS 
138x297955 

Imraatlgatloa of CGRP racaptora and paptlda 
pharttacology In huisan coronacy artaries. 
Charactarizatlon vlth a oonpaptlda antagonist 
Hasbalc, Phlllpf Opgaacd, Ola Saatnuu Sskasan, Karan> 
Schlftar, Soran> Arandtiip, Hanrlk» Longmora, Jennyi 
Edvlnsson, Lara 

Dapartnant of CUnlcal Bxparlmntal Rasaarch, 
Unlvarslty Eospltal of Copan h agan, Glostn^, Dan. 
Journal of Pharmacology and BqiaclBantal Tbarapautlcs 
(2003), 304(1), 326-333 
CO08N: JPSTAB) XSSNt 0022-3565 

Amarlcan Sodaty for PhatBacology and BqpaeiBaBtal 
Tbarapautlcs 
Journal 
English 

AB Caldtoaain gana-ralatad paptlda (CGRP), adcanomartiillln (AM), and aaylln 

ara structurally ralatad paptldas nadlatlng vasoralasatlon In tha coronary 
circulation possibly via CGRP rscapters (subtypas 1 or 2) . Functional 
CGRPl raceptors appear to consist of at laast three different kinds of 
proteins: the calcitonin receptor- Ilka receptor (CRLR), 
recaptor-activity-DOdifying proteins (RAMPs) and tha receptor conponent 
protein (RCP) . No 0GRP2 receptor has yat baaa donod. Ualag ravaraa 
transcriptase - polymarasa cbalB raaetlon, tha pcaseaca of atRNA aoquaacas 
encoding CRLR, RCP and RAMPs was deaoostrated la huaaa coronary arteries. 
Relaxant responses ware studied on isolated sagnants of coronary arteries 
after pracontraction vith U46619 (9.11-dldao>y-lla,9tt- 
epoxynethano-prxntaglandin F2ei) . The buaan peptides oOGRP, 
AM, and amylin induced relaxation with aaan pECSO values of 8.6, 6.8, and 
6.3 N, rasp. Preincubation vith aOGRP8-37 (10-7- lO-S N) and a novel 
nonpeptide CGRP antagonist "Conpound 1" (V098/11128) (10-7-10-5 M) caused a 
dosa-dapandant rlghtvard shift of the concentration- response curves for 
sCGRP with pA2 values of 7.0 and 7.1, rasp. Pralncubatleo with 
■CGRP8-37 (10-6 H) and Coaopouad 1 (10-6 M) caused significant 
rightward shift of the concentration-respoasa curves for AM and aaylia as 

wall 

with pXB values between 6.6 and 7.5. Preincubation with AM22-52 had no 
antagonistic effect on the AM and aoylin response, neitbsr did 
diacetoaoidomathyl cysteine OGRP causa any coacantratlon dependent 
(10-11-10-6 M) 

dilatation. In conclusion, nRNA for tha eonpoaents foraing OGRPl and AM 
receptors was detected in the hunan laft anterior daseaading coronacy 
arteries. aOGRP, AM, and aaylln nedlatad vasoralasatlon via tha 
CGRPl receptor. Coapcund 1 acted as a nonpaptida antagonist at tha CGRPl 
receptor and could thus bacoaa a tool for tha study of CGRP-nadiatad 
functional responses in huaan tissue. 

IT 344611-37-6, tf09fi/1112fl 

RL: 8SU (Biological study, unclassified) I PAC (Pharaacologieal activity)! 
BIOL (Biological study) 

(OGRP recaptors and peptide phanaacol. in buoan coronary arteries in 
relation to charactarizatlon with aonpeptide antagonist) 

RM 344611-37-6 CAPWS 

CM 1-Piparidiaaearbosanide, N- [1- ( (3, 5-dibroa»-4-bydroayphanyl) aethyl] -2-o>o- 
2- (4-phanyl-l-plparazlayl) etbyl] -4- (2,3-dihydro-2-oso-lB-banziBidazol-l- 
yl)- (9CZ) (CA INDSC NAMB) 



Habte 
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ACCESSION NUMBERS 
DOCUMENT NUMBBRi 
TITLBt 



PATENT ASSIGNEE (S) I 

SOURCE: 

DOCUMENT TYPE: 
LANGUAGE I 

FAHILT AOC. NUK. OOUNTl 
PATENT INFORMATION: 

PATENT NO. 

VO 2002055514 
.110 2002055514 

Vt AB, AG, XL, 
CO, CR, CU, 
GM, HR, HU, 
LS, LT, LU, 
FT. RO, RU, 
UZ. VN, TU, 
KBt GH, Of, XE, 
DE, DX, ES, 
BJ, CF, CG, 
AU 2002243419 
US 2003073842 
US 66S3478 
EF 1330451 

R: AT, BE, CH, 
IB, SI. LT, 
JP 2004517872 
PRIORITY APPUI. INFO, t 

OTHER SOURCB(S)t 
Gt 



2002:539674 CAPLUS 
137:109273 

Novsl mjbatltuted bttnzimldazol-2-on«9 as va»opr«99in 
rscaptor antagonists and neuropeptlda y Bodulators 
Ucbanskif Kaud J.r Gunnat, Josafdi V., Jr.f ~ 
Kaltb T. 

Ortho-KCNall Pharmacautlcal, Inc.. USA 
PCT Int. Appl., 130 pp. 

COOBN: PIXX02 
Patent 
BngUsh 
1 



KIND DATB 



AFPLICATIOH NO. 



A2 

A3 
AM, AT, 
CZ, DE, 
ID, IL, 
LV, NA, 
5D, SB, 
ZA, ZV 
LS, MV, 
Fl, PR, 
CI, CM, 

Al 

Al 

32 

A2 

□B, mc 

LVr FX, 
T2 



20020718 VO 2001-US51108 
20021121 

AU, AZ, BA, BB, BG. BR, BY. 

DX, OH, DZ, BC, BB, ES. FI. 

IN, IS, JP. KB, XB, XP. XR. 

, HO, KG, HK, MN. MV, MX, MZ. 

, SG, SI, SX, SL. TJ, TM. TR, 



MZ, SD. SL. 

GB, GR, IB. 

GA, GN, GQ, 
20020724 
20030417 
20031125 
20030730 

ES, FR, GB, 

RO, HK, CY, 
20040617 



MARFAT 137(109273 



SZ. TZ, UG, ZV, 
IT, LU, MC. NL. 
GV, ML, MR, NB, 
AU 2002-243419 
US 2001-47841 

BP 2001-989314 
GR, IT, LI, LU, 
AL, TR 
JP 2002-556183 
US 2000-2438 17P 
00 2001-USS1108 



20011023 

BZ, CA, (S. CN. 

GB. GD, GB, GH, 

XZ, LC, LX, LR, 

NO, NZ, PH. PL, 

TT, TZ, UA, UG, 

AT, BB, CH, CT, 
FT, SB, TR, BF, 
SN, TD. TG 

20011023 
20011023 

20011023 
NL, SB, HC, PT, 

20011023 
F 20001027 
V 20011023 



• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Titla coapds. I [A • aryl or hataroatyl having 0-4 bataroatoms aalactad 
from N, O and Sf X - S, O, NH, and NCNf Y - S or Of M - 1-3 groups 
salactKl fr«a B, halo, M02, (un) substltutad alkyl* alkoaqr, •tG,$ R2 - H. 
(un) aubatitutad alkyli R3 - H, banzhydryl, (un) subatitutad alkyl. aryl, 
hataroaryl, atc.> R4 and RS Indepaadently - H, (un) substltutad alkyl, 
ate. , or nonaalstant whan n - 0» n - 0-l» m - 0-1, with proviso that whan 
D - 0, X • O. and R3 - (un) siibstltutad hataroaryl. C02Ra, and OONRaRb 
wherein Ra and Rb Independently - (un)8ub3Ututed alkyl, aryl. hataroaryl, 
hetarocyclyl. or NRaRb ma be taken together to fora a group aalactad froB 
(un)stib3tltuted heteroaryl or heterocyclyl, then n - OJ and thair 
pbanaacautically acceptable salts are prepared and disclosed as vasoprasslB 



: was prapd. in 



ANSVBR 25 OF 32 CAPLUS COPYRIGHT 20O6 ACS on STN 
receptor antagonists or neuropeptide Y nodulators. Thus, XI i 
87t yield by addn. of banxhydryl Isothiocyanate to 4-(2-kate-l- 
bantlaldarolloyl) plparldlna. I were evaluated for thalr affinity with 
NPY-2 receptor, vasopressin- la (Via), -lb (Vlb) and -2 (V2) receptors. 
For exaapla, II ws responsible for 52% inhiblUon of NPY-2 at IOmM. 38* 
itthibitloo of V2 at l|iM. 0% inhibition of Vlb at concns. up to 10|iM, 
and possassad an ICSO value of 0.59 kM for Via. As vasopressin 
antagonists and neuropeptide Y modulators. I are useful for treating 
coaditieas such as aggression, obsessive-conpulslva disorders, 
feyportansloD, dysoanorrhaa, eongaativa heart failura/cardiac 
lasuffidancy, eoronacy vasospasn, cardiac ischemia, liver drrhoais, 
renal vaaespasm, ranal failure, edema, ischemia, stroke, thronboais, water 
retention, nephrotic syndrtaa, central narvoua injuries, obesity, . 
anoreaia, hyperglycemia, dlabataa, anxiety, depression, asthma, mnaory 
loss, sexual dysfunction, disorders of sleep and other dreadian cfaythas, 
and Cushing's disease. 
442688-10-OP 

RL: PAC (Phanoacologlcal activity)* SPN (Synthetic preparation) i TBU 
(Therapeutic use)) BIOL (Biological study)* PREP (Preparation)! USES 
(Oams) 

(target coayound* preparation of piperidioylbenziaidazoloaas as 



receptor antagonists and neuropeptide y mo dul ators) 
BN 442688-10-0 CAPLUS 

« Plperazine, l-[ (23) -2-[ [ [4- (2, 3-dihydro-2-o»o-lH-ben7l nrid«Tol-l-yl) -1- 

piperidinyl} thioaomethyl] amino] -l-oso-3-phenylpropyl] -4-mathyl- (9CI ) (CA 



Absolute steraocfaeadstEy. 



oX 
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CH 



CAPLUS OOPyRXGBT 2006 ACS on STN 
20021351484 CAFLUS 
1371304712 

Receptor activity-nodifying protein 1 detemdaea the 
spades selectivity of non-peptide CGRP receptor 
antagoniats 

Mallee. John J.> Salvatora, Chriatopher A.* 
LeBourdallaa, Baatricai Oliver, Bavin R.i Loagaora, 
Jenny* KOblao, Kaaaath S.i Kane, Stafania A. 
Molecular Pharmacology Departneae, Merck Research 

Laboratories, Vast Pdnt. PA. 19486. t»A 
Journal of Biological Chedstcy (2002), 277(16), 
14294-14298 

CODEN: JBCBA3* ISSN: 0021-9258 
Anwrican Sodety for Biochedstry and Molecular 
Biology 
Journal 
BngUah 

Tha batarodlMde C6RF receptor roqdroa eo-aaprasslon of caldtodn 
receptor-lika receptor (OtLR) and an accessory protein called receptor 
activity-modifying protein (RAMP) 1. Several non-peptide CGRP receptor 
antagonists have been shown to exhibit marked spades selectivity, with > 
100-fold higher affidties for tha human OGRP receptor than for receptors 
from other spedes, Thia observation provided an opportudty to map tha 
dateminants of receptor affidty exhibited by BIBN4096BS and its 
truncated analogs. All three eonpds. exhibited higher affidty for tha 
human receptor, human CRLR/ human RAMPl, than for the rat receptor, rat 
CRLR/rat RAMPl. Va have new damoiistrated that this spades salactivity 
was drected exdusivaly by RAMPl. By generating cecoohinant human/rat 
CRLR/RAMPl receptors, we demonstrated that co-«xpre9Slon of human CRLR 
with rat RAMPl produced rat receptor phamacol. . and vice versa. 
Moreover, with rat/human RAMPl chimeras and site-directed mutants, we have 
identified a single adno add at position 74 of RAMPl that modulates tha 
affidty of small nol. antagodsts for CRLR/RAMPl. Raplacamant of lysine 
74 in rat RAMPl with tryptophan (tha boBdogous adno add in tha human 
receptor) resulted in a 100-fold increase in antagodst 
affidties, sidlar to the Xi values for tha human receptor. These 
observadons suggest that important deterdnanta of aaall mol. antagodst 
affidty for the OGRP receptor reside dthin the extracellular region of 
RAMPl and provide evidence that'tds receptor accessory protdn may 
partldpate in antagodst Modng. 
204695-47-6 472966-25-9 

RLi PAC (Pharmacological acUvlty)* BIOL (Biological study) 

(receptor activity-mod fying protein 1 dets. the spedes selectivity of 
nonpeptlde CGRP receptor aittagodsts) 

204695-47-6 CAPLUS 

1-Piperidnecarboxadde, N-[(lR)-l-[ (3,5-dbromo-4-hydroxyphanyl)methyl]-2- 
oxo-2- (4-phenyl-l-piperadiiyl) ethyl] -4- (2, 3-dhydro-2-oso-lH-bandddazol- 
1-yl)- (9CI) (CA INDEX NAME) 



Absolute atereochedstry. 
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in 472966-25-9 CAPUJS 

CM l-PlperldiiMcacfocnaffllde, 4- (2, 3-difaydro-2-oso-lH-b«nzlBidazol-l-yl) -N- 

[ (IK) -1- [ (4-tiydrcnyph*iiyl) Mtliyl] -2>oso-2> (4-plMnyl-l-pip«razlnyl> atbyl] - 
(9CX) (» mOBX mKB) 

Absoluts statMClMBLstry. 
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OORPORATB SOURCBt 



DOCUHEirr TYPB: 
UMGUAGBt 



CaPLUS COPYRICTT 2006 ACS on STN 
2001:656252 CAPLUS 
136:95802 

OGRP rec«ptors nediatlog CGRP-, adreooawdullin- and 
•nylin-inducad reJLasatlon ia pordoe coronary 
artarlas. Charactarlzatlon with "Conpaund I" 
(VOS8/11128), a aon-papUda antagonist 
Hasbak, Philips Saao. Anattai Schifter, Sorani 
Longnoca* Jannyt Bdvlnsson* Lars 
Dapartmant of Clinical Expsrloantal Rasaarch, 
Dapartoant of Clinical Pbysiology and Nuclaar 
Hadicioe, Univarsity Hospital, of Glostnjqp, Glostrup, 
Dan. 

BriUsh Journal of Phacmacology (2001). 133(8). 
1405-1413 

OODBNi BJPCBMf ISSNl 0007-1188 
Hatura Publishing Grai4> 
aournal 
English 

1 Calcitonin gana>r«lated papUda (CGRP), an/Un and adranomadullin (AM) 
balong to tha sama family of paptides. Aceumilating evldanca indicata 
that tha calcitonin (CT) racaptor. tha CT racaptor-lika racaptor (CRLR) 
and racaptor-activity-vdifying protains (RAMPs) focn tha basis of all tha 
racaptors in this fanily of paptidas. 2 Using rafvarsa 
transcriptasa-polyttarase chain raaction tha prasenca of nRNA saquancas 
ancoding tha CRLR, RAMPl and RAMF2 vara daaonstratad in pordna laft 
antarior dascanding (LAD) coronary artarlas. whareas porcine calcitonin 
(CT) racaptor nRNA was not present. The partial porcine mRNA sequences 
shared 82-92% nucleotide identity with hu&an sequences. 3 Tha human 
paptidas oCGRP, ^OGRP, AM and asylin induced ralasation with 
pECSO values of 8.1, 8.1. 6.7 and 6.1 N rasp. 4 Tha antagonistic 
properties of a novel non-paptida 06RP antagonist "Conpound 1** (9098/11128).^ 
POGRP8-37 and tha proposad AM receptor antagonist AM22-S2 wara 
coapared to the wellknown CGRPl receptor antagonist «OSKP8-37. 5 
The aOGRP8-37 and pOGRPS-37 induced concentration-dapaadant (10-7 - 
10-5 M) rightward shift of both tha <iCGRP and pCGRP 

concentration-response curves. pCGRPB-37 (10-6 H) had the sane affect as 
a06RP8-37 (10-6 H), but with less potent rightward shift of tha 
concentration- response curves for oCGRP. AM and anylin. 6 Preincubation 
with "Coafxiund 1" (10-7 - 10-5 M) and AM22-52 (10-6 M) had no signi fica nt 
antagonistic affect. 7 Xo conclusion, tha building blocks forotag CGRP 
and AH racaptors wars prasant in tha pordno LAD. wharaaa thosa of tbo 
anylin racaptor ware not, oCQV. lUGRP. AH and aiqrlin aadiatod 
vasorelaxation via tha OGRP raceptoca. No functional rasponsa was 
detected to adrenoeedullin via tha adrancnadullin racaptor. 
344611-37-6. VO 98/11128 

RLt PAC (Pharaaeological activity)! BIOL (Biological study) 

(CJGRP racaptors nadiatiog OGRP-, adrannaadullin- and asylio-lDducad 
relaxation in porcino coronary arteries, charactarisation with "Onpoimd 
1" (V098/11128), a non-paptida antagonist) 

344611-37-6 CAPLUS 

1- Piparidinecarbosanida, N-[l-[ (3, 5-dibromo-4-bydrasyphanyl) methyl] -2-oao- 

2- (4-phanyl-l-piparazinyl) atbyl] -4- (2. 3-dibydrQ-2-oxo-lB-banziBidazol-t- 
yl)- (9CI) (CA INOBC NAMB) 
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OORPORATB SOURCBt 
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PUBLISHER: 
DOCUMENT TTPBi 
LANGUAGE; 



OOPTRIGBT 2006 ACS on STN 
2001(164211 CAPLUS 
135:40865 

Characterisation of the affects of a non-paptlde OGRP 
racaptor antagoitist in SX-N-HC cells and Isolated 
human cerebral arteries 

Bd\rinsson, L.i Sans, A.» Jansen-Olesen, I.i Tajti, J.i 
Kane, S. A.f Rutledge, R. Z.$ Koblan, K. S.t Hill, R. 
G. f Longmora, J. 

Department of Internal Medicine, Lund University 
Hospital, Lund, S-22185, Swad. 

European Journal of Pharaacology (2001). 41S(t). 39-44 
CDDSN: EJPHAZr ISSN: 0014-2999 
Elsevier Sdanca B.V. 
Journal 
EngUsh 

The cerebral drculatien is innervated by caldtodn gene- related peptide 
(OGRP) containing fibers originating in the tdgeninal ganglion. During m 
oigrdna attack, there ia a release of C6RP in conju ncti on with the bead 
pain, and ttiptan administration abolishes both the OGRP release and the 
pain at tha same time. In the search for a iMval treatment of dgrdno. a 
non-peptide OGRP antagonist has long been sought. Bare, we present data 
on a human call line and buiun and guinea-pig isolated cranial arteries 
for such an antagodst, (4-(2-Oao-2,3-dlfaydro-benzdddazol-l- 
yl)piperidlna-l-cartx»ylic add (l-(3.5-dibrooo-4-hydro«y-benzyl)-2-oso-2- 
(4-phenyl-piperadn-l-yl) ethyl) amide) (I). On SX-N-MC call membranes, 
radiolabeled CORP binding was dsplacad by both OGRP- (8-37) and I, 
yielding pKl values of 8.9 and 7.8, resp. Functional studies with SK-N-MC 
cells showed that OGRP-induced cAMP production was antagodsed by both 
OGRP- (8-37) and I with pA2 values of 7.8 and 7.7, resp. Isolated human 
and guinea pig cerebral arteries were studied with a sensitive myograph 
techdque. OGRP induced a concentration-dependent relaxadon in human 
cerebral 

arteries idiich was aotagodzed by both OGRP- (8-37) and Z in a competitive 
manner. In gdnea pig basilar artedes. OGRP- (8-37) antagodzed tha 
OGRP-iaduced relasation while X had a weak blocking affect. The clin. 
studies of non-pepdde OtntP aatagodsts are swdted with great interest. 
XT 344611-37-6 

RLt BAC (Biological activity or effector, except adverse) f BSU (Biological 
study, unclassified)* BIOL (Biological study) 

(effects of OGRP receptor antagodst in human cerebral arteries) 
RN 344611-37-6 CAPLUS 

CH l-Piperldinecarbo«aaida, N-[l-[ (3, S-dibrono-4-hydrosypha^yl)methyl]-^-oxo- 
2- (4 -phenyl-l-piperadnyl) ethyl) -4 - (2, 3-dihydro-2-axo-lH-bandddazol-l- 
yl)- (9CI) (CA INDEX NAME) 
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DOOUMENT NUNBERt 134:183478 

TZTLBi Us* of OGRP antagonists and OGRP raleasa inhibitors 

for controlling nanopauaal hot flashaa 

ZNVBNTOR(S)t Doods, Banrii Rudolf, Klausi Ebarlain, Volfgaogi 

Bngal, Volfhard 

PATENT ASSIGNEE (S)i Boabringer Ingalbaln Pharna K.-G., Garaany 

SOURCE: PCT Int. Appl., 41 pp. 

COOEN: PIXXD2 
DOCUMENT TYPEl Patent 
LANGUAGE: Gaman 
FAMILY AOC. NUN. OOUHTt 1 
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.1 






OB 1999-19937304 




A 19990810 












OS 20OO-1848OOP 




P 20000224 












NO 2000-EP7613 




V 20000805 



AB *Tba lovantion ralatas to the usa of OGRP antagonists and OGRP ralaasa 
Inhibitors for controlling laanopausal hot flashes. Thus, tablets 
contained a piparazlne darivativa containing 0-tyrosioa and D-lyaina 

residues 20, 



U ANSNSR 29 07 32 CAPLUS OaPTRZGBT 2006 ACS OD STN (CooUouad) 

lactose 120. com starch 40, Ng staarate 2, sad Povldooa X-25 18 ag. 
IT 204696-63-9 205061-76-3 205063-65-6 
• 205063-67-8 205063-66-9 205063-69-0 

205063- 67-2 205063-89-4 205064-45-5 

205064- 53-5 205064-61-5 205065-28-7 

205065- 32-3 205066-02-0 205260-29-3 20526 
0-31-7 205260-32-8 325975-67-9 

RL: THU (Therapeutic use)i BIOL (Biological atudyH OSES (Uses) 
(OGRP antagonists and CSRB release iahlfalters for controlling 
MDOpausal hot flashes) 
RH 204696-63-9 OVUIS 

CM 1-PipecidlBeearboMfflida, N-[(lR)-l-[(4-aBLiu>-3,S-dibroBopbanyl)Bathyl]-2- 
oso-2- [4- (4-pyridinyl) -1-piperazltyl] athyl] -4- (2, 3-dtkydro-2-oso-4-pheayl- 
Ifi-iaddazol-l-yl)- (9CI) (CA INIBX NMfB) 

Absolute stereochemistry. 




Br 



RM 205061-76-3 CAPLUS 

CH 1-Piperidlnecarfaossnida, N- [ (IR) -1- [ (3, 5-dibroao-4-riydroByphaiiFl) MtbyD -2- 
[4- (l-aethyl-4-plperidinyl) -l-piperazlnyU -2-oxoethyl] -4- (l,4-ditaydEO-2- 
oso-3(2H)-quinazoUnyl)- (9CZ) (CA INDEX NAME) 

Absolute stereocheaistry. 



L4 ANSNSR 29 OF 32 CAPLUS COPTRIGBr 2006 ACS on STN (CoDtioued) 




Br 



RN 205063-65-6 CAPLUS 

CN l-Piperidinecarfaeaanide. N-[(lA)-l-((4-8nino-3.5-dibroni:¥ihanyl)ttetbyl]-2- 
[4- (l-iBetbyl-4-piperidinyl) -1-piperaziiiyll -2-esoatfayl] -4- (2. 5-difaydro-5- 
oxo-3-phenyl-lB-1.2.4-tclazol-l-yl)- (9CX) (CA INDEX NMIB) 

Absolute stereochemistry. 




RN 205063-67-8 CAPUIS 

CN l-Piperidinacarboxanida. N-[ (IR) (4-amino-3,5-dibroaophenyl)methylJ-2- 
( 4- ( 1-iae thyl- 4 -pipe cidioyl) -1-pipe caiinylj -2-oxoe thyl) - 4 - ( 2 , 3-dil)ydro-2- 
o«0-4-(3-thienyl)-lH-iiaidazol-l-yl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Br 



RN 20S063-6B-9 CKPLUS 

O l-Plp*cidiii*earbo>aid.d«, N-(Cin)-l-t<3»5-dlbro80-4-t>ydroiypb>ayl)Betliyl]-2- 
(4- (l-aathyl-4-plperldliiyl) -l-pip«raziayl) -2-oso«tli/l} -4- [2« 3-^dlfeydco-2- 
a>o-4-[3-(trifliiOKBMtliyl)plMiiyl]-lB-laid»ol-l-yl]- (9CZ) (Cft INDIX 
HMO) 

Absolut* stanocfaodstry. 




Br - 



RM 205063-«9-0 CAPLUS 

CM l-Pip*ridln«carbos3mld«, II-[(lR)-l-((4-«8dno-3,5-'dlbraBoph«iiyl)B»tbyl]-2- 
(4- (l-BMtlvl-4-pip«tldiflyl) -l-pip«raziiiyl] •2-aso«UiylI >4-(2, 3-<U.liydro-2- 
aK>*4-t9-(tcifluoraMtbyl)piMBylI-lB-lBtiUzQl-l-yl]- (9a) (CA IHOBC 

nn) 
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RM 205064-4$-S CA?IJU5 

CH l-Pip*ridln*cacbosamld», n~ [ (IR) -2- [4- (4-«c«tyl|)fa«nrl) -l-ptp*razliiyll -1- 
[ (4-adoo-3, 5-dibct»opfa«oyl) mthyll -2-OBO*tfayl] (2,3-dlfaydra-2^o-4- 
pb*eyl-lB-iBiilMoI-t-yl)- (9CI) (CA ZNOSC KAKE) 

Absolut* statMielMalstcy. 




Br 



HN 205064 < S3- S CAPLUS 

CN l-Pip*rldlD*c«rbosanld*, lf-((lR)-l>[(4*aaino-3,5-dlbroaopb«iiyl)DttliylI-2- 
C4-[3-(dtMthyl*BLiio}pre|iyl] -l-plp*raziayl] -2-on*thyll-4-(l,4-flliiydro-2- 
o>o-3(2H)-quiiuxoUiiyl)- (9CI) (CA INDBC NANS) 

Absolut* st*r«och«ai9try. 
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Absolute 9t*r*och«fldstry. 




RN 20S063-87-2 CAPUfS 

CN l-Plp*rldln*earbesaBtd*, N-[(lR)-l*t(4-amlRO-3,5-dibrowiph*nyl)Mtliyl]-2> 
(4- (l-*tfayl-4-ptp*adtiiyl) -l>pip*raxinyl} -2-ose*tfayl] -4- (1. 4-dil9tlro-2-OBO- 
3(2H)-qulnazalloyl)- (9CI) (CA IHDSK HAMS) 

Absolut* staraochaalstry. 




Br 



RN 205063-69-4 CAPLUS 

CH l-Plperidinacarbosanida, N-[(lR)-l-[(4-aiiilno-3,5-<libram(vb«nyl)a*tl]yl]-2- 
[4 - (l-ethyI-4-plparidiisyl) -l-plp*razlayl] -2-0X0* tfayll -4-(2, 3-dihydto-2-oao- 
4-(3-(trifluora(Mthyl)ph«nyl]-lH-iBidazol-l^l]- (9CZ) (CA XMDBC NAKB) 

Absolut* at*r*och«Bistty. 
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RN 205064-61-5 CAPLUS 

CN l-Plp*rldlQ*carbo«asd.d*, N-[(lR)-l-[(4-aaino-3,5-dlbrooaph*ayl)B*thyl)-2- 
[ 4- [ (l-n*tfayl-4-pip*rldinyl) carboayl] -l-plparazlnyl) -2-oso*tfevl] -4- (1, 4- 
dihydro-2-03n>-3(2H)-quiaazolliqrl)- (9CI) (CA INDEX NMIX) 

Absolut* st*r*och*ffliatty. 




RN 205065-28-7 CAPLUS 

CM l-Pip«ridinecarfoosaalda, N-( (IR) (4-aaiBO-^,5-dlb^oaopbaIlyl)Batlvll-2- 
(4-[ (4-a«tfayl-l-plp*razlnyl)carbonyl] -l-plp«razinyl) -2-oxo*thyl) >4-(l,4- 
dlhydro-2-oso-3(2H)-qulnazoUiiyl)- (9CI) (CA INDBX NAKE) 

Absolut* st*r*ocb*aistty. 
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RM 205065-32-3 CAPLUS 

CM l<?lp*rldlD«carbo*ami<t», M- [ (IR) -1- [ (l-«diio-3, S-ftLbcaaapbMqrDawtfayl) -2- 
(4>(4-(4- (diJMtfaylamlno) butyllphanyll -l-piparttinyl] -2>oxo«tbyl) -4- (1, 4- 
dibydro-2-oso-3(2H)-qulnazolinyl)- (9CI) (Ok VtOSX HMfB) 

Absolut* stcraochudatry. 




I B 



"XX 



«^)4'' 



U ANsmt 29 07 32 CKPLUS O0PYRI6BT 2006 ACS on STN (CoatliUMd) 

VMSM 1-B 



m 205066-02-0 CAPLU5 

CM 1-Pip«ridla«c«tbaiaalda, N-[(lR)-l-[(4-aaino-3,5-dlbraraophaiiyl)iMthyl]-2- 
[4- (S-iMthoKy-4-pyrlmidlnyl) -l-pip«razlnyll -2-oso«ttiyl] -4- (1, 4-dihydro-2- 
oso-3(2H)-q^lItazolllvl>- (9CI) (» INOBX NAHB) 

Absolut* staraochanistry. 




RN 20S260-29-3 CAPLUS 

CM l-Plparidinacarboxainlde, N-[(lA)-l-[(4-aiiiino-3t5«dibraB^aiiyl)aatliyl1>2- 
(4-[ (3-«so) -8-Bathyl-»-azablcyclo(3.2.1] oct-3-yll -l^plparazlnyl] -2- 
osoatliyl]-4-(l,4-dlhydro-2-ozo-3(2B)-<iulci«zoUnyl)- (9CI) (CA ZNOBX NAKS) 

Absoluto stoNocbafldstty. 
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205260-31-7 CAPLUS 

l-Plperidlnacarbosanida, N-[ (IR) -1- [ (4-aaiiu>-3,S-dibraBaphanrl>aMtfayll -2- 
(4-( (3-aso> -8-iMtliyl-a-azablcyclo[3.2. II oct-3^1] -l-piparazlnyll -2- 
osoathyl] -4-[4- (3-braaephenyl) -2, 3-dlliydro-2-oaK>-lB-lBLd«ol-l-yl)- (9CI) 
(CA nOBC MAMX) 




RM 20S260-32-I CAPLUS 

CM l-PlpsridlMcaEbaiaBlda. M- [ (IR) -1- ( (4-aadDO-3, S-dibcanapbaiiyl) Mthyll -2- 
[4 - [ ( 3-aM) -8-M tliyl-S-axabicyelo[3 . 2 . 1] oct-3^1) -1-plpa cazlnyll -2- 
oxoatfayl] -4- [2, 3'dlbydro-4- (3-aatho9iyphanyl) -2-o«o-lB>imldaxol-l-ylI - 
(9CI) (CA INDEX MAHK) 

AbsoXuta staraecbaalatry. 

Habte 




RN 325975-87-9 CAPLUS 

CH l-Pipatidliwaeatlc add. 4-[4-n2R>-3-(3,5-dibroaM)-4-Iiydn»yphanyl)-2-((C4- 
(1, 4-dlbydco-2-e«>-3 (2H) -quinazoliuyD -1-pipsrldinyl] eacfaonyl] aniao] -1- 
O Ma ptopyll -l-plparazlnyll - (9CI) (CA INOSX NANB) 

Absolut* 9tar«ochaal8try. 




205260-30-6 

RLi TEU (Tharapautic usa)> BIOL (BI0I09IUI study)! USES (Usaa) 

(adiCGRP antagooista and CGRP ralaasa inhibitors for controlling 
man<9ausal hot flashas) 

205260-30-6 CAPLUS 

1-Pipacidinacarbosaaida, N- [ (IR) -1- ( (4-Bffliao-3, 5-dibroaophanyl) matfayl] -2- 
t4- ( (3-aso} -8-awtbyl-8 -azabicyclo [3.2.1] oct-3-yl] - 1 -pipa razloyl] -2- 
oso*tfayl] -4-(2, 3-diliydro-2-aKO'4-[3- (trlf luotonathyl)|dtanyl] -lB-imldazol-1'' 
yl)- (9CI) (CA INOBX HMfB) 



Absolut* stanochaalstry. 
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I 



AB Title coopds., e.g. (X» see patent for general claios) , vara prepared and 
tested as CGRP antagonists for use in pharaaceutical prepns. for treataent 
of headache, non-insulin dependent diabetes mellltus, cardiovascular 
diseases, skin diseases, inflanoaatory diseases, allergic rhinitis, asthaa, 
Borphine tolerance, and nenopausal hot flashes (fonailations given), and 
for use as diagnostic or anal, aides in RIA or KLISA assays and as 
diagnostic or analytic auxiliary agents in neurotransaittor research. 
Thus, di-Pb eethanesulfonyllfflldoearbonata vas reacted with 
l-(4-aiBlno-3,5-dibrooo-D-phenylalanyl)-4-(l-plperidinyl)piperidine (as the 
bis-trifluoroacetate salt), and the product further reacted with 
3,4-dihydro-3-(4-piperldinyl)-2(lH)-<julna2oUnooe to give I (27%). In in 
vitro tests of buaan calcitonin gene related peptide (OGRP) receptor 
binding using Sk-H-HC-caUs, title coapds. had IC50 ^ 104 nN, and 
in the sao* systea. bad CGRP-antagonist activity at doses fron 
10-11-10-5M. 

IT 291509-50-7P 291509-52-9P 291S09-68-7P 
291509-69-8P 291509-71-2P 291S09-72-3P 
291509-77-8P 291509-86-9P 291S09-87-0P 
291509-91-6P 291509-93-ap 

RL: SPN (Synthetic preparation) t TOI (Tbar^poutlc use) i BIOL (Biological 
study)! PREP (Preparation)! USES (Uses) 

(preparation of aalno acid aalde derivs. for use as calcitonin 
gene- related 

peptide antagonists) 
RN 291509-50-7 CAPLUS 

CN Piperazine, l-( (2R)-2-{[ (cyanoaaino) {4-(l,4-dihydro-^-ox»-3(^B)- 
quinaxoUnyl) -1-pipatidinyl] aetbylane] aaine] -3- (3. S-dibra8Ki-4- 
liydre>ypfaanyl)-l-a>apropyl]-4-(4-pip«cidiayl)- (9CI) (CA INDEX WNB) 

Absolute stersochaaiatry. 



1.4 AMSHBR 30 or 32 CAPUtS OOPYRIGBr 2006 ACS on STN (ConUnuad) 




RN 291S09-52-9 CAPLUS 

CN Plparazin*. l-l(2R)-3-(4-Balno-3,5-dibronophenyl)-2-I[(cyanoaalno) t4-(l,4- 
dihydco-2-oso-3 (2B) -quinazolinyl) -1-pd.peridinyl] aathyleao] aaino] -1- 
OMpropyl]-4-(4-plperidiayl)- (9CI) (CA ZNDBX NAMB) 

Absolute staraoehaaistEy. 




Br 



RN 291509-68-7 CAPLUS 

CN Piperazine, l-( (2R) -2-([ (cyanoaaino) (4-(2.5-dihydro-5-axo-3-phenyl-la- 
l. 2, 4-tciazol-l-yl) -1-piparidinylJ aathylene) aaino) -3- (3,5>dibroao-4- 



Habte 
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Iiydrc»ypfa«nyl)-l-<napropyll*4-(l-Mtfeyl-4-plp«rldinyl)- (9CI) (Ok INDSC 
NAME) 

Absolut* atarftochtaistty. 

PASS 1-A 



Br 




PASS 2-A 

1 



SM 291S09-69-I OffLUS 

CH PliMraslM, l-[(2ID-2-[[(cyaiioaadDO) [4-(l,2t4,S>t«tcafaydro-2-aKO-3H-l,3^ 
te&zodlaz«pla-3-yl) -l-plpatldiByllMtliylaM] amlDol -3- (3, S-dlbroBO-4' 
lVdro>yph*iiyl)-l-osopro|vlI-«-(l-Mtlvl-4-plp«rldliiyl>- (9CZ) (CA XHOB 
HMX) 

Absolut* atareochodstcy. 



M MSHER 30 OP 32 CAPLUS OQiPnaGBT 2006 ACS on STN (Contliiu«d) 

PASS 1>A 




PASS 2-A 

I 



RN 291509-71-2 CAPLUS 

CN PlfMrazlR*, l-[ {2R) -3- (4-amino-3,S-dibroni^h«nyl) -2-[[(ey«iMmno) [4-(2.6> 
dlhydro-5-o*o-3-ph«nyl-lB-l, 2, 4-triazol-l-yl> -1- 

piparidinyllmthylma] cnLno] -l-osopropyl] -4-(l-Mtliyl>4-plparldiByl) ' 
(9CI) (CA ZNDBX NANB) 

M»olut« 8t«raochMlatry. 



L4 ANSSSR 30 or 32 CAPLUS UtftKiUHT 2006 ACS on STN (Cootimtwl) 

PASS 1-A 



Be 




2-A 

I 



m 291509-72-3 CAPUIS 

CN Piptrazlne, l-( (2R) -3- (4-aaii)o-3,5-dibraBaph*iiyl) -2-[t (cyanoamLno) [4- 
(1, 2,4, S-tatrabydro-2-03K>-3B-l,3-b«azodlaz>piii-3-yl) -1- 
piperidieyll nathyltn*] aalBo} -1-oxopnpyl] -4- (l-Mthyl-4-plparidisyl) - 
(9CI) (CA INDXX NMfS) 

Absolut* starM)ch«al9try. 



M ANSVSR 30 OF 32 CAPLUS OOPnaGBT 2006 ACS on STN (Continuad) 

PASS 1-A 




PASS 2-A 

I 

Br 



KM 291509-77-e CAPLUS 

CH Pip*razln*, l-[2-(C(eyanoaalao) [4-(l,4-difayclro-2-oso-3(2B)-qiilnazollnyl)-l 
pd-pacidinyl] Mtbylan*] amine] -3- (3, S-dibtcao-4-Mtbylpbtiiyl) -1-osopropyl] -4 
(4-piparldlnyl)- (9CI> (CA XNOBX NAHB) 




M 291509-86-9 CAPLUS 

CN Plp«raziiM, l-C(2A)-3-(4-aBlno-3,S-dlbrGMplMnyl)-2-(((cyaaoaBiao)[4-(7- 
Bwthoxy-l, 2t 4rS-t*traliydro-2-oio-3B-l, 3-b*nzodlasaplB-3-yl) -1- 
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14 ANSVSR 30 07 32 CAPLUS OOPYRIGHT 2006 ACS oa STN (Contimicd) 

plpsridioylluthylsne] amino] -l^asopropyl] -4- (l-Batfayl-4'-pip«rldinyl) ' 

(9CI) (CA INDZX NAKB) 

Absolut* sttr«och«al9tcy. 

PASS 1-A 



T 




PA6B 2'h 

I 

Br 



m 291509-87-0 CAPUIS 

CM PiparaziM. l-[(2X)-3-(l-aid.ao-3.S-<llbraaop!»iiyD-2-[[(cyaiioaaiBo) [4-a.2- 
diliydto-2-eso-3B-li^dMo[4* S-e)quliioUn-3^1) -1- 

pifMrldinyl] aatliylta*] iMfio] -l-ouprofiyl] -4- (l-mthyl-4-plp«rldliiyl> - 

(9CZ) (CA nmoc mmib) 

Ai0olut« stcrMClwncLstcy. 
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PAGB 1-A 



r 




PAGB 2-A 

I 

Br 



RN 291509-91-6 CAPLUS 

ON Piparazine. 1- [ (2R) -2- [ [ (cyanoamlno) (4- (7-Bathoay-l, 2,4, 5-tatrahydro-2-oso- 
3B-1, 3-baazodiazeplo-3-yl) -l-jilparldliiyl]nathylaa«] amino) -3- (3, S-dibraiBO-4- 
bydrosypbaayl)-l*osopropyll-4-(l-Bathyl-4-plparldliiyl)- (9CX) <CA IMDBX 
MMIB) 

Absolut* staraochaBlstry. 



U ANSnR 30 or 32 OFUIS OOmilGHr 2006 ACS OB STN (Continuad) M ANSHBR 30 OP 32 CAPLUS OOmiOar 2006 ACS on STN (COntinuad) 

PAGS 1-A PAGB 1-A 




PA6S 2-A PAGB 2-A 



RN 291509-93-B CAPUIS 

CM Plparazina, l-((2ig-2-[( (eyaaoamlM) (4-(l,2-dlhydro-2-oso-3B-lmidazo[4,5- 
e] quiooUa-3-yI) -l-plpacidlayl]MtbylaBa] aialao) -3- (3, 5-<UliraBOr4- 
hydroayph«nyl)-l-OM|ira|qrl]-4-(l-wtl)yI-4-fiiparldliiyl)- (9CX1 (CA INDEX 
NAHB) 

Absolut* staraocbanlstcy. 
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US 2002-119875 
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(Continued) 

Bl 20020410 



XIHD DATE 



APPUCATION NO. 



DATE 



VD 


9811128 






Al 




19980319 




80 1997-EP4862 




19970908 




9t AL, 


AM, 






AZ. 


, BA, BB, 




, BR, BT. CA, CH, 


„ 
_' 


kg' ra' 




DK, 


EE, 




vt' 


GB, 


> GE, GB, 


m 


, 10, IL, IS, JP, 








xz. 


IC, 




1A 


L5, LT, UJ, 




, HD, MS, MX, MN, 


• 


MX, HO, VZr 
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UTTAPPUI. ; 


[NFO 


.1 










DE 


1996-19636623 




A 19960910 


















DE 


1997-19720011 




A 19970514 


















VO 


1997-BP4862 




V 19970908 


















US 


1999-254281 




Al 19991012 


















US 


2001-789391 




Al 20010221 



(CB2)n-R2 
(CQIm 

— C— C-A-NR3r4 
R» X I 




00-NH-CH-CO-N N— N- 



9 



AB The invention concerns modified aiaino adds of general formula I (A - 

bond, CXi Z - CH2, MRli Rl - H, alkyl, phenyl-alkyli X - O, H,H* d - l-2» 
ffl - O-li R • (substituted) alkyli R2 • Ph, (subsUtuted) (hetero) (bl)cycl*r 
R3 • B, (substituted) allcyl, Ph, p/rldlnylf R4 - B, (sub3tltut«d)al]qfl» 
R3R4o (hetero)cyclei RS • B, alltyl, alkoxycarbonyl, PhCH2] , 
pharmaceuticals containing these ca^s., their use and the method for their 
prodxictlos, as well as their use for the production and purification of 

antibodies and 

as marked coapds. in RIA and ELISA assays and as diagnostic or analytic 
auxiliary agents in neurotransmitter research. Thus, 3,5-dibroa»-N2-{4- 
(1, 3-dlhydro-2 (28) -oso-benzlnldazol-l-yl) -l-plperldlnylj carbonyl-D- 
tyroslne was reacted with l-(4-pyrldlnyl)-plperazlne, to give II(22t) . 
Tltla coopds. show huaan calcitonin gene related pepUde (OGRP) antagonist 
activltyf In in-^tro binding atudias with Sk-M-MC-calls. I had ICSO 
SIOOOO M, and In the aaiae system, bad OSRP-antagonlst activity at 
desas fron 10-11 to 10-6 M. 
IT 20469S-32-9P 204695-34-lP 204695-39-6P 
204695-40-9P 204695-45-4P 204695-46-5P 
20469S-47-6P 204695-49-8P 204695-51-2P 
204695-93-2P 204695-94-3P 20469S-96^5P 

204695- 98-7P 20469fr-00-4P 204696-01-SP 

204696- 02-6P 204696-03-7P 204696-06-OP 
204696-07-lP 204696-08-2P 204696-17-3P 
204696-19-5P 204696-20-BP 204696-25-3P 
204696-26-4P 204656-30-OP 204696-31-lP 
204696-33-3P 204696-34-4P 204696-46-8P 
204696-S3-7P 204696-61-7P 204696-63-9P 
204696-65-lP 204696-73-lP 204696-74-2P 
204696-75-3P 204696-79-6P 204696-79-7P 



L4 AKSaBR 31 or 32 CAPUIS OOPTIUGBr 2006 ACS on STN 

204696- 92-4P 204696-96-8P 204697-01-8? 

204697- 36-9? 204697-40-5? 204697-41-6P 
204697-42-7? 204697-43-8? 204697-44-9? 
204697-45-0? 205061-62-7? 205061-68-3? 
205061-69-4? 205061-76-3? 205061-77-4? 
205061-78-5? 205061-79-6? 205061-80-9? 
205061-82-1? 205061-84-3? 205061-88-7P 
205061-89-8? 205061-90-1? 205061-96-7? 

205061- 97-8? 205061-99-0? 205062-06-2? 

205062- 14-2? 205062-16-4? 205062-18-6? 
205062-20-0? 205062-80-2? 205062-81-3? 
205062-83-5? 205062-88-0? 205062-90-4? 

205062- 91-5? 205063-22-5? 205063-30-5? 

205063- 34-9? 20S063-65-6P 205063-67-8? 
205063-68-9? 20S063-69-OP 205063-72-5P 

205063- 87-2? 205063-89-4? 205064-04-6P 

205064- 09-1? 205064-11-S? 20S064-12-O 
205064-13-7? 205064-14-BP 205064-15-9? 
205064-16-0? 205064-17-1? 205064-18-2? 
205064-20-6? 205064-2>-9? 205064-25-1? 
205064-30-8? 205064-31-9? 205064-33-1? 
205064-35-3? 205064-39-7? 205064-40-0? 
205064-41-1? 205064-43-3? 205064-44-4? 
205O64-4&-S? 205064-47-7? 205064-52-4? 
205064-53-5? 205064-S4-6P 205064-57-9? 

205064- 61-5? 205064-95-5? 205065-11-8? 

205065- 26-5? 20S065-27-6P 205065-28-7? 
20506S-29-8? 205065-30-1? 205065-32-3? 
205065-33-4? 205065-34-5? 205065-35-6? 

205065- 67-4? 205065-93-6? 205065-94-7? 

205066- 02-0? 205066-68-8? 205066-80-4? 
205260-29-3? 205260-30-6? 205260-31-7? 
205260-32-8? 

RLt BMC (Biological acUvlty or effector, escept advers*) » BSU (Biological 
study, unclassified)* SPH (Synthetle preparation)* tm (Tharapautlc us«)> 
BIOL (Biological study) f PBS? (Preparation)* USES (Uses) 

(prepa. of amino adds and thair use as caldtodn gene-related peptide 
antagonists in pha r ma ceu tical coa pn s.) 
m 204695-32-9 CAPLUS 

at l-?lperidlnecarho»anrt rte, N-(l-[ (3, 5-dlbraao-4-bydrosypbenyl) methyl] -2-oao- 
2-[4-(4-pycldiayl) -1-pipecazlnyll ethyl] -4- (2,3-dlbydro-2-oso-lB- 
beazlBldazal-l-yl)-. (R)- (9CX) (CA IXDBX NAMB) 

Absolute stereodiamistry. 
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RN 204695-34-1 CAPLUS 

CM l-?lperldlnecarbosanlde, M-tl-l (3-bromo-4-hydroxyphenyl) methyl] -2-oxo-2- (4- 
pheiyl-l-plperazlnyl) ethyl) -4- (2, 3-dlbydro-2-oaio-lH-benzlmidazol-l-yl) 
(R)- {9CI) (CA INDEX NANB) 

Absolut* stereochemlstty. 




tat 204695-39-6 CAPLUS 

CM 1-Piperidloecarboxamide, N-(l-( (4-anino-3,S-dlbronophenyl)B«tliyl]-2-oso-2- 
(4 - (4-pyridlnyl) -1-piperazioyl] ethyl] -4- (2, 3-dlbydro-2-03io-lB-benzlBldazol- 
1-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stareocbenlstry. 



Habte 



11/28/2006 
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U XN5tf2R 31 OF 32 OkPUIS OBPTUGBT 2006 KS on STN 



(ConUmMd) 



M AN5WSR 31 OF 32 dtfUIS OOFnUCar 2006 ACS on STN (Centlmitd) 




rai 20469S-45-4 CAPLUS 

CM l-PiparldiDecarfoau3ild*, N- (1- [ (3»5-dibraoo-4-hydroxypb*iiyl>Mttiyl] -2- (4- 
Mtliyl-l-piparazlnyl) -2-osMtbyl] (2. 3<dlliydn>-2-<»o-lH-b«nzlmi<Uzol-l- 
yl)-. (R)- (9a) (CA IMOBX NMIB) 

Absolut* st*r«oG]MBl9try. 




Br 



RN 20469S-46-5 CAPLUS 

at l-nfMcidlMearboxamid*, N-(l.[ (^,5-<libroao-4-hydralyph•nyl)Mthrll-2-(4- 
(l-ffl•tllyl•4-plp«rldl^yl) -l-plp*razlnyl] -2-OKCMthyl) -4- C2. 3-dibydro-2-oso- 
IB-baazlsldazol-l-yl)-, (R)- (9CI) <CA INDSX NMfB) 

Absolut* starMjehaatstcy. 




m 204695-47-6 CAPLUS 

CM l-?lpcrldinacarboxaaidar [ (lA) -1- [ (3, 5-dlbrciao-4-bydraiiypbanyl) aatfayl] -2- 
oso-2- (4-pbanyl-l-piparazliiyl) atlyl] -4- (2* 3-difaydro-2-aso-lH-baazlnldazol- 
1-yl)- (9CI) (CA INimC mMB) 

Absolut* staraachandstcy. 



U AKSVER 31 OF 32 OffUIS OOmaCBr 2006 ACS GO STH (CO&tlauwl) 




Br 



RH 20469$-49-a CAPLUS 

CM l-PlparidlMcarbo>ylic add, 4-[4-[3-(3,S-dibretBO-4-faydroayphaiiyl)-2-([[4- 
(2, 3-dHiydto-2-a«o-lH-banTl art rtaTol-l-yl) -l-plparldlayl] cai^eayl] aalBo) -1- 
oaaprapyll-I-ptparaxinyll-. 1. l-dlaatbylatbyl astar, (R)- (9CX) (CA IMOBC 
HANS) 

Absoluta atacaecbaaiatcy. 




Br 



RN 20469S-51-2 CAPLUS 

CM l-Pip«rldlaacarboxaaida, N-[l-[(3-btojw>-4-tiydroxyphanylJia«ttoyl)-2-o«o-2-t«- 
(4>pyndiDyl) -l-piparaziayl] atbyl] -4- <2, 3-dlhydrD-2-oso-lB-baBzlAidazol-l- 
yl)<, (9CX) (Ok XNOOI NAMB) 

Absaluta atacaoehamiatcy. 



U ANSRR 31 OF 32 CAFLUS OOPTXIGBr 2006 ACS OD STN (Cootlmiad) 




Br 



RM 20469S-93-2 CAPLUS 

CN l-Plp«cldlQacarbosamlda« M- [ (4-aBdno-3, S-dlbroaephanyl) aatfayl] -2-oso-2- 
[ 4- (2-pyrldinyl) -1-piparaxlnyl] atfayl} -4- (2* 3-dlhydro-2-o«o-lH-banzinidazol- 
l-yl)-r (R)- (9CI) (OA INDEX HAHB) 

Abaoluta ataraochaoiatcy. 




Br 



RN 20469S-94-3 CAPLUS 

CN l-Pip«rldin«carfooxaald«, N-(l-[ (4-amlno-3,5-dibroonphaiiyl)Batbyll-2-ose-2- 
l*' (2-pyrl»idinyl) -l-plparazlnylj athyl] -4- <2, 3-dlttydro-2-«iO-lB- 
banzlaldazol-l-yl)>, (R)- <9CX} (CA INOSX NAHB) 

Abaoluta ataraochaalatry. 



Habte 



11/28/2006 
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U AlfSVSR 31 OF 32 OPUIS OSPIHUGBr 2006 ACS OD STM (CootlBtMd) 



M ANSWER 31 OF 32 OtfUIS OOPYRIGBT 2006 ACS OD STN (ContimMd) 




RN 204695-96-5 CWUJS 

CM l-MpsrlcUiMeatbcaumlda, ll-[l-C(3,5-<)ibraa»-4-bydro>ypfa«iiyl)Mtfayl]-2-aKO- 
2-C«- (2-pmdlByl) -l-pifwrazlnyl] •thyl] -4- (2, 3-<libydro-2-a»>-lB- 
bviUElsLdaZOl-l-yl)-, (R>- (9CI> (CA IWDBX NNIB) 




Br 



RN 204695-98-7 CAPLUS 

at l-Pip*rLdiln«carb(Miaald«, N-[l-[(4-affllBO-3,5-dlbcaBophefiyl)mtbyll-2-am-2- 
(4-pyrazlnyl-l-pip«cazinyl) athyl] -4- (2, 3-dlfcydrt>-2-o«o-lH-bei«l mti1aitol-l- 
yl)<, (R)- (9CI) (C% INDEX NMB) 

Absolut* 9t«c«oclwml9tr]r. 




Br 



RN 204696-00-4 CAPLUS 

CM l-?lp*rldlMcarbc»amid«, N-[l-(<3,5-dlbraBO-4-bydnHyph*nyl)Mt)iyl]-2-aKO- 
2- 14- (2-pyclnidiiiyl) -l-plfwrazlayl] athyl] -4- (2, 3-diliydr»-2-oso-ia- 
bttnzlml(Uxol-l-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolut* at* r*od>— tatry. 




Br 



RN 204696-01-5 CAPUIS 

CM l-rip*rldiMcartioaMmtd*, N-[l-[ (4-amino-^,5-dibraaopb•llyl)Batbyl]-^-[4-(4- 
f luorophaayl) -l-plparaxinyl] -2-anMtliyl] -4- (2,3-dlbydro-2-oac>-lB- 
banzlffiidazDl-l-yl) (R)- <9CI> (CK INDEX NANB) 

Absolut* st*r*och*mlst£y. 



M ANSVZR 31 or 32 CAPUIS OOPTRIGBT 2006 ACS oo STN (COOtlmMd) 




Br 



RN 204e9&-02-6 CAPLUS 

CN l-Plp«ridio*carbaumld», N-[l-[(4-anlBO-3,5-<llbrt3aoph«nyl)iMthyl)-2-[4-(2- 
mtbinyphanyl) -l-plparaziayl] -2-«so*ttiyl] -4- (2, 9-iilliydro-2-o«o-lH- 
b*DXiJBidazol-l^l)-, (R)- (9CX) (CM INDEX NAME) 

Absolut* stsraocbaadatcy. 




Br 



RN 204696-03-7 CAPLUS 

CM l-Plp«rldiD*cart>ozaaid«, N-(l-[ (3,5-dlbre■o-4-llydra■yph•llyl}Mtbyl)-2-aBO- 
2- (4-pyrailByl-l-piper*xlnyl) athyl] -4-(2,3-dihydro-2-oBO-ia-b*nzijdxiazol-l- 
yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolut* ataraodtaadatry. 



U ANSVER 31 OF 32 CAPLUS ODPTRIGBT 2006 ACs' On STN (ContlDuad) 




Br 



RN 204696-06-0 CAPLUS 

CM l-Piparldinacatboxaalda, N-[l-[ (^,S-dib^amo-4-fayd^osypbenyl)nathyl]-2-E4- 
(2-Bathoayphallyl) -1-plparazinyll -2-oso*tliyl) -4- (2, 3-dibydco-2-oso-lB- 
baazlBidazol-l-yl)-, <R)- (9Ct) (CA INDEX NAME) 

Absolut a staraochamistty. 




Br 



m 204696-07-1 CAPLUS 

CN l-Pip«ridinacarboxaalda, N-[l-[ (4-aalno-^,5-dlbraBopbaByl)a•tllyl)-2-(4-(5- 
m•thoxy-4-py^leidinyl) -l-plp*razioyl) -2-OKoethyl] -4- (2. 3-dltiydro-2-OKO-lH- 
banzlDldazol-l-yl) (R)- (9CI) (CA INDEX NAME) 

Abaoluta staraochaaistry. 



Habte 



11/28/2006 
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M MfSOSR 31 or 32 CMUIS OOFYRIGRT 2006 ACS on STN (Continued) 




Br 



RN 204696-08-2 CAPLUS 

CN l-Pl|McidliMcacboumida, ll-[l-[(3,S-dlbrfw>-4-liydEQiiyplMiiyl)Mtlqri]-2-[l- 
(5-mthoiv^4-pirElaidlnyl) -l-pipirazinyl] -2-osMtlvl] '4- (2, 3-diiiydro-2-oiro- 
lH-b«nTl iri rtiTol-l^D (K)- (9CI) (CA IHDK HMIB) 

Wbsolut* stenodMmLstry. 




RH 20469^17-3 CKPUIS 

Of l-?lp*rldiBMacbouai(to, N-[<lR)-l-[ (4-aitto-3.S-dibraMph•nyl)■•thyl]-^- 
aaK>-2- [4- (4-pyridlnyl) -l-pipsrazinyi] •th/1] -4- (octaliydro-2-cno-lH- 
b«nzinid«zol-l-yl)> (9CI) {Ok nOBC NNIB} 

Absolut* stenodwffiiatcy. 



M IMSm 31 OF 32 OtfUJS OOPTMCar 2006 ACS on STN (Contlmnd) 




Br 



BN 204696-19-S CAPLUS 

CN l>Plp«cidlaaearbosaald«r N- [1- [ (4-iidiK»-3, S-dlbroaoptwnyl) Mtl^l] -2-oxo-2- 
[4- H-pyrldinyl) -l-plfwraxlnyl) sthyl] -4- (2, 3-dlbydto-6-Mtfayl-2-aBO-lB- 
b«nzlBlcUzol-l-yl)-. (R)- (9a) (CA tWDSX NANS) 

Abseluta stereochemistry. 




UN 204696-20-8 CAPLUS 

CN l-Plperldlnecatbosamlde, N- [1- ( (4-amiiio-3, S-dibroanphenyl) methyl] -2-aso-2- 
{4- (4-pyrldlnyl) -1-piperazlayl) ethyl] -4- (2. 3-dlhydro-5-Mthyl-2-oso-lB- 
benzinldazol-l-yl)-, (R)- (9CI) (CA XNDBI NAMH) 

Absolute atereochenistry. 



14 ANSnR 31 or 32 OffUIS OOmiGBr 2006 ACS Ott STN (ConUnued) 




Br 



RN 204696-2S-3 CAPUIS 

CN l-PipeddiBMartiouBlde, N-(l-( (3»5-dlbrcne>-4-bydroa^yph•ayl)Mthyl]-2-e■o- 
2-t4- (4-pyTldiiiyl) -1-plperazlnyl) ethyl] -4- (2, 3-dlfaydco-6-Mtfayl-2-o«>-lB- 
benzinLdazol-l-yl)-, (R)- (9a) (CA niOBX HAHB) 

Absolute steceoeheaistry. 




Br 



RN 204696-26-4 CAPLUS 

CN l-Piperldinecarbosamide, N-(l-( (^.5-dlb^oBO-4-hydro■ypheIlyl)■etlqrl]-2-oxo- 
^-(4- (4-pyrldiayl) -l-pipecazinyl] ethyl] -4- (2, 3-<iihydro-5-MUiyl-2-axo-lB- 
beniioidKol-l-yl) -> (R)- (9a) (CA INDEX name) 

Absolute Btereocheaistry. 



M ANSVBR 31 (V 32 CAPIUS CQPnaGBT 2006 ACS OB STN (Continued) 




RN 204696-30-0 CAPUJS 

CN l-Piperidinecarbosafflld«, N-[l-[ (4-'anino-3rS-dibromopbeByl)Bethyl)-2-ow>-2- 
[4- (4-pyridinyl) -l-pip«raxinyl] ethyl] -4- (1, 4-difaydro-2, 4-dioKO-3 (2H) - 
quinizoUnyl)-, (R)- {9a) (CA ZNDBX NAKB) 

Absolute stereoeheaiatry. 




Br 



RN 204696-31-1 CAPLUS 

CN l-Piperidinecarbo«aaide, N-[l-[ 0,5-dlbraao-4-hydraaypheiiyl)Mtfayl]-2-oi 
2- 14- (4-pyridinyl) -l-piper«rinyl| ethyl) -4- (1, 4-dihydro-2, 4-dloao-3 (2a) - 
quinezoUnyl)-, (R)- (9a) (CA INDEX NAME) 

Absolute stereocheaistry. 



Habte 



11/28/2006 
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L4 MiSVSR 31 OF 32 CWLU5 OOPTRIGHT 2006 ACS on STN (Contlnusd) 




Br 



RH 20469&>33-3 C3^?LU5 

CN l-Fiparldinscarbosanids, N*[l-((3,&-dlbtano-4-liydraBypheiiyl)MtliylJ-2-i 
2-[4- (4-pyridlnyl) -l-pip«r«zliiyl]«tbyl] -4- (l,2-diliydro-2-OMO-3B- 
laidazo(4,&-blp/rlclla-3-yl)-, (R)- (9CX) (C» IMSBC IMKB) 

Absolut* stanocfwadstiy. 




Absolut* 9t*r*oeh*inlstry. 



M ANSVKR 31 or 32 C»U» OOPTUGBr 2006 ACS on 5X11 tCDntlmMd) 




Br 



RN 204696-61-7 C31PUIS 

CM l-Plp*n(lln*carboB«Bld*, N-{(lJl)>l-t(4-aalno-3,S-cllbraa(9h*nyl)n*tliyl]-Z- 
[4- (l-iMtbyl-4-pip*cldliiyl) -l-plp*c«zinyl] -2-oKMthyl} -4- (2, 3-dlhydro-2- 
o»o-4-ph«iyl-IH-l tri rtwol -1-yl) - (9CZ) (Oh ntUX NMIB) 

A bs olut* 9t*r«ochMd.stty. 




CM l-Pip*cldiQ*carboxaald*, N-[<lR)-l-[(4-afflino-3,S-dibcaHpb*nyl)"«thyl]-2- 
0x0-2- [4- (4-p/rldliiyl} -l-plp*razinyl] etiiyl) •4» (2, 3-ditiydc9-2-aio-4-plMnyl> 
IH-laidazol-l-yl)- (9CI) (CA INOBX NMOt) 

Absolut* at«r*och*Bl8tty. 



L4 ANSVER 31 OF 32 CULUS OOFTBICT 2006 ACS on STN (ContimMd) 




Br 



RN 204696-46-8 CAPLUS 

CN l-rip«cldiD*carbosaald*, N-[l-C(4-«niiio-3,S-dibcaBaplMayl)Mthyl]-2-(4-(l- 
■■tliyl-4-pip*rldlnyl) -l-plparazlnyl] -2-oso*tliyl3 -4- (1. 2-dibydro-2-oM-3B- 
lnidMO(4,S-b]|iyrldlD-3-yl)*, (R)- (9Ct) {Ok tMOBI HANZ) 

Absolut* st*r*odi*nl9tcy. 




Br 



BN 204696-53-7 CKFUIS 

CN l-Plp*ridl&*earbosaaid*, N-[l-((3,5-dibrano-4-liydrosyph*iiyl)B*thyl)-2-< 
2-(4- (4-pyrldltiyl) -l-f3lp*razinyl] sthyli -4-(l, 4-dlfaydro-2-OK>-3(2B) - 
qulnazoUnyl)-, (R)- (9CI) (CA ZNDBX NNfB) 

Absolut* st*r*och*nLstcy. 



L4 AHSVBR 31 OT 32 CAPLUS COFTRIGBT 2006 ACS OD STN (Contliwad) 




Absolut* st*t*oeh*al8tey. 




Br 



RN 204696-73-1 CAPLUS 

CM l-Pip*rldln*carbosamld*, N- (1- ( (4-asdno-3, 5-dlbromqph*nyl)B*tfayl] -2-oso-2- 
14- (4-pyridlnyl) -l-plp*razinyl] ethyl] -4- (S,6-dlchloro-2»3-dlllydro-^-oso-lB- 
b*n^imlclaxol-l-yl) (R)- (9CI) (CA INDEX NAME) 

Absolut* st*r*aeli*fflistcy. 



Habte 



11/28/2006 
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U AMSVBR 31 or 32 CKPLUS OOPYRXGar 2006 ACS On STN (CoatliUMd) 




Br 



HN 204696-74-2 CA?LUS 

CN lH-B«nnnidKole-l-ac«tic add, 3-Il-[{ tl-[ (4-amiiM>-3,5- 
dibtooophenyl) netliyl) -2-o»o-2- (4- (4-pyrldlnyl) -l- 
plparazlnyl] atbyl] aaloo]carbenyl] -4-piparidloyl] -2,3-dlhydro-2-<B»-, 
Mtliyl Mtar, (R)- (9CI) (CK XNOSX HMfB) 

Wbaoliita sttraochMilstry. 




UN 204696-75-3 CAPLUS 

CN l-Plp«rldloecatbo«asdd«, 4- (2, 3-<llhydro-2-oxi>-lB-b*nzinldazol-l-yl) -N- [1- 
[ ( 4-iiydro9iyph«nyl) methyl} -2-OSO-2- [ 4- (4-pyrldifiyl) -l-plp«r«zlnyl] atbyl] 



L4 ANSWER 31 OF 32 CAPLUS CnPYRIGBT 2006 ACS OR STN (ConUlUMd) 
(R)- (9CI) (CA INDEX NAHB) 

Absolut* staraochamlstcy. 




RN 204696-78-6 CKPLOS 

CN 1-PiporldlMcacboxsmida, N-[l-[(3,S-dibrosK>-4-hydrosypb«ii/l)Bwtfayl]-2-[4- 
(4-fliiotophai)yl) -l-pip«razlnyl] -2-oxoatfayl] -4- (2,3-dltiydco-2-oso~lH- 
banzlnidazol>l-yl)-, (R)- (9CI) (CA XNOBX NAMB) 

Absolut* st*r*och*ml8try. 




Br 



RN 204696-79-7 CAPUIS 

CN l-Pip*rldln*carboxasad«, N-(l-t (4-■BiIlO-3,5-dlbtaaoph•llyl)Mtl]yl]-2-[4-(2- 
Cluorapb•nyl) -l-plp*cazlayl] -2-o«o*thyl] -4- (2. 3-diliydro-2-a«o<-lB- 
b*nztBidazol-l-yl)-. (R)- (9CX) (CA IMDSX NAKB) 

Absolut* 8t*r*och*mi8tcy. 



M ANSMR 31 or 32 CAPLUS GOPYRIGBr 2006 ACS oo STN (Centlniwl) 




Br 



RN 204696-92-4 CAPLUS 

CN l-Plp«ridi.oscarboxaiaid«, N-[l-[ (4-aaino-3,5-dlbroBophanyl)iNthyl]-2-aao-2- 
[*' (4-py'rlBldliiyl) -l-plp*razinyll •thyl] -4- (2, 3-dlfaydro-2-oso-lB- 
b*Bzlnldazol-l-yl)-. (R)- (9CX) (CA XNOSX HAMS) 

Absolut* st*r*och*nistry. 




CN l-Plp*ridin*carboxasiid*, N-(l-( (3,5-dibroBO-4-faydraiyph*nyl)B*tfayl)-2-oso- 
2-t4- (4-pyriad.dinyl) -l-pipararlnyl] •thylj -4- (2,3-difaydro-2-aKO-lB- 
b*azlDlda2ol-l-yl)-, (R)- (9CI) (CA INDEX NAHB) , 

Absolut* st*raoch*alstty. 



M ANSVSR 31 or. 32 CAPLUS COPtRXGHT 2006 ACS on STN (Contimisd) 




Br 



RN 204 697-01 -e CAPLUS 

CN 1-Plperldinecarbosaaida, N-[l-[(2,5-dlbroaoph*tiyl)iMtbyl]-2-Gxo-2-[4-(4- 

fsyrldlnyl) -l-plp*razinyl] athyl) -4- (2, 3-diliydro-2-oso-lH-b*aziBldaxol-l-yl) - 
(9CX} (CA INDEX NAMK) 




RN 204697-36-9 CAPLUS 

CN l-Plp*rldln*carbosamid*, N-[l-[(3«5-dlbrOBO-4-bydrosyph*nyl)mtliyl]-2-[4- 
(5-mtbo«y-4-prrimidiiiyl) -l-pip*razlnyl} -2-aso«thrl] -4-(l,4-dihydro-2-osc>- 
3(2B)-quinazoUiiyl)-. (R)- (9CX) (CA XNOBX HAKE) 

Absolut* st*r*och*mlstry. 



Habte 



11/28/2006 
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U MfSVBR 31 or 32 CWUIS OOmsaGSB 2006 ACS on STN (ContiniMd) 




Br 



n* 204697-40-5 OtfLUS 

Of l-PlparidliMeacbaMald«; l(-(l-[(4-aiid.tto-3,5-dlbroaopheiiyl)Mtbyl]-2>oao-2- 
14- (4-pycldlByl) -l-pip«rMlnyll •thy XI -4- (3, 4-dihydro-l, l-diosldo-3-eKO-2a- 
l,2,4-b«BZOthl«liazia-2-yl)-. (R)- (9CX) {Ch INDSC NWfS) 




S-ph*nyl-m-iiaiduol-l-yl)-» (R)- (9CZ) (Cft TKOEX IWfB) 
Absolut* staraocbaalstcy. 



L4 MfSWBI 31 or 32 CAPLUS OOTYRIGHT 2006 ACS on STH (ContitttMd) 




Br 



SN 204697-42-7 CAPLUS 

Ol l-Pip«ridin«c«rboxaiBld«, N-(l-( (4-al]llllO-3,5-dilbraaoplMllyl)Mtlqrl]-2-[4-(4- 
f luoropb«ixyl) -l-pip*razinyll -2-e«oatfayl] -4- (l,4-dlliydro-2-OBD-3(2H) - 
quinazolinyl)-, (R)- (9CI) (CA ZNOBC NAHB} 

Absoluts stsrsochSBlstEy. 




Br 



m 204697-43-8 OtfLUS 

Ol l-»lpsrldlnsearbOBnida, N-(l-[|3.S-dibrano-4-favdraxyptMnyl)Bstfayl]-2-[4- 
(4-f literophonyl) -l-plpsrazlnyl] -2-o>o«thyll -4- (1* 4-dltaydro>2-o«>-3 (2H) - 
fmlnuoUfiyl)-. m- (9CI) (CA imSX NANS) 

Absoluts stsrsoebsBlstey. 



U AMSVBR 31 or 32 OtfUS GOraUGBr 2006 ACS on STH (CoDtlmisd) 




RH 204697-44-9 CAPUI5 

CH 1-Pipsridinscarbojwadds, ll-(l-n4-amino-3,5-€Ubroffloph«oyl)msthyl]-2-t«-(2- 
f luoraph«nyl> -1-pipsrazioyl] -2-asostI)yl] -4- (I, 4-dihy(lro-2-o«o-3 (2H) - 
qulDUoUoyl)-, (R)- (9CX) (CA ZNOBX NAHB) 

Absoluts stsrsochsBlstry. 




Br 



RN 204697-45-0 CXfWS 

at I-Pipsrldloscarbosaaidsr N-[l-[(4-siBifto-3,5-ctlbrCBapbsnyl)nitbyl]-2-[4-(2- 
f luorophso/l) -l-pipsrazlnyl) -2-oxo«tliyl] -4- (2, 3-dlbydco-2-oso-5-phsayl-lH- 
Imldazol-l-yl)-, (R)- (9CI) (CA MOEX MAMS) 

Absoluts stsrsocbssdstcy. 



M A8SBXR 31 or 32 OttLUS OWRIGHT 2006 ACS on STN (COnUmisd) 




BN 205061-62-7 CAPLUS 

CM l-Piporidin«c«rbosamtds, N-t2-[4-(l-cyclohoKyl-4-pipsridinyl)-l- 

plpsrazinyl] -1- ( (3, 5-dlbraao-4-liydro>yphsnyl) mstbyl] -2-o«os thylj -4- (1, 4- 
dlhydro-2-o»o-3 (2H) -qulDSioUnyl) (R)- (9CI) (CA ZNOBX NAMS) 

Absoluts StsrsochsBlstry. 




m 205061-66-3 CAPLUS 

CN l-pipsridinscarbosamids, N-Cl-[ t3,5-dlchloro-4-hyd^o■yphsny^)Bstllyll-2-o«o- 
2- (4- (4-pyridliiyl) -1-pipsrailaylJ sthyl] -4- <2,3-dlhydco-2-o«o-lH- 
bsnzlBidaiol-l-yl)-, (R)- (9CI) (CA IMDBX NAKB) 

Absoluts StsrsochsBlstry. 



Habte 



11/28/2006 



10/685,921 



Page 125 



14 MISVBR 31 or 32 CWLUS OOFtUGHr 2006 ACS on STN (ContiiUMd) 




CI 



101 2050<l-6»-4 CXPUJS 

CM l-Plp«ricllD*catixasald«, 4-(1.4-(liliyTiro-2-aaio-3(2H)-qiilnazolinyl)-N-[2-[4- 
(0-*ao)«t-iMtliyl>a>azafaicyclo[3.2.1]oct-3^1] -l-plperaziiiyl]-2-aso-l-C[3- 
(tCiniioraMtfayl)ph*nyl]Mtfayl]*tliyl]- (9CX) (Ck INDSI lOMB) 

Ralatlv* »t«raoebMd.8tcy. 




R 



RN 205061-76-3 CAPLUS 

CM l-Plp«rldlnacartKaamid«, N- [(»)-!-[ (3, S-dlbraao-4-faydroMyFdMnyl)a»tliyl] -2- 
[4- (l-iMtliyl-4-pd.p«ridii)yl) -l-pip«r«ziiiyl] -Z-omomttyXl -4- (1, 4-difaydto-2- 
oso-3(2H)-quiiuzoUnyl>- (9CI) (O ZNOaX lOMS) 

Mnolutc atanochnistKy. 



L4 AH5VBR 31 OF 32 CAFUIS COftUSa 2006 ACS on STN (Coatinuad) 




Br 



Wl 205061-77-4 CAPLUS 

CN l-Plparldinecarboxanld«, N- [l-( (4-aaiBO-3, S-dibroof^hanyl) mathyl] -2- (4- (1- 
Batbrl-4-plpaEldlnyl) -l-piparazinyll -2-OBoatbyll -4- 11, i-dLtydro-Z-omar- 
3(2B)-qulnasoUiiy'l)-, (R)- (9CX) (CA INDEX NAHX) 

Absolut* ataraochaaistcy. 




8r 



RN 205061-78-5 CAPLUS 

CN l-Plparldinacarbosamida, N-[l-( (4-aBlao-3,S-dlbraalopheQyl)lMthyl]-^-(4- 
cyclohaayl-l-plpara^ilIyl) -2-OKoatfayl] -4- (1, 4-difaydco-2-oso-3 (2H) - 
qulnazoUnyl)-. (R)- (9CX) (CA ZNmx NAHB) 

Atasoluta ataraochasdatry. 



U AN5VER 31 07 32 CAPWS OOtTRIGBT 2006 ACS on STN (Coatlmiad) 




Br 



RN 205061-79-6 CAPLUS 

CN l-Pipacidinacacboxanlda, ll-(2-(4-cyclobaxyl-l-plparazliiyl)-l-((3.5-dlbn»o- 
4-bydrtnyphanyl) nathyl] -2-osoatliyl] -4- (l»4-dlhyd£0-2-amo-3 (2H) - 
quioazolioyl) (R)- (9CI) (CA ZNOB NAKB) 

Abaoluta staraochanLstcy. 




Br 



RM 205061-80-9 CAPLUS 

CM l-Piparldlnacarbossaida, M-(l-t(3.5-<llbrc»a-4-hydroxyph*nyl)mathyl)-2-t4- 
( l-natfayl-4 -plpa rldloyl ) -l-pLpa razlnyl} -2-cnroa thyl} -4 - ( 4- ( 4 -f luoropfaanyl) - 
2,3-difaydro-2-OS(>-lH-iiBldaxol-l-yl}-, (R)- (9CI) (CA IN08X NAME) 

Abaoluta ataraoebamlatcy. 



L4 ANSVSR 31 OF 32 CAPLUS OOPTRZGar 2006 ACS on STN (Ctontlmiad) 




Br 



RN 205061-82-1 CAPLUS 

CN 1-Plparldlnacacbosaalda, N-[l-( (3,5-dibraB»-4-hydraiyphaiiyl>Batliyl]-2-<«o- 
2.(4. (4-pyrldlnyl} -l-plparazioyl] athyU -4- [4- (4-f luorophaoyl) -2, 3-dilvdro- 
2-OBO-lB-lBidaxol-l-yl]-, (R)- (9CI) (CA INOBX NAMB) 

Abaoluta staraodiaalstEy. 




Br 



RN 205061-84-3 CAPLUS 

Of 1-Ptparldlnacacbosaalda, N-[l-[ (4-amlno-3,5-dlbranaphaiiyl)aatliyl] -2-0x0-2- 
[4- (4-pyrldliiyl) -1-plparaxlnyl] atliyl] -4- [4- (4-f luorophanyl) -2, 3-dlliydro-2- 
OBO-ia-lcddazol-l-yl]-, (R)- (9CI) (CA INDBC NAMS) 

Abaoluta stacaoclMaiatcy. 



Habte 



11/28/2006 



10/685,921 Page 126 



U JMSVSR 31 OF 32 CAPUiS OOPTRIGBr 2006 ACS on STK (Contlmiad) M MtStKR 31 OF 32 OiPLUS OOPYRIGBT 2006 JU» on STN (ContimMd) 




PAGB 1-A 



m 2050«l-88-7 CAPLUS 

a PlparaziM, l-[2- C (3, 5-dlbr«Ki-4-hydrosyph«nyl)MtIiylI -4- [4- (l,4-<liliydro-2- 
0*0-3 (2H) -qulnazoUivl) -l-plp«riclliiyl] -1, 4-dlosobutylI -4- (4>Fyrlfliiiyl) - 

C9CX} (a xmnx mm) 




PACE 2-A 



Rl 205061-89-8 CAPLUS RM 205061-90-1 CAPLUS 

CN Plp*razin«, l-[2-((3,5-dlbro8o-4-bytfroByplMnyl>Mtfayl]-4-[4-(2,3-diliydro-2- Ol Pip«r«zlo«, l-(2-( (3,S-<libromo-4-faydra1^yph•llyl)Mtfayll-4-t4-(1.4-dihydro-2- 
aKO-4-plMRyl-IS-i■idalol-l-yl) -l*|sip«tidliiyll-l,4-dlaB0iMtyl] -4- (4> ose-3(2B)-qiiiii«soUiiyl)-l-ptpoeldliiylI -1, 4-dlosabutyll>4-(l-Mthyl-4- 
pyddlDyl)' (9CI) (CA XNOBX MAMS) plporidiayl)- (9CI) (CA INOBX HAMB) 



t 31 or 32 aiPIUS OOPtlUGaT 2006 ACS on STN (CoatlmMd) 




Br T Br 



BN 205061-96-7 CAPUIS 

Ol l-Pi|Mcldin«cacbouBid>, ll-[2-(4-cycloh*ptyI-l-pip«ruiayl)-l>[(3.5> 

dlbcao-4-bydrosyptwiiyl) MtfarU -2-a»Mtivl} -4- (1. 4-dihydro-2-oaR>-3 C2H) - 
qulauoliayl)-, m- (9CX) (CA INDBCIIMfB) 

Absolut* 9t«r*ocbMdstcy. 




BN 20S061-97-8 CAPLUS 

CN l-Plp«rldln»carbosaiiiid«, N-[2-(4-cyclap«ntyl-l-pip«razinyl)-l-((3,5- 

<llbroiBO-4-hydroxyph«iiyl) mtfayl] -2-OK0«Cliyl] -4- (1, 4-dihydre-2-oso-3 (2H) - 
quloszoUnyl)-, (A)- (9CI) (CA XNOEIC NAHB) 

Absolut* starsochtedstcy. 



U AHSNBB 31 OF 32 CAPUIS COPTBIGBr 2006 ACS on STN (Contlnuod) 



ooc. 



0 I 



BM 205061-99-0 CAPLUS 

CM l-PiparldlMcarbosamld*, N-[l-((3,S-bls(trifluoran»ttiyl)pheiiylliMthyl]-2- 
oao-2- [4- (4-pyrldliiyl) -l-plparuinyll atbyll -4-(l, 4-diJiiydro-2-oxo-3 (2H) - 
quloazoUnyl)- (9CI) (CA ZNOBX NAMB) 

RH ZOS062-06-2 CAPLUS 

CM l-Plp«cidin«earbos*ald», N-[l-[O,5-bl9(trlfluor0Mthyl)plwnyllMthyl]-2- 
[4- (l-»»thyl-4-plp«rldinyl) -l-plparazlnylj -2*osoatI^l]-4- (1, 4-dlliydro-2- 
oso-3(2H)-quinazoUnyl)- (9CI) (CA INDBC NAMB) 

M4 



F3C ^ CFj 



Habte 



11/28/2006 



10/685,921 Page 127 



M MfSHBR 31 OP 32 OVPUIS OOPYRIGBr 2006 ACS on STV (ContimMd) 
RN 205062-14-2 CAFLUS 

CM 1-Plp«rldlnttcarbasanid«, 4- (1,4 -dlhydro-2>«io-3 (2H) -qulnazoUnyD [1> [ (3- 
mthosyphcnyl) methyl] -2- [4- (l-iMtbyl-4>pip«cldiiiyl) -l-plparazlnyl] -2- 
OKoatliyl]- (9CI) (» INDSS NMfE) 



KM 205062-16-4 CAPUIS 

CM l-PiparidiMcarbosamid*, 4- U, «'dltydro-2-'0»o-3 (2H) -cpilnnoli lyl) -W-tl" C (3- 
Mtbcmypbanyl) awtfayl) >2-oxo-2> [4- (4-pycldlii7l) -l-plpttrazisyl] •tfayl] - (9CZ) 

(cn mon KMfS) 




mthosyphaiiyl) mthyl] -2- [4- [ (3-«ro| -8-itfcyI'»''»«tiicyclo[3. 2.11 oct-3-yl] - 



l-pl|Mrazliiyl]-2-aro«thylI- (9CI| (Ch tMDSX HMO} 
Rtlatlv* staroochaadstEy. 



■ U MTSnn 31 OP 32 OPUrs COPnUGBT 2006 ACS cm STH (Cttntlnued) 




R 



m 205062-20-0 CKPUIS 

CM l-Pip«EldiiwcaEbo>aBld«, 4- (1, 4-diliydr(»-2-oao-3 (2H) -qulnazoUnyl) -N- (2- f- 
(l-«thyl-4-pipartdliiyl) -l-piparaxinyl) O-MthoayphanyDoMittiyl] -2- 
osMtfayll* (9CI) ICh INOBC NMB) 




m 205062-80-2 CAPLUS 

CM l-Pip«rldin«cacbaimBddt, 4-(l,4-dihy(lro-2-OBO-3(2a)-<|uliiazoUiiyI)-M-[2-[4- 
(l-*tfayl-4-pi|)eEldlayl) -l-piparazlnyl] -2-oao-l- [ (3- 
(tEifluoroMthyDplMnyl] Mthyl] atbyl)- (SCI) (CA mODC MAMB) 



U AMSnR 31 OP 32 CW&US COPniGar 2Q06 ACS on STN (CDDtlmMd) 




BM 205062-81-3 OtfUlS 

CM l-Pl|MieldiMcaEfaeBaaid*, 4- (1, 4-<ilhydgo-2-o»o-3 (2H) -f|uln»ToUnyl> -ll-[2- [4- 
(l-B»thyl-4-|ilpacldiayl) -l-pip«raziflyll-2-oso-l- [ [3- 
CtclfluoroMtfayl)ph«iyl]Mtliyl]otl«yl-I~ (OA Utoa HmS) 




RM 20S062-S3«S CAPUIS 

CM 1-PlparidioacarfaoMBtdo, 4- (1, 4-dlfcydco-2-o»o-3 (2H) -«pi1 natoUnyl) -W- [2-c»o- 
2-[4- (4-pyridiayl) -l-piporaziayl] -1- [ C3* (teif lueroMthyl) pbaoyl] Mthyl] ath 
yl]- (9a) (CA IMODt NMIB) 




RN 205062-88-0 CAPLUS 

CM Plparazina, l-C4-l4-(l,4-<libydro-2-o»o-3(2H)-<iulna2oUnyl)-l-plparldlaylJ- 
1, 4-dl«io-2-{(3- (trif luorOMtbyl) pbanyllMtbyl) butyl) -4- [ (3-«so) -S-Mthyl- 
8-axabicyelo[3.2.1)oct-3-yl]- (9CX) (CA XHOn MANS) 



U AMSVBR 31 or 32 CAPLUS CDPYRIGBr 2006 ACS oa STM (ContiBuad) 
Ralativa staceochaHlstry. 




R 



RM 205062-90- 4 CAPLUS 

CM Piparazlna, l-(4-[4-(l,4-dlhydro-2-oso-3(2H)-qula8zolinyl)-l-plperidlnyl]- 
• l,4-dl(SO-2- [ [3- (trlf luoroMtfayl) phaoyl] Mthyl] butyl] -4- (l-Mtfayl-4 - 
pipaddiayl) - (SCI) (CA INDEX NAMK) 




RN 205062-91-5 CAPLUS 

CN Plparazina, l-[4-(4-(l»4-dlfaydco-2-oso-3(2H)-quinazallfiyl)-l-pipaeldlByl]- 
1« 4-<lloKo-2- [ [3- (trlf luoroMtfayDplkaiiyl] Mtbyl] butyl] -4- (4-pyrlfUnyl) - 
(9C1) (CA INDEX NAKB) 



Habte 



11/28/2006 



10/685,921 Page 128 



U MtSVER 31 or 32 CKPLUS CJOFYRIGBT 2006 ACS on STM (Coatlmiad) 




ni 205063-22-5 OtfUIS 

Of Plparazla*. l-{2-[ (3,5-dlbtaw)-4-nthylplMiiyl)iMttiyl]-4-C4-(l,4-dlliydro-2- 
a»o-3 (2H) -fpil niral i nyl) -l-plperidinyl] -1,4-diosobutyl) -4-[4-t4- 
(diMtfeylanLno) butyl] piMiiyl]- (9CI) (C% IMDSX mHS) 




(CB2)4-1llto2 



n 20S063-30-5 CKPUIS 

CH l^PipocidlMcarboaaaidd, N-[l-[(3,5-dibcoao-4-bydrosyph«i]yl)B*tfayl]-2-axo- 
2- [4- (4-pyridlayl) -l-pl|Mrazliiyl] « tliyl] -4- (2, 3-4ihydro-2-o>o-4-ph*nyl-lH- 
laddazol-l-yl)-, (H)- (9CI> (CK ZNDBI VUMB) 

Absolut* sttttaochudstcy* 



lA ANSWER 31 OF 32 CKPLUS OOPYRIGRT 2006 ACS on STN (Continutd) 




Br 



vat 205063-34-9 CAPLUS 

CM l-»lpttrldlnMatbo>antd*, N- CI' [ (4-aaiBO-3, S-dlbraaophaiiyl) natliyl] •2-obo-2- 
[4> (4-pyeidlnyl) -1-piparazisyl] •tliyl] -4- [2, 3-dltiydEO>4- (4-aatho>y^a/l> -2' 
OXO-lH-iaid«zol-l-yl] (X>- (9CZ) (CA ZNOBX HANB) 

Absolut* at* r*oc h* «l» try. 




m 205063-65-6 CAPLUS 

at l-Plpcrldlnacarboaamlda, N-[ (IR) -1- [ (4-ttmlno-^,5-dlbros»ph•nyl)mthyl)-2- 
(4- (l-&wthyl-4-plp«rldlfiyl) -1 -pipe razi nyl} -2-oxo«tlxyl] -4- (2, 5-dlbydro-5- 
aio-3-phenyl-lB-l,2,4-trlazol-l-yl)- (9CI) (CA INOSX HAMS) 

Absolut* st«g*och*mlBtEy. 



U ANSnn 31 or 32 CAPUIS COmXGar 2OO6 ACS od Sm (Continu*d> 




KM 205063-67-1 CAPUIS 

CM l-Plp*ridiD*carbOMamida, N-((lR)-l-[(4-asicio-3,5-dlbraBX^«nyl)n*tbyl]-2- 
(4- (l-Mtfayl-4-plp*tidliiyl) -l-plp*razlayl] -2-aio*ttayl] -4-[2,3-clibydco-2- 
Osa-4-(3-thl*iiyl)-lB-lBidazol-l-yl]- (9CI) (CA IMDZX NAKB) 

Absolut* st*t*odMBtstcy. 




Br 



RN 205063-68-9 CAPUJS 

ON l-Plp*cldin*carbosaBld*. N- [ (IR) -1- [ (3, 5-dibraBD-4-liydrOBypb«ayl)B*tfayl) -2- 
[4- (l-B*tliyl-4-pip«cldtoyl) -l-piparasinyl] -2-aM*ttayl] -4- [2, 3-dUy(iro-2- 
OKO-4- [3- (trlf luoroMthyl) phanyl] -IH-iiri diTOl«l-yl3 - (9CZ) (CA ZHB8X 
NMB) 

Absolut* st*raocb*Blstcy. 



L4 AMSV8R 31 OP 32 CAPUIS OOPTXIGBr 2006 ACS on STN (ContlBU*d) 




Br 



ni 205063-72-S CAPUIS 

CN l-Plp*ridln*carbosasdd*, N- [l-[ (4-aaLoo-3, S-dlbroBophcnyDMthyl] -2- (4- (1- 
m«thyl-4-plperidlayl) -l-plparszlnyll -2-aso*thyl]-4- (1, 4-dlbydro-2- 
osothl•no(^,^-d)pyrimldin-3(2B)-yl)-. (R)- (9CX} (CA ZNOSX HMD!) 

Absolut* 9t*r*och«fid.stry. 



Habte 



11/28/2006 



10/685,921 Page 129 



U MESVra 31 Of 32 Otf LUS COfWCBl 2006 ACS cm STM (COBtinMd) 




R» 205063-87-2 CWUIS 

Ol l-Plper±dia«c«rbo»Mdd», »-[(lft)-l-[ (4-«aliM>-3,5-dlbEoao|»*»nyll"itlVll-2- 
[4- (l-«thyl-4-pip«rldiiiyl) -l-plpacazlnyl] -2-q«o«tIiyll -4- (1, 4<dilvdco~2-osi 
3(2H)-qulMZOUayl')- (9CI) (Oi XllOat NMS) 




Br 



RH 20S063-S9-4 CWWS 

Ol l-Plp«ridiiMcarbosaaid«, K-[ (IR) -1-t (4-«ffliBO-3,5-dlbraiBqph«iiyl} Mthyl] -2- 
[4- (l-«tfayl-4-plp*rldlayl) •l-plparazliiyl] -2-«io«tliyl] -4- [2, 3-diliydco-2-«io- 
4- [3- Urlf luoroMthyl) pbnyl] -lH-1 nri diTol -1-yll - C9CI1 (Ok ZKm MMIB) 

Absolut* stanocbaaistey. 



M MfSVXR 31 OF 32 CAPUIS oaBWGOt 2006 ACS on STN (ConUmiad) 




Br 



nil 205064-04-6 CAPLUS 

CN 1-Mp«rldin«carbmai8id*. M-[l-[ (3,5-<libcoB»-4-hydroByplMDyl)Mtllyl]-2-[4- 
(l-mtbyl-4-plp•ricUllyl) -l-pipcrninyl] -2-OTOatliyl] -4-<2. 5-dlliydro-5-om-3- 
ph*nyl-ia-l,2,4-trlaKol-l-yl)-, (R)- (9CX) (CA INDDK MAMB) 

Absolut* st«r«ech«aistty. 




RN 205064-09-1 CAPLUS 

CN l-Pip*cidiD*carboianid«, N-[l-E (3,5-dib^ooo-4-hydrosyph•Ilyl)m■tbyl] -2-{4- 
(4-f luoropbenyl) -l-pip«ra2lnyl] -2-oxoatliyl] -4- (2. 3-dlliydro-2-OKO-4-ph«flyl- 
lH-inlduol-l-yl»-, (R)- t9CZ) (CA INDEX NAKB) 

Absolut* 8t*r*eeh*ai8tty. 



U KtSm 31 OF 32 CAPUIS COnsaCBt 2006 ACS on Sni CContimMd) 




Br 



SN 20S064-11-5 CAPLUS 

CM l-Plp*ndln*carboB*mid*, Il-[l-[(4-aiBiiio-3.5-dibEt»aph*nyl)MthyI]-2-t4-(4- 
f luora^uyl) -l-plp*razliiyll -2-oso*tbyl] -4- (2, 3-dlfaydro-2-aso-4-pbenyl-lB- 
iMdazol-t-yl)-, (R)- (9CX) {C3i OlOBX WMB) 

Absolut* staroo^MBdstcy. 




RN 205064-12-6 CAPLUS 

CN l-Plp*ridinec«rbQx«ilct*, N-[l-( (3,S-clibroiBo-4-tiydro]typhenyl)iMthyl] -2-o«o- 
2-[4- (3-p/rldi(iyl) -l-pifMrazlixyl] ithylj -4- (2, 3-dibydro-2-aio-4-ph*nyl-lB- 
imldazol-1-yl)-. (R)- (SCI) (CA INOBX NAKB) 

Absolut* st*r*oclMaistty. 



1.4 AMSHBR 31 OF 32 CAPUIS COPYRIGBT 2006 ACS OD STN (Contlmtod) 




Br 



m 205064-13-7 CAPUIS 

CN l-PlparidlDacarboumld*, N-(l-( (3,5-dibroiBO-4-faydraxyph«nyl)Mthyl] -2-oso- 
2- [4- O-pyridinyl) -l-plp*razlf)yl] *thylj -4- (1. 4-dibydro-2-oso-3 (2H) - 
quinaiolifiyl)-, (R)- (SO) (CA INBDC MAMB) 

Absolut* st*r*ocb*8datcy. 




Br 



RN 205064-14-8 CAPLUS 

CN l-Plp*rldlnacarbox8mid», N-[l-[ (4-aiaino-3, 5-dlbroaoph*nyl)Batliyl)-2-oso-2'> 
(4- (3-pyridlnyl) -1-piparazinylJ athyl) -4- (1, 4-dlhydro-2-eBa-3(2B) - 
qulnazoUnyl)-, (R)- (SCI) (CA INDEX NAMB) 

Absoluta staraocbaalstry. 



Habte 



11/28/2006 



10/685; 921 



Page 130 



U AHSirSR 31 OF 32 CKPLUS OOTtRIGBr 2006 ACS On STN (CooUbumI) 




Br 



FOf 20S064-15-9 CWLUS 

GN l-np«tidin«carba«ialcto, N- [1- [ (3, 5-dibr(no-4-lvdra«yph«iiyl) ntthyl] -2-oxo- 
2- (4- (4-FyrldliiyI) -l-|ii|Mraziiiyl] • tbyl] -4- (3, 4-difaydro-l, l-dlMiido-3-aTO- 
2B-l,2,4-b«nzothladlazin-2-yl)-, (R>- (9CI) (A ZMSBX lOKB) 

Absolut* startoclMmLstty. 




Br 



m 205064-16-0 CAPIUS 

CM l-Piperldinecarbosaaid*. N- [1- [ (4-aalBO-3, S^branophcnyl) aatfayl] -2-oa»-2- 
[4- O-pyridloyl) -l-plp«razli?/l] otliyl] -4- (2,3-dlliydro-2-ow»-4-plwiiyl-lH- 
Inidazol-l-yl)-, (A)- (9CZ) (Cft INDBX WWB) 

Absoluts stsrsoehsolstry. 



L4 ANStfBR 31 OF 32 CMLUS OQPYIinar 2006 ACS Ott STM (Contlmiad) 




Br 



m 205064-17-1 CAPtUS 

CM l-Plperldin«carfoosBiald«. N-[l-[ (4-aalno-3»5-dlbronopb«nyl)Bstli/l]-2-[4-(5- 
B« thosy-4-pyrlaldiiiyl) -l-pip« razlnyl] -2-asostlvll '* - (2* 3-<Utiy«lre-2-oxo-4- 
phcnyl-lH-ialdazol-l-yl)-, (R)- (901) (CA INDBX KAMB) 

Absoluts stsrsochsnLstry. 




B21 



RN 205064-18-2 CAPUfS 

CM l-Plperidlnscarfocsamlds, N-[l-( (4-amlno-3,5-dibranaphaByl}BWtlqrl]'2-oso-2- 
[4- (2-pyridliiyl) -1 -pips razlnyl] stfayl] -4- (1, 4-diIiydro-2-aaio-3 (2B) - 
quinazoUnyl) (R)- (9CZ) (CA INOBX NAMB) 

Absoluts starsochsnd stry . 



L4 AHSVER 31 OP 32 CAPUI5 OOPIiaGSr 2006 ACS on STM (CooUmiSd) 




FN 205064-20-6 CAPLUS 

CM l-Pipsrldlnacarbosanids, l(-[l-[ (4-aaltto-3,5-dlfart9Bapl»ByX)BStbyl]-2-oso-2> 
[4- (2-pyridlnyl) -l-pipsrazlnyl] sthyl] -4- (2, 3-dlfaydro-2-oso-4-phaiiyl-^lH> 
inidaxol-l-yl)-, (A)- (9CZ) (CA tMOSB MANE) 

Absoluts stsrsochaalstry. 




Br 



RN 205064-23-9 CAPLUS 

CM Il,4'>Biplp«rldina]-l'-carbGxasdda, N-[l-[ (4-affliDO-3,5- 

dibroaophsnyDoatfayl] -2-[4-(5-Mthoxy^4-pyTlaldiayl) -l-plp«razln/l] •2' 
oso«tbyl)-4-(l,4-dlhydro-2-oso-3(2H>-qulRazoUayl)-r (R)- (9CI) (CA INOBX 
KWB) 

Absoluts ststaochsttlstcy. 



M AMSVBR 31 OP 32 CAPLUS COPTRXGar 2006 ACS on STM (CoaUmisd) 




RM 205064-25-1 CAPLUS 

CM [l,4'-Biplpsrlditts]-l*-carbosamids. N-Il-[(3,5-dlbraao-4- 

hydroxyphsnyl) nstfayl] -2- [4 - (5-msthoKy-4-pyrimldiiiyl) -1-pips razlnyl] -2- 
oxo«thyl]-4-(l,4-dihydro-2-oxo-3(2B)-quiaazolijiyl)-, (R)- (9CX) (CA IMOBX 
NAMB) 

Absoluts stsrsochsaistry. 




Br 



BM 205064 -30>B CAPLUS 

CN l-Plpsridinvcarbcxaolda, N-[l-[ (4-aalno-3, 5-dibroaopbanyl) nstfayl] -2>obo-2- 
[4- (4-pyEliBidlnyl) -l-plpsrazlnyl] athyl] -4- (1, 4-dibydro-2-aKO-3 (2H) - 
qulnaxoUnyl) -» (R)- (9CI) (CA INOBX NAMB) 



Habte 



Absoluts stsrsoebSBistcy. 
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L4 JtNSVXR 31 or 32 CftPLUS OOPYRIGRT 2006 ACS On STN (ConUnutd) 




Br 



RN 205064'31-9 CAPUJS 

CM l-Plp«rldiaacarboBaaid«. N-[l-[(3,5-dlbrsB»-4>liydrosyph*Byl)MUyll-'2-aaio> 
2- (4- (4*pytlaldiiiyl) -l-plpsrazlayl] atliyl] -4- (2, 3-dlliydro-2-«to-4-plMiiyl-lB- 
iBlduol'l-yl)-, (R)- (9CZ) (Ok INDBC NMIS) 

Absolut* stacMchudstty. 




2- (4- (4-pytiiaidiiiyl) -l-piparazlnylliitliyl) -4- (1, 4-difaydro-2-oso-3 (2H) - 



qulnazoUnyl)-, (R)- (9CX) (CA INDSX lOMB) 
Abaoluta staraoebaniatEy. 



U MI5VBR 31 or 32 CAPIUS CWYRXGHT 2006 ACS on STN CCoatimiad) 




m 205064-35-3 OttLUS 

CM l-Plpaddinaeatfooxaalda, N-[l>[ <4-afld.no-3,5-cU.bromoplianyl)Bathyl] -2- [4- (5- 
aothav^4-pyElnidiDyl)<l-piparazinyl] -2-asoatiiyl]-4-[4-(4-flueropb8iiyl)- 
2.3-dlfaydro-2-a»-lB-lalcUxol-l-yl]-, (R)- (9CX) (CA ZNOBX NMCB) 

Absolut* staraochanistcy. 




RN 205064-39-7 CAPLUS 

Of l-Plparidlnacarboxamlde, N-(l-( (4-anino-3,S-dlbroBaplMnyl)matbyl]-2-OKO-2- 
(4- (l-Fiyrldinyl) -l-piperazinyl] atbyll -4-<l, 2-dihydro-2-OEO-3-qiilnoUivl) *• 
(R)- (9CI) (CA INDEX NAHB) 

Abaoluta staraochamistry. 



L4 ANSWER 31 OF 32 CAPLUS COPYRIGar 2006 ACS on STN (Contlnuad) 




RN 205064-40-0 C3<PLUS 

CM l-Plparldinacarboxaolda, »-[!-[ (4-aalno-3, S-dlbraa»phanyl) Mtbyl] -2-OBO-2- 
{4- (4-pyrldinyl) -l-pip«razlnyl] athyl} -4- (1, 2, 3, 4-tatra)vdro-2-o«o-^- 
qulnoUByl)-, (3(R)]- OCI) (C» INDEX NAHB) 

Absolut* staraodwmlstry. 




Br 



RN 205064-41-1 CAPLUS 

CN l-Plp*EidlnacarbosaBida, N-[l-( (4-attino-3,5-<llbraaophanyl)lMthyll-2-[4-(4- 
a tfaylphanyl) - 1-plparaslnyl] -2-oso*tliyl] -4 - (1 ; 4-dlbydro-2-oso-3 (2H) - 
qulnazoUnyl)-, (R)- (9CI) (CA INDBC NAHX) 

Absolut* staraochaoistcy. 



U ANSWER 31 or 32 CAPIUS OOPTRZOaT 2006 ACS on STN (CooUmiad) 




RN 205064-43-3 CAPLUS 

CM 1-Piparidlnacarbosanlda, N-tl-[ (3,5-dlbromo-4-hydroxyph«nyl)inethyll -2-o»o- 
2- [4- (4-pycldliiyl) -l-plp*razlnyl] athyl] -4- (l,2-dihydro-2-exo-3-qulnolinyl) - 
, (R)- (9CI) (CA INDEX NAME) 

Absolut* steraochaalstry. 




Be 



RN 205064-44-4 CAPLUS 

CH l-Piparidlntcarbosaiaida, N-(l-[(3,S-dlbroDO-4-liydco>yphanyl)matliyl]-2-oso- 
2-(4-(4-pyridiryl)-l-plparaxinylJ«thyl] -4-(l,2,3,4-tatrafaydro-2-oso-3- 
quinoUnyl)-. [3(R)1- (9CI) (CA INDEX NAME) 

Abaoluta staraoehanistiy. 



Habte 
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lA ANSHER 31 or 32 CftPIUS OOPTiaGar 2006 ACS on STN (CcmUnuad) 




Br 



ni 205064-45>5 OFUIS 

CK l-PlpetldiMcubaaiamid«. !•-{ CU) -2-[4- H-acatylplwiiyl) -l-plpsruioyl] -1- 
[ (4-Md.M>-3. S^^UbcoooplMnrD MtHyll -2-aaKWtliyl] -4- (2, 3-ditaytlro-2-c«o-4- 
phasyl-lB-iBidazol-l-yl)- (9CE) (Ok XMOEX HMB) 




m 205064-47-7 CftPUIS 

Of l-Pl|MridiiwcarbcnMmider If-C2-[4- (4-acatylplMayl) -l-plfMrazinyl] -1- [ (4- 
aaiao-3, S-dibtaBnpb«nyl) nstliyl] -2-oacMtfayl] -4- (1, 4-dlliydro-2-at»*3 (20) - 
quioazoUuyl) (R)- (9CI) (Ok IHOBt MMB) 

Absolut* 8t9raocb«mlatcy. 



L4 MfSVBR 31 OT 32 CAPLUS OOFyRIGBT 2006 ACS on STN (Contlnuwl) 




Br 



RN 20S064-52-4 C»LUS 

Ol l-PlfMrldlmcarboxanlcte, M-H-C (3.S-dibrao(»-4-by<Einnyp)»i]yl)mtbyl}-2-[4- 
[ (l-B»ttayl-4'plp«cl(U.iiyl> earbonyl] -l-piparMlnyl] -2-oso«ttiyl] -4- (1. 4- 
dlfavdro-2-aw}-3(2B)-qulaazolliiyl)-, (R)- (9a) (Ok IKOKX NMfB) 

J^soluto st«rM>ch«Bdstcy. 




Br 



m 205064 -53-S OtflUS 

Of l-PlpaddiDecarbosanlite^ M-{ (U) -1- ( (4-amliio-3. 5-<UbronoplMByl)MtfayI) -2- 
[4- [3- (diMthylanlno) propyl] -l-pip«ruliiyl] -2-osoatfayl} -4- (1, 4-cillirydro-2- 
oso-SfZEO-ciuiaazoUnyl)- (9CI) (Ok DIDBX MANS) 

Absolut* stsrsocfasalstcy. 



U AnsnR 31 or 32 CAPUIS OOraUGar 2OO6 ACS on sm (CmUnund) 




Br 



BH 20S064-S4-6 CAPLUS 

Of l-Plp«cidin»carbo»»Bid*, «-Il'£(4-«aino-3,5-dibroBoplJ«nyl)mthylJ-2-(4-[3- 
(dimtliylaalno) propyl] -l-plpsrazinyl] -2-oaKMtfayl] -4- (2, 3-dlhydro-2-o«o-4- 
pfaoeyl-lH-loldasol-l-yl)-* (R)- C9CI) (Ok ZMDBIC HANS) 

Absoluts stsrsoehsmtstcy. 




RN 20 so 64-57-9 CAPUJS 

CM l-Plpcddinccarbozaalda, N-{l-( (4-saino-3,5'dlbraBafri>eiiyl)Mtfcyll-2-oso-2- 
[4- (4>pyrldlayIc«rbonyl) -l-pip«razinyll •thyl]-4- (1, 4-di)iydro-2-oato-3 (2H) - 
qulnazoUnyl)>, (R)- (9CI) (CA XKSEX NAMB) 

Absoluts starsoehsBistEy. 



M AMSSSR 31 or 32 CAPLUS OQPYRIGBT 2006 ACS on STM (Contlniad) 




Br 



m 20S064-61-5 CAPLUS 

CN I'PiperidlDecarbosaalds, N*( (lR)-l-[ (4-aiaiao-3,5-dibnniopb«iiyl)a«tfayl]-2- 
(4- [ (l-i8Stfayl-4-plp«rldli)vl) carbonyl] -1-plpsrazlnyl] -2*a«o«thyl] -4- (1, 4- 
dilhydro-2-o«o-3(2H)-qulnuoUnyl)' (9CX) (Clk INOSX NANS) 

Absoluts stsrsochsBistry. 




Br 



RN 205064 -9S>5 CAPLUS 

CN 1-Plp«rldln*carbesafld.d*, N-[l-[ (3,4-4liehlo^ephanyl)Mtfayll-2-OKO-2-[4-(4- 
py^idlnyl) -l-pip«raslnyl] stbylj -4- (1« 4-diliiydro-2"aKO-3 (2H) -qulnazolinyl) - 
(9CI) (Ok INDEX NAMB) 



Habte 
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L« ANSWER 31 OP 32 CftPUIS OOPYRIGBr 2006 ACS on STN 




rai 205065-11*8 OffUIS 

CM l-Plp«cldiiMeaEboaaBi(ter H>[l-((4-aBdbo^3,S-dibranoph«i>yl)iaatfayl]-2-<no-2- 
[«- (4-pyilHLdliiyl} -l-piparazinyl] •thyll -4- (2, 3-clltiydro-2-(so-4-plMnyl-lB- 
Iflddazol-l-yl)-, (B)- (9a) (Ok INDEX NMIS) 

Absolut* stanocbaHlseKy. 




m 205065>26-5 CAPLUS 

CH 1-Flp«cldliwcarbcauaid«, N-[2- (4*-ac«tyl[l,l'-falplp«razln]-4-yl) (4- 

amlno-3, 5^brc»Qph«nyl)mtbyl] -2'>o»Mtfayl] -4- (2, 3-dibydro-2-o*o-4-pb«iiyl- 
IB-iaidazol-l-yl)-, (R>- (9CX) (A I 

JIbsoluts 9t*r«ocb«al9tcy« 



U AMSBER 31 OP 32 CAPLUS OQPYRZGBT 2006 ACS on STN (Contimtad) 




RN 205065-27-6 CAPLUS 

CN l-Plp«cidiiMe«cb(»aaide, N-[2-<4'-ac«trl[l«S*-biplp*ra<in]-4-yl)-l>[(3,S- 
dibrano-4-hydrasyphenyI) mthyl] -2-oBMtfayll <4- (2, 3-cllliydro>2-<»o-4-pti*nyl- 
IB-lodduol-l-yl)-, (R)- (9CZ) (CA INOBC NAMB) 

Absolute stsrsochralstcy. 




RM 205065-28-7 CAPLUS 

CM 1-Plp«rldliweirbf«amlds, N-[(lR)-l-I(4>talno-3*5-<llbcoBoph«Ryl)m*thyll-2- 
[4-[ (4-nathyl-l-piporaziiiyl)carfaonyl] -l-piporaxinyl] -2-«io«tbyl}-4- (1*4- 
dihydro-2-oxo-3 (2H) -qulnmzoUnyl) - (9CI) (CA INQBC MAKS) 

Absolut* stereo^sBlstcy. 



U AH5VER 31 OP 32 CAPUfS OOPniIGBr 2006 ACS OD STN (Contlmiod) 




RN 20506S-29-9 CAPUJS 

CM l-Plp*rldlMcatbosaaid», N-[l-((4-smlao-3r5-4llbromc^*nyl)maUiyl)-2-(4-t(4- 
mtfayl- t-plparaziayl) catboByD -l-plp«raxloyl] -2-oso«tbyl] -4- (2, 3-dlbydro-2- 
(ao-4-ph*ayl-lB-lBidazol-l^D-, (R>- (KI) (CA IHOSt NAMB) 

Absolute staroodWBLstey. 




RM 205065-30-1 CAPLUS 

CM l-Plp«rldioecarbosnaid«, M-tl-[(3,5-dibraK>>4-brydraiVph«ayl)BStliyl)-2-axo- 
2- [4- (4-pyridlnylcarboByl) -l-piparazlnylj •tbyl] -4- (l,4-dlbydro-2-oso-3(2H) - 
qulnazoUoyl) (R)- (SCI) (CA INDEX NAMS) 

Absolut* 8t*r*och*Bistry. 



U AHSHBR 31 OP 32 CAPLUS CQPmrar 2006 ACS OD STN (CoatlUMd) 




RN 205065-32-3 CAPLUS 

CN l-Pi|)*rldln*catbosaBld*, N-((lR)-l-( (4-8Blllo-3,5-<lib^»apb•ayl)Mtllyl]-2- 
[4-[4-[4- (dlntfaylaalno) butyl) pbanyl] -l-pip*razinyl} -2-oxo«tfayl] -4- (1, 4- 
difaydEt>-2-oaK^3(2H)-qulBazoUriyl)- (9CI) (CA INDEX NAME) 

Absolut* ster*ocb*BLstty. 



PAGE 1-A 




Habte 
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14 MISVHR 31 OP 32 CftPUIS OOPYRZCTr 2006 ACS on 8TN 



(Coatlmiad) 
PAGB 1-B 



RN 20S06S-39-4 CMWS 

CM l-Plp«rldin*carbounld«, N-[l-( (4-amlno-3,5-<libreD^«oyl)utfayl] -2-[4-[4- 
(4- (dlMtfaylaaloo) butyl] ph«nyll -l-plfwruinyll -2-ose«thyll -4- (2« 3-dlliydro- 
2-cso-4-pb«ivl-ia-iidCbaol-l-yl)-. (R)- (9CX) {Ch INOSX HJMK) 

Absolut* at«r«eclMal8tEy. 




205065^34-5 CAPLUS 

l-Plp«tldliiTC«rbcauBdd«, [1- [ (3, S-dlbraoi>'4-hydraiypbrayl>mtliylI -2-t«- 
[ (4-Bttlvl'l-pip«razlnyl)c«Kboayl) -l-piperaziiiyl]>2-OKMtb/l]-4-(l,4- 
dlliydro-2-oso-3(2a)-quiiwzoUayl)-, (B)- (9CI) {Ck ] ' 



M ANSm 31 OP 32 CAPLUS CQPTRIGBr 2006 ACS 0& STN 



(Contiousd) 




ever" 



BN 20506S-35-6 CAPLUS 

CM l-Plp«ricllQ«cscbosaald«, M-[l-[ (3,S>dlbnao-4-liydroByph*fvl)Battvll'2-C4* 
( (4-BMttayl-l-plp*raziiiyl) earbonyl] -l-plptrulnyl] -2-oxoatfayl] -4<- (2»3- 
dlbydco-2-a»>-4-ph«fiyl>ia-lmldazol-l-yl)-. (R)- (9CZ) (CA IHOK NAME) 

Absolut* st«r*oeh*mi>tEy. 




l-Pip*rldiMcaEbnaBld*, 4- (2, 3-dlliydr»-2M 
t (4-faydroMy^3, 5-4Un*tbylplwn/U Mtliyl) -Z-ai 
pip*r*zifiyl]*tfayl)-> {9CI) (CA I 



tO'lH-b*!!?! Ill rtMol-l-yl) [1- 
)-2- 14- (4 -pyddlayl) -1- 



1.4 AMSOIR 31 or 32 CAPUIS COPTRIGRr 2006 ACS on STM (ConUmMd) 




m 20506S-93-6 CAPUUS 

CM l-Plp*EidlMeartaasaald*, H-{l-[(3,S-dibrao-4-bydn»yplMoyl)Mtfayl]-2-(4- 
|2-f luorophsByl) -l-piparazlayl] -2-oaKMthvlI -*- (2» 3><llbydro-2-aKO-lB- 
b«QzialdAZol-l-yl) (R)- (9CI) (CA ZMOBX NAME) 

Absolut* st*r*och*alstcy. 




RM 20S06S-94-7 CAPUIS 

CM l-Plparldlncasbosaaid*. N-tl-((4-«alDO-3,S-dibraaapb*iiyl)BttliylI-2-oso-2- 
{4-(3-pyridiDyl)-l-plp*razliiyl] *tliyl] -4- (2. 3-dlliydro-2-(»e-lB-b*tislmiduol- 

1-yi)-* (R)- (9a) ich INOSX hakb) 

Absolut* st*r*ocb»lstcy. 



M AXSVSR 31 OP 32 CWUJS OOPYRIGBr 2006 ACS OB STM (ContimMd) 




AN 205066-02-0 CAPUTS 

CM l-Pip«ridlii«carbosamld«, N- [ (IR) -1- [ (4-aBlno-3. S-dlbroonphcnyl) mthyl] -2- 
[4- (5-intbo>y 4-pyrloldiiiyl) -l-plp*raziiiyll -2-03io*tfayl] -4> (1, 4-dlhydto-2- 
oso-3(2a>-quliwzoUiqrl)- (9CI) (CA INDEX MAMB) 

Absolut* staraochaalstcy. 




AN 205066-68 -e CA?UIS 

CM l-Plp«cidin*carboxaald*, N-(l-[ (^,S-dlb^oBO-4-faydcolypll•lVl-)B•tlvll-2-oao- 
2- [4- (4-pip«ridiiiyl) -l-plparazinyl] athylj -4- (2, 3-dlliydro-2-aso-lB- 
b*nzlaldazol-l-yl)-, (R)- (9CI) (CA INDBX NAME) 

Absolut* st*r*och*Bl8tcy. 



Habte 
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M MISWEIl 31 OF 32 CWUIS OQPTRIGBT 2006 ACS on STN (Coatlnucd) 



U MfSHER 31 or 32 CWLUS OC^TRI^ 2006 ACS On STN (Contlmwd) 




RM 205066-80-4 CAPLDS 

CH t-np*TldliwcacfaaMalite, il-[l-[{3-chloraplwnrl)BMtt)rl]-2-(4-cycla|Mntyl-l- 
pipviraUnyl) -2-oso«tlvl] -4- (l,4-dlliydr»-2-aso-3 (ZB) -qulniwoUnyl) - C9CI) 
(Ok nOSX NHHB) 

m 205260-29-3 CAPUIS 

CM l-Pip«EldlnMatfaouBld*» N-[(lR)-l-[ (4-MdBO-3,5-dlbraaMplwByUMtfayll-2- 
[4- [ (3-«so) -8-Mtliyl-l-asatalcyclo[3.2. 1] oet-3^1] -l-piparazlayl) -2- 
om«tbyl)-4-(l,4-diliydro-2-oso-3(2R)-quln«xoUnyI)- (9CZ) (Ok IMSBC RMIB) 

Absolut* stanodMBistcy. 




KN 205260-30-6 CAPUIS 

CM 1-Plp«rldlnw«rbexuida. H- [ <1R} -1- [ (4-HBlno-3, S-dlbroBophtayl) natfayl] -2- 
(4-( (3-mo) -8-Mtfayl-8-uableyclo[3.2. lloct-3-yl] -l-piparazlnyl) -2- 
OKoatliyl] -4- [2. 3-diliydro-2-ose-4- [3- (ttlf lueronatliyDphtnyl] -lB-lmidazol-1- 
yll- (9CI) (CA ZNDBX HAKS) 

Afasoluta sttraochMiistcy. 



Br 




205260-31-7 CAPLUS 

l-Piperidinecart»o«aiid.d«, N-[ (lR)-l-[ (4-aadno-3,5-dlbto»oph•oyl)IMthyll-2- 
[«- 1 (3-oxo) -8-Mthyl-8-azablcyclo[3. 2.1J oct-3-yll -l-pip«razinyll -2- 
osoatfayl] -4-[4- (3-braaophenyl) -2, 3-dilliydro-2-exo-lH-lalclazol-l-yl] - (9CI) 



M AMSHBA 31 OF 32 CAPUDS OOFTiaGBr 2006 ACS on ! 
(CA niDBC NMfB) 

Absolute atsnochanlstry. 



MISnR 32 or 32 CAVLOS 




101 20S260-32-6 CAPLUS 

CM l-Plp«rldln*carbosaBdd«, N-[ (U) -1- [ (4-aBine-3, S-dlbn»opb«nyl) ntfeyU -2- 
[ 4-( 0-tso> -8-Bathyl-8-«zablcycle[3.2. 1] oct-3^1] -l-plparazliiyll -2- 
oso«ttiyl] -4-12, 3-<llhydro-4- C3-Mthaivpfaanyl) -2-aao-lB-lidd«ol-l^l] - 
(9Ct) (CA INDEX NAHB) 

Absoluts stsrsocbtBdstcy. 
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U AMSVKR 32 OF 32 CKfWS OOFTRIGBr 2006 M:S on STN (ContimiMi) 

BP 1997-938928 A3 19970908 

OP 1998-513227 A3 19970908 

VD 1997-S?4862 V 19970908 

OTHSR SOUSCB(S)i HAAPAT 128:230701 

61 



OH 




AB Tltl* coopds. ItOOZCRlIl2C(tX)AIIH3R4 C<X}' R - (subsUtutad) alJcylf HI - H, 
alkyl, PhCH2i KZ - (O0)m(CB2)dS5» b - 0, If n - 1, 2i RS - Ph, 
lwt«rocycl» X - O, (H,H) t Z - CB2, VR6t R6 - H, aUcyl, pfaaoyl-alkyli A - 
boad. prolines R3 - H, substituted alkyl, Pb« p/ridlnylj M • 
subsUtutad alkyl* HR3M " {substituted) hstarocycX*], useful as 
calcitonin gene-related peptide iOCSBS) antagonists, ware prepared Thus, 
3, 5-dlbroK>-ll2- 14- <!, 3-dihydro-2 (2H) -oso-benzlmldazol-l-yl) -1- 
piperidlnyllcarbonyl-O-tyrosln* was reacted with 1- (4-pyrldloyl) - 
plperazlne, to give ZI (22%) . In In-vitro binding studies with human 
OGRP- receptors, X had ZCSO ^0000 iM» In 061tf-antagealst la vitro 
testa, I was affective at doses fm 10-11 to 10-5 M. 

XT 204695-32-9P 204695-34-1? 204695-39-6P * 
20469S-40-9P 204695-45-4? 204695-46-5? 
20469S-47-6P 204695-49-8P 204695-51-2? 
20469S-93-2? 204695-94-3P 204695-96-5P 

204695- 98-7P 204696-OO-4P 204696-01-5P 

204696- 02-6? 204696-03-7? 204696-06-0? 
204696-07-1? 204696-08-2? 204696-17-3? 
204696-19-5? 204696-20-S? 204696-25-3? 
204696-26-4? 204696-30-0? 204O6-31-1? 
204696-33-3T 204696-34-4P 204696-35-5? 
204696-46-8P 204696-53-7P 204696-61-7? 

. 204696-63-9P 204696-65-lP 204696-73-1? 
204696-74-2? 204696-75-3? 204696-78-6? 

204696- 79-7? 204696-92-4P 204696-96-8? 

204697- 01-8P 204697-36-9? 204697-40-5? 
204697-41-6? 204697-42-7? 204697-43-8? 



U ANSVER 32 07 32 CAPLUS OOPYRXGBT 2006 ACS oa STN (Contimied) 
204697-44-9? 204697-45-OP 

RL: BAC (Biological activity or effector, except adverse) i BSU (Biological 
study, unclassified)! SFN (Synthetic preparation)! TBU (Therapeutic use)f 
BZOL (Biological study) i PRKP (Preparation)! USES (Uses) 

(prepn. of amino adds and thaic use as ealdtonio gena-ralatad paptido 
aatagonlsts in phatmaeautical cooipaa.) 
RH 204695-32-9 CAPLUS 

CN l-Piparidioacarboxamids, H-(l-((3,5-cllbroao-4-hydrcKyphaiiyl)nsthyI]-2-oso- 
2- [4- (4-pyTidinyl) -l-piparazlnyl]etbyll -4- (2, 3-dl hydro- 2-oxo-lB- 
benzlddazol-l-yl)-, (R)- (9CX) (CA XNDSX NAHB) 

Absolut* stareoehamlstEy. 




Br 



m 20469S-34-1 CAPLUS 

CM l-Piperidinecarboaaoide, N- [1- [ (3-bromo-4-hydrojiyphenyl) methyl] -2-oxo-2- (4- 
phenyl-l-piperazinyl) ethyl] -4- (2, 3-difaydro-2-ojio-lB-benzlmidazol-l-yl) 
(R)- (9CI) (CA INDEX NN4B) ' 

Absolute stereochemistry. 



U AMS0HR 32 OP 32 CAFUIS OaPTRIGBT 2006 ACS om STN (Cdatimiad) 




RN 204695-39-6 CAPLUS 

CN 1-PlperidlnecarboKamlde, »- [1- [ (4-adno-3, 5-<m»ranophenyl) methyl] -2-oxo-2- 
[4- (4-pyridinyl) -1-piperazlnyl] ethyl] -4- (2,3-dibydro-2-oao-lB-benzlmidazol- 
l-yl>-. (A)- (9CX) (CA XNOKX NMfB) 

Absolute stereochamistcy. 




Br 



BM 204695-40-9 CAPLUS 

CM l-Piperidinecarboaaalde, N-[l-[ (4-amlAo-^,5-dibr«nophanyDmetbylI*2-oato-2- 
(4-phenyl-l-plperazl^yl) ethyl] -4- (2,3-dlbydro-2-axo-lB-baaxiBldazol-l-yl) - 
, (R)- (9CI) (CA ZNDSX MM1S) 

Absolute StareoehamlstEy. 



L4 ANSVXR 32 OF 32 CAPLUS OOPTRIGSr 2006 ACS on STN (Continued) 




RN 204695-45-4 CAPLUS 

CN l-Piperidlnecarboxamlde. N-[l-[ (3,5-dlbrom»'4-hydrosyphenyl)methyl]-2-(4- 
metfayl-l-plperaxillyl) -2-asoethyl] -4- (2, 3-dihydro-2-aBO-lH-benzlmidazol-l- 
yl}-. (R)- (9CZ) (CA ZNOIX NMCB) 

Absolute stareecheaistty. 




RM 204695-46-5 CAPLUS 

CN l-?lperidlnecarboxaaide, N-[l-[ (3,5-dlbroGK>-4-hydroayphenyl)metfayl]-2-[4- 
(l-oathyl-4-plperidinyl) -l-piperazlnyl] -2-o>oethyl]-4-(2,3-dihydco-2-oso- 
lH-benzimidazol-l-yl)-« (R)- (9CI) (CA INDXX NMfB) 

Absolute stereochemistry. 



Habte 
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U ANSVni 32 or 32 CMLUS COfTlUGar 2006 J(CS en 8TN (ConUBUSd) 




m 204695-47>6 CWUIS 

CM l-PiparldliwcarboKaaid*. IK[Clll)-l-[(3.SHilbraaD-«-tydroMyph«ayl}Mtliyl)-2- 
OMO-2- (4-ph*nrl-l-pip*raziiiyl) atfayl] -4- (2, 3-4llbydn>-2-an>-lB-lwiiziaidazol- 
1-yU- (9a) {CA ZNDBX NMB) 

'Absolut* vtatiodMBiatty. 




RN 204695-49-0 OffUIS 

CN l-PlpaddliMeatfacHyUc add, 4-[4-[3'(3.5-dibraw>-4-hydraiypb«oyl)-2*En4> 
(2* 3-difaydro-2-a«>-lB-b«nzlaldazol-l'yl) -l-plp«rldioyl] eaiboayl] aaino] -1- 
OKoprepyll-l-pifMrazlnyll-, l,l-<iiMtbyl«tbyl astar, (R)- (9CZ> (Ok INOBX 



Abaoliita atataodWBistcy. 



L4 MISVSR 32 OF 32 CAPU» OOPYRIGBT 2006 ACS on STN 




RN 204695-S1-2 CKPLUS 

CN 1-Pip«rldlnacarb«amlda, (3•bc«no-4-hydrOMyphaayl)fflatfayl}-2-oso-2-t4- 
(4-|ly^idloyl) -l-plparasinyl] athyll -4- (2, 3'^faydco-2-<«o-lH-banzlnldazol-l- 
yl)-, (R)- (9a) (Cft INDEX WMB) 

Abaoluta ataraoehaBiatEy. 




RH 204695-93-2 OtftUS 

CN l-Plparldlnacartwwaiitl da, N-(l-[(4-a8dRO-3,5-<llbroKi|ihaByl)Mtiiyl]-: 

[ 4- (2-pyrldlnyl) -1-plpacaziByl] attyl] -4- (2, 3-dlliydro-2-OBO-lB-b«nzlBi(Uzol- 
1-yl)-, (R)- (9CI) (CA mOSX NMB) 

Abaoluta atareochanlstry. 



U ANSHER 32 OP 32 . CAPUJ5 COPfRICBT 2006 ACS On STN (Coatlmiad) 




RM 2046SS-94-3 CKPLUS 

at l<Plp«rldlnac»rbosaiDlda» lKCl-[(4-a]aiiK>-3,S-dlbc<»ciph«nyl)Datliyl]<2>aao-2- 
[4- (2-pycinLdliiyl) -l-plparazinyl] athyl} -4- (2. 3-dibydro-2-o»>-lB- 
hanrt art daitH-l-yl) -> (ID- (9a) (Cft mSB NMB) 

Absoluta staraodwBtstty. 




Br 



RN 204^5-95-5 CAPWS 

at l-Pip*ridin«carfoossmlda, N>[l-[ (^,5-(tibnmo-4>bydro■ypbal>yl)■atfayl]-2-o>o- 
2- [4- (2-pyrldinyl) -l-piparazlnyU athyl] -4- (2, 3-dlhydro-2-a»>-lB- 
banzimidazol-l-yl)-, (R)- (9a) (CA INDBC lOMB) 

Absoluta atacaocbaniatry. 



U ANSiBR 32 OF 32 CAPUIS OdPniGBT. 2006 ACS OD STR (Coatlnuad) 




Br 



RN 204696>00-4 CAPUIS 

CN l-Plp«rldin«carbosaaid«, N-[l-( (3,5-dlbraao-4>bydroayphanyl)Mtfayl]-2-o»>- 
^-(4- (2-pyrlnl(lliiyl) -l-plp«razinyl) sthyl] - 4- (2, 3-<llIvdro-2-oxe-lB- 
banzlmldazol-l-yl)-, (R)- (9a) (CA INDEX NANS) 

Absoluta ataraochanistry. 



Habte 
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M MtSHSR 32 OF 32 OtfUIS OOPYRIGBr 2006 ACS ea STN (Continuad) 




f luocoptwnyl) -l-plparazinjrl] -2-«awthyl|-4- (2, 3-<lifaydra^2-o»>-lH- 



b«lziJri.d•xol•l'yl) (R}- C9CZ) (a INDBX MNfS) 
Absolute Btet«oelMai8tcy. 




Br 



AN 204696-02-6 OVUIS 

GN l-Wp«rldiD»e«rtwi¥wrt <f> t4-nLBO-3, S-dlbronoplMiiyl) Mtfayl] -2- {4- (2> 

nsthozypbtnyl) -l-pip«razljiyl] -2-a«Mtliyl] -4- (2, 3-dtiiydto-2-OBO-ia- 
bvnzimidazol-l-yl) (R)- (9a) (CA WOBX HMIB) 

Absolute staraochemlstcy. 



M MISVXR 32 or 32 CA9LUS OOPYRIGBr 2006 ACS on STN (Coatinuad) 




Br 



RN 204696-03-7 CAPLUS 

en . l-PiparidimcarbosaiMLd*, lt-[l-[ (^,5-4librOM-4-faydraayph•flvl)Mtl)yX]-2'e«>- 
2- (4-ivrazlnyl-l-plparaziayl) atbyl] -4- (2,3-dlhydro-2-o«o-lH-b« n 7l m 1 ria r ol-l- 
yl)>» (R)- (9CX) (CA INDBC NMfS) 

Absolute steraeebsaistty. 




CN l-FlparidlDaearbosaiiida, ll-[l-[ (3,S-dibtflin-4-bydro>ypbsiiyl) mathyl] -2-(4> 
(2-iMthoaiyphanyl) -1-piparaziivl] -2-osoatIiyll -4- (2, 3-dibydro-2-oso-lB- 
banzlmidazol-l-yl) (R)- (9CX) (CA ZmSX NMIS) 

Absolute steraochamistry. 



U4 MISVER 32 OP 32 CAPUIS oaPTRIOr 2006 ACS OB STN (CODtimisd) 




Br 



RN 204696-07-1 CAPLUS 

CN 1-Plparldlnacacboxasida, N-(l-( (4-aBiao-3,S-dlbroBophaDyl)iMtbyl] >2-[4- (S- 
Bathosy^-pyrlaidinyl) -1-plparazlayll -2-esoatfayl] -4- (2, 3-dibydro-2-cso-lH- 
bemimidazol-l-yl)-, (R)- (9CI) (CA moSC HMIB) 

Absolute steraocbenistcy. 




IH-banzloldazol-l-yl}-, (R)- (9CI) (CA ZNOBX NRMB) 



Absolute steraochamistry. 



U RMSIBR 32 or 32 CUIUS OOPTRIGBT 2006 ACS OD STN (CoDtlnuod) 




RM 204696-17-3 CAPLUS 

CN l-Plparidlnacsrbosaalda, M-t (IR)-l-t (4-aoiI«>-^,5-dlb^oraoph•^yl)B•thylJ-2- 
oso-^- (4- (4-pyrldlnyl) -1-piparazinyl] athyl) -4- (octahydro-2-o«o-lH- 
banxlBidaxol-l-yl)- (9CI) (CA INDBX NMIB) 

Absoluta staraodieaistty. 




Br 



RN 204696-19-S CAPLUS 

CN l-Pip«ridlr>«carbGsamld«, N-{l-( (4 -■miiM>-3,S-dlbraBophaiiyl) mathyl] -2-OBe-2- 
[4- (4-pyTldlnyl) -l-piparazlnyl] athyl] -4- (2,3-dlhydro-6-mathyl-2-oso-lB- 
banzloid«20l-l-yl)-, (R)- (9CX) (CA INDSX NMfB) 

Absolute staraochamistry. 



Habte 



11/28/2006 
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M JWSVER 32 or 32 OPUIS COPYUOT 2006 ACS on STN (CoatlmMd) 




Be 



ni 20469«-20-e CKPLUS 

CM l-PiparidlMcacboumid*, ll-[l*C«*«Bino-3,5>dlbraaoplMiiyl)Mtfayl]-2-an>-2- 
[4- (4-pyildlByl) -1-piperaziByll ethyl] -4- (2» 3-dlliydra-5-Mtliyl-2-ao-lH- 
baBsliBidazal->l-yl>>. (R)- (9CI) (Oh niCB IMMB) 

Mnoluta st»«och<nd»tty« 




m 204696-25-3 CKPUJS 

CH l-PtpatidlMCatbouaid** Il-Cl-l (^,S-dlbrew>-4-bydroayph•ayl)lMtllyl]-^-a«o- 
2- (4- (4-pyrldliiyl) -l-pipttrazinyll •thyl] <4- (2. 3-dlfaydro-6-Mtliyl-2-oso-lH- 
benziaidazol-l-yl)-, CR>- (9CI) (Ok XNOB HMO) 

Absolute at«nocb«mistty. 



1.4 ANSVSR 32 Ot 32 CWUIS OOPYRIGHr 2006 ACS on STN (Contimitd) 




Br 



M 204696-26-4 CAPLU5 

CN l-Pip«cldln*caEbo>«mlda, (3,S-dibrODo-4-hydroayph«iiyl)Mtlqrl]-2-oxo- 
2-[4- (4-pyrldlnyl) -l-plp«ra2layl] «ttiyl|-4- (2. 3-difaydro-S-Mtfayl-2-aBO-lB- 
bonzlflddazol-1^1}-. (R)- (9a) (CA XMOKX NAHB) 

-Absolut* atsraocbonlstry. 




Br 



m 204696-30-0 CAPUIS 

CN l-Plp*rldln«earbosaBlda, N- {1- ( (4-aBlno-3, S-dlbroBophaoyl) Mthyl] -2-oso-2r 
[4- (4-pytldlDyl) -l-plpttrazinyHstfayl] -4- (l,4-dlbydco-2;4-<lloK>-3(2B)- 
quinazollnyl)-, (R)- <9CX> (CA ZNDBt NAHB) 

Absolut* st*r*och*al9try. 



U ANSHBR 32 OP 32 OkPUa COVTRIGBr 2006 ACS on STN (Conttmi*d) 




m 204696-31-1 CAPUJS 

CN l-Pip*cldinM:arfaaxamid*, N-[l-[(3,5-<llbraaM>-4-faydrosypb*nyl)n*tbyl]-2-o»>- 
2-[4- (4-pycl(tinyl) -l-pip*razliiyl) *tbyl] -4- (1, 4-dihydro-2, 4-dlan>-3 (2H) - 
qulBAzoUoyl)-, (A)- (9CI) (Ok IHSSI HAKE) 

Absolut* 9t«r*ocfa*alstty. 




2-14- (4-pyridiiiyl) -l-plp*r«zlnyl] etiiylj -4- (1, 2-dibyd^o-2-oxo-3B- 
laiduo(4,5-b]pyrldln-3-yl)-, (R)- (9CI) (CA ZNOSI NAME) 



Absolut* 8t*c*oeh*Bi8tcy, 



M ANSWER 32 OP 32 CAPLUS COPTRIGBT 2006 ACS on STN (Contlmiod) 




Br 



RN 204696-34-4 CAPLUS 

CN l-Pip*rldinecarbox*mld*, lf-[l-[ {4-aIBino-3,5-diJbroaoph•llyl)lB•tllyl]-2-oso-2- 
{4- (4-pyridinyl) -l-plfMrazlnyl] *tliyl] -4- (1, 2-dibydro-2-o«o-3B-lmidazo[4. S- 
b]pyrldiD-3-yl)-, (R)- (9CZ) (CA INDBX NAHB) 

Absolut* st*r*och*mlstry. 




Br 



RH 204696-35-5 CAPLUS 

or 1-Pip*ridin*c«rb<nsalde, 4- (2,3-<U.hydro-2-ozo-lH-b*Bzlmid«zol-l-yl) -N-(l- 
( (4-hydro3iy-3, 5-diiMthylph*nyl) mthyl] -2-o>o-2- [4- (4-pyridliiyl} -1- 
pip«cazliiyl]*tbyl]-, (R)- (9CZ) (CA INDEX NAME) 

Absolut* st*t*och*alstty. 



Habte 



11/28/2006 
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M MISVER 32 OF 32 CWLUS OOPnUCHr 2006 ItCS cm STN (Contlmiad) 




He 



RM 204696-«6-8 CAPLUS 

Of l-Pl|wtidiMcacbox«ald«, l«-(l-((4-«nliic>-3,5-dlbn)aoplwiiyl)Mthyl]-2-[4-(l- 
■itlvl-4-pip«ridlnyl) -l-plperaziiyl] -2-oso«tli/l] •4* (1, 2-dlliydct>-2-c»>-3H<- 
lBidazo[4.S-b]Fycldio-3-yl)-« (R)- (9a) (C» mSBC HMO) 

Absolut* BttraodMBlstsy. 




nt 204696-53-7 CWWS 

CH l-PlpaddiiMcarbouBicl*, Il-[1-C {3rS-dlbrCBBO-4'byilrosypb«iiyl)iNtfayl]-2«oso> 
2- [4- (4-pyrldlnyl) -l-pip*r«zlflyl] •tfayl] -4- (l»4-dlfaydro-2-«so-3 (2H) • 
qulnazoUoyl)-, (R>- (9CZ} (Cft IMSBC WMS) 

Absolut* ataraodMalstty. 



U AH5VER 32 OF 32 CAFUIS OOPTRICBT 2006 ACS on STN (ConUniMd) 




Be 



RN 204696-61-7 CAFLUS 

CN l-glp*rldlo*c*rhmrMwi ft* » v- ( (M) -1- [ (4-attiiio-3, 5-41bnaopli*iiyl) ntbyl] -2- 
{4- (l-iMtliyl-4-|iip*cldiByD -l-|)lp*razlnyl] -2-oao*tliyl] -4- (2. 3-dibydro-2- 
ose-4-ph*ayl-lB-laidazol-l-yl)- (9CZ) (CA IMDBX MMfB) 

Absolut* 8t*r*och*mistry. 




RN 204696-63-9 CAPLUS 

CM l-Pip*cidln*cacboKamld*, N-UW-l^C (4-afldDO-3,S-dlbromaph•nyl)m•tllyl]-2- 
aao-2- [4- (4-pyrldliiyl) -1-pip* razlnyl] atliyll -4- (2, 3-dihydro-2-oso-'4-pli*iiyl- 
IH-lmlduol-l-yD- (9CI) (CA Z1IDEX WUfS) 

Absolut* st*E*oeb*Bl9tcy.- 



U AHSraR 32 OP 32 CAFUIS aiF t RifaM 2006 ACS on STN (Contlmiod) 




Br 



m 204696-73-1 CAPLUS 

CN 1-Pip«rldinecarba«8aid«. »-[l-[ (4-alBlao>3.5-dlbraaoph•^yl)B•tfayl]-2-alO-2- 
[4- (4-pyrldlnyl) -1-pip* razlnyl] athyl] -4- (5, 6-dlchloEO-2, 3-dil»yd«>-2-OKO-lH- 
b*nf 1 ml ri«Tol-l-yl) - > (X)- (9CI) (CA INDEX NAMS) 

Absolut* st*c*och«Bistcy. 



M ANSnR 32 or 32 CAPLUS COPTRZOBT 2006 ACS oa STN (Conttiiu*d) 




Br 



RN 204696-74-2 CAPLUS 

CN lH-B*nzifflidazol*-l-ac«tlc add, 3-[l-[{[l-[ (l-anlno-S^S- 
dibroaoph*ayl) Mtliyl] -2-oao-2-[4- (4-pyridifiyl) -1- 
piparazlnyll atliyll amiae) earbonyl] -4-pip*cldiiiyl] -2, 3-dlfaydro-2-OBo~, 
Mtfayl *st*r, (A)- (9Ct) (CA moSX NANS) 

Absolut* st*r*och*mlstEy. 




CN l-PipaddlMcarbosamld*, 4-(2,3-dibydro-2-aBO-lB-b*i»imldazol-l-yl)-N>{l- 
[ (4 -bydrosypbanyl) Mtliyl] -2-obo-2-(4 - (4-pycldinyl) -l-pipsrazlnyll •ttayl] 
(A)- (9CX) (CA INDEX HMIB) 

Absolut* stacaochamistry. 



Habte 



11/28/2006 



10/685,921 Page 141 

U ANSBSR 32 OP 32 G»LUS GO?YMGHr 2006 KS on STN (CtmUmMd) 




tat 204696-78-6 CAPLUS 

CM l-Pip«rldiiwcarfocaMmlde, H-{l-{ (^,5-dlbran>-4-tIydra>ypb•Ilyl}B>tllyl]-2-[4- 
(4-f luoropheoyl) -1-pipttrulnyl] -2-oxo«tbyl] -4- (2, 3-diliydro-2-oso-lH* 
b«ozlmidazol-l-yl)-, (R)- (9CI) (CA ZNDSt WKB) 

Absolut* st«r«odwad8tcy. 




Br 



RN 204696-79-7 CAPUIS 

Of l-Pl|MrldlB*cartaaiamid«, lf'[l-[(4-«mino-3pS-<UbcaBaph«ayl)aMtfayll-2-[4-(2- 
OuonplMByl) -l-pl|»raslfvl] -2-OBMtfayll -4- (2»3-diliydro-2-o>o-m- 
b>nTl BidiTol-l^l) -, (K)- (9CXI {CK UtOBL MIMB) 

Absolute 9t*c«octMnL9tcy. 



U MISVBX 32 or 32 CAPUIS OOPTRIGaT 2006 ACS on STN (Contlnuad) 




Br 



RN 204696-92-4 CA?LUS 

CN 1-Flpe ridin*carboxaald«, N- [ 1- [ (4 -amino-3, S-dibroaophenyl) mstfayl] -2-oao-2- 
[4- (4-|iyrlJBidlDyl) -l-plperazlnyl] •thyl] -4- (2. 3-dlfaydco-2-a«o-lH- 
b«BZlBld«SOl-l-yl)-, (R>- (9CI) (CA INDEX NAKB) 

Absoluts stsrsoebsmistry. 




Br 



RN 204696-96-8 CAPLUS 

CM l-Pip«rldinecarbosaaid», N- [1- [ (3, 5-dibromo-4-hydrasypb«iiyl) mathyl] -2-o«o- 
2- (4- (4 -pyrlBddlnyl) -l-plpsrazleyH sthyl] -4- (2, 3-dlhydro-2-a«o-lH- 
b«nzlmldazol-l-yi>-, (R)- (9CI) (CA XNIUB HAMS) 

Absoluts stsrsochafflistry. 



M ANSWER 32 OP 32 CAPLUS OOPtRIGBT 2006 ACS on STN (COoUnusd) 




RN 204697-01-e CAPLUS 

CM l-Plp«rldlB*carbasaisids, N-(l-t(2»S-dlbraw9pbsiiyl)MtI>yll-2-oso-2-(4-(4- 

pyrldinyl) -l-plparazinyl) atfayl} -4- (2» 3-dlfaydro-2-eso-lB-b«nzlmidazol-l-yl) - 
OCX) (CA INDEX NAME) 



rt-O 



Br 

RN 204697-36-9 CKPUIS 

CN 1-PiparldloSGSrfaosaailds. N-[l-[(3,S-dlbrono-4-bydro>ypbsnyl)mBtliyl]-2-[4- 
(S-matbo«y-4-pyriBldlayl) -l-plp«raziByl)-2-eBOStliyl] -4- (l,4-dll)ydro-2-oxo- 
3(2B]-quiiiaxoUnyl)-, (R)- (9CI) (CA INDEX NM1S) 

Absoluts stsrooehsaistEy. 



U AMSVSR 32 OP 32 CAPUJS OOPTRZGBT 2006 ACS OB STN 



(Coatlousd) 




RN 204697-40-5 CAPLUS 

CN l-Piperidlnacarboxaaida, N-[l-( (4-ainlno-3,5-dlbroaophanyl)nethyl]-2-oso-2- 
[4- (4-pyrldiiiyl) -l-piparazinyl] athyl) -4- (3, 4-dihydro-l, l-diosido-3-o«o-2H- 
l,2*4-bsnzothladlaziD-2-yl)-« (R)- (90) (CA INDEX NAKB) 

Absoluts stsrsochsmlstcy. 




RN 204697-41-6 CAPLUS 

CN l-Pip«ridinacarbos«sd.da» H-(l-[ (3,S-dibro3no-4-byd^osyph*tlyl)Mtilyll-^-(4- 
(5-awthoxy-4-pyrilaidiayl) -l-piparazlaylJ-2-cnioathyl] -4- (2,3-dihydro-^-oxo- 
5-pbanyl-la-inlda^ol-l-yl) (R)- (9CI) (CA INDEX NAME) 

Absoluts stsrsochsaistcy. 



Habte 



11/28/2006 



10/685,921 



Page 142 



L4 ANSVSR 32 07 32 CAPUJS ajPYRICHT 2006 ACS on STN {Cootlnuttd) 




ni 204697-42-7 CXPLUS 

at 1-Plp«cidliwcarb(nuni(to, C4-a]iiliio-3,5-<llbraiK9h«tiyl)iMthyl] -2-[4-(4- 

f luoraphanyl) -l-plporszlnyl) -2-OMethyl] -4- (l,4-dibydro-2-«io-3 (2H) - 
tpiiniifollnyl)-, (R)- (9CX) (C» ZMDSX MMfSI 

JUsolut* staraodMBlatcy. 




Br 



RM 204697-43-8 C31PI.US » 

CN l-?lp«ridlMcarbosamid«, 1I-[1-C (3•S-dlbceH>-4-llydraltyph•Byl)Mtllyl)-2-[4- 
(4-f luoEOpbanyl) -l-piparaslflyll -2>OBMtliyl) -4- (1, 4-dihydro-2-oaK>-3 (2B) - 
quloasoUnyl)-, (R)- (9CX) (CA XNQBC WMB) 

JUbaalutft af foctfiatry. 



U AH5VSR 32 OP 32 CAPUIS OOPYRIGBT 2006 ACS On STN (CoatimiMl) 




qulnazoUoyl) W- (9CI) {Ch INDBX NMfB) 
Abaeluta ataraochaaiatty. 




Br 



RN 204697-4S-0 CAPLUS 

CN l-PtparidiMcaEbosamida, N-[l- [ (4-amiao-3, S-dlbramophanyl) nathyl) -2- [4- (2> 
f luorophanyl) -1-plparazinyl] -2-osoatliyl] •4- (2, 3-dlliydro-2-<»o-S-phaiiyl-lB- 
iBidazol-l-yl)-, (R)- (9CI) (CA ZNSBX NMfB) 

Absoluta 9taraoeh«BL8tey. 




Habte 



11/28/2006 



